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(57) Abstract: Novel carboxylic acid derivatives of general formula (I), 
*7 salts of the same, esters thereof, or hydrates of them, which are useful as 

Y"L r ™X^T l ^" \ W / 1 \ insulin resistance improvers; and drugs containing the derivatives as the 

1^ i J ^ | J active ingredient. In said formula, R 1 is hydrogen, hydroxyl, alkyl, or the 

J^l like; Lisa single bond, a double bond, alkylene, or the like; M is a single 

bond, alkylene, or the like; T is a single bond, alkylene, or the like; W is 

^> carboxyl, -CON(R wl )R W2 , or the like; represents a single or double bond; X is oxygen, alkenylene, or the like; Y is an aromatic 

a hydrocarbon group which may contain a heteroatom, or the like; and Z is an aromatic hydrocarbon group which may contain a 
heteroatom. 
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mmm 

mmm (Diabetes mellitus) tel*]H'i4^ >7> U > (JM©^ >^A>7ft |3 

(insulin dependent diabetes mellitus: IDDM : ^,—W^W.m) £-r>7.U>#E 
tfm&mmm (non insulin dependent diabetes mellitus: NIDDM : fg-Mfi^#i) 

&£zs, ^(Di&commm (-A^mmm •. mo)mm.o)-'D(Dmxti,xmmmt)m 
fe&^<mmmmm<v*:mtt&&®z>o mi^mumm\z±$^(DXvtr^. mwi 
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-f h\ h^+r*5 VteEVTslV^-frOUT (SU) m<b^g?^ h^;i/5 X 
>7^^"(Dt:^7^--r h* (BG) ^7^if^ffi$nT^^^\ NIDDM(D?S^cr)^«-r 

V*> (Troglitazone) , E3-^U^V*> (Piogl i tazone) , a->^U^ x /> 
(Rosiglitazone) ^^^y'yjyyilfr^/XU >j£intt^S^<hl^«'n, 

^jyj ^>^CD^^J«IM^»©^b^P^^L, 4£rt^#:T'&3PPARr 
(peroxisome prol iferatbr-act ivated receptor gamma : iBflMBflSO^-fbtcSigfe 
^^LT^cDf^ffl^^LTl'^Clt^^oT^fc (J. Biol. Chem. , 
270 . pl2953-12956, 1995) 0 ^(DmmffimmcDWtlz J; DTNF a , FFA*5 i^'lept in 

flsfcPPARr ©agonist tUTfffflU -f >X U >Jfiiatt3fe«8im£Se^LT^*. 
fcI5T, PPARlcttr WteCfea, /3 -DfrW? 9 4 ^SSIStiT* 

aw^t, 43 ct ffito^Tt) r ^HtA/ £ m mum \z m&-? & <d \z 
©■€-tt-*-*ft#afeS: Ucii§fi9i^5t#Ab m i * & . j^^ppar r wxpl , 
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acyl-CoA carboxylase, GPDH&£©*e^#©S8S£7CiiU ^ £ Jig «f citric 

PPARr&tf aODdual agon istT* 33^7 V'U ^ bT«#!tf!¥9-48771 

< ^cDfb^^&£tiT<^3 (Current Pharmaceutical Design. 2, No. 1, p85-102, 
1996; Bioorganic & Medicinal Chemistry Letters, 6, No. 17, p212 1-2126. 1996) . 
L ^ b , PPAR r agonist CD — TttBfl»*3^Sie $ tlT & D ^ffl (c & tc D 

agonist <h bT^JST*t|-£ ^ <hte$g^ft< , SlT^r, a> :fc±M ©triple 
agonistf^ffl(co^T^<*06nTV^j:^ 0 b/^U ±i3Xr3£^fc J; ptePPARr 
agonist(D«'l4tt^7V'U^>B^^**TS^©fc(Z)tv^ma'J : b^D, -etl 

Cin^T-^^^MM^biSM^Pil^^'i"^^'^^ (TG : Triglyceride) 

$ bHPPAR/3^f]^fla^MbcDfH^ffl^6tlT*3D (J.Biol. Chen. . 274, 
No. 31, P21920-21925) , cni:«t 0 3 l/7TD-;i/^®Tt5 Cl t fe^^nx 
(W09904815), $ e>tCd©-y-y^-f ^tc^l-^agonist^tt^^^-r^-fb-^^^: 
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T)\>*)Vttm. &#ftlfc:Hb6<Z>A-r Fa^v-T;^;^ SiJllSfclfcV»L6©A 
KD+->7JI/3*'>S, KSI»l^:V>L6©A'f KD^yJM^tS, 

^^L6<DApy><k7;m^^*, ^ti^^b60AD^Mb7;^;i/?ts, 

j^*^27iViU12(Z)7;H3^->T;i/^;U*. j^l^2&^L12©7;iO^>7;iO^ 
^2&l/^12©7^3^y7J^JI/5 : ti 1 &*»3&V>L7©5'*D7' 

mte^isSv>7)V3r-)i*3rzs&, mmmt^v^(D7)^=.)i^m, mmm 

fj^b 12(7)7 U -JUS, mmmt£^ls\2<D7 'J— ;M-^>S, jE**gc6&u bl2(7) 
+;i/7U-M+yS. ^&7&^U8©7;WU7 l J-;i'^:<i-g* &*#7&to 

l 18^7 yfriffrm. mmmtz^ li8ct)7 7;^;u*^->*t) l < «#^&7&^ 

^S^WbTV^TfectV^ j^$a&^L6£>7;Mrl/>», ^^^2^^L6(7)7;U 
U>gt)U< ^^^2fj:^L6(Z)7;b^r:l/>*^ ; M ^fctt-^n 
•€mJW±(7)a^S^"#LTi/^TfcckV^ M^^:l^UL6(7)7^^l/>a, j**^2 
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-ch^\ m.mmt^is§<D7 )v*)vm, mmmm^i(Dmm-m7is)v^ t>u 
<\zmmmt£\,^\%(D^m7i')vm?t^n^nm-i-) fs^n^s^^ <§. 

L, ±B(D^m\Z^X, WmZ-er-V&O, Vim, 4-y^V?77Uy>-5- 

i&it-cQ- (z.z.x-Qitmm^^rz.^njw^^-T) /-cqnr x - dd-wiu 

x^xfe^v^ mmmte^v&<D7)i*)im, mmmt^i,7cDmmm7^)i&. 
^\,<\tmmmu^\s\§(D^mM7i/)i^^n*:n^) , -nr x cq- (^tq, 
mt^n^ntt$ttm\zmv&z^~f) . -so 2 nr x - (z\z\xmmt^mizm\^m 
£^-t) , -nr x so 2 - aHzmztzmizmvmz^-t) x & l- < nr x1 cqnr x2 — cc: 

Y— L— X^T — 
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R 1 

— M=-^— W 

PPARa> j3*3^^r©hUy;i/T=T-7s hftMifcScK E3SST**S&tH©EI5& ; -f 

>xu >s*attefe#^j-rfe*H&SEOE^ ; mmm^j-m ■ mmmT&zmzom 
m ; xmmm<D^m • te*jWT&*fl&fE©E£-K:Kii~*. 

mm^B^m -fern-tern-? ■*j5&&m&T ±ie— is 

i&£PPARa:fc«fctf rOxiT^y^T. h ffrH * fc KiPPAR a, /3 43«fctf r©h 
*f6W©rt§tt±iat^Lfct43 0Tfe5*^ Jf*b< tt±8H— JR^: (I) fc$3 

(I) fcfcHT, X^-Jl£l£-CQNR X - (CIClTfQ, R x «tul5^«^|H]i;S§:^ 
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(i) iz&^x, Y^\^±(Dm.mm^^x^xh^.^\ mmmt^un 

X^-|S^-CQNR X - (d^T-Q, R x tttufB^a^|W]i;S^^-r) £fcte-NR x CQ- 

5£ (I) H4B^T, R'^n^m^cDmmS^^UTViTfecfct/^ j^Hlfclft^ 

mmS^^LTV^T : b c kV^>-fe*>Sl:^D> X7^-fl2:£-CQNR x - (d^TQ, R x tt 
tufB^fclHlUS^^T) £7cte-NR x CQ- (CldTQ, R x ttMIB^«^(5] C*^^ 

m -el ± o (D ib m ( - m ^ $ n a =b © t « & ^ „ 
& t c * as Ka » * x m £ n ^ i§ *u ( c -d ^ x i¥ 0i \z m m -r ^ » 
r 1 , w, r\ r x1 , &£m* 2 i)n^±(Dwmmzmi'T^Th£^mmmte^^(D 
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□ tfJUS, n-y'^)im. \-y^Jl&. sec-7'^)lM. l-y'T-llsM. n-^>5 L ;ua, 

1- ^>5 L ;us, sec-^>^;i-s> t-^>^a, ^5j-^>^;ws, 

>^;i^ l, l-^^^jw^^u^ 1. 2-> f ^5^;uy^S> 2.-2-^pt^;i/^;us, 
l, 3-^^^;u^;i/S, 2, 3-^^^;i/-7*^;u«> 3, 3-v*^;u:/^;i^ i-x^;u 

^Jl/S, 2-X^7*^*> 1, 1, 2-hU^^7°Dt>i« 1, 2, 2-hu^^y 

mtft>n, pj^v<h. x^g, n-yne;^, i-^Dtr;us, n-y 

sec-^>^;i/S, t-^>^;i/»> ^^-^>^;i-*> 2-*3 L )uy~ 

n-y^;US, i-7 r 5 L ;i-S> sec-T/^g, t-7*^)l&, n-^>3^S, i-^ 

>^ji^s> sec-^>^^x, t-^>5^;i/S, ^^v^;^ 

2- ^^;uy^;w*, l, \-J^^)Vy°u\i)vm. \,2-i>*^)V7°u¥)vm, i*<b\zft 
^L<\t^^)im, x^;us> n-7°n¥)im, i-yatrjus, n-y^;us, 

-;i/S ; - haS ; ^EJl^'J 71 ; 3^^1^'J ; 7^^^, tiMT> H 
^JOTf, a^J^fc^Ao^JGr? ; xh'j;i/S ; ; ; ^ 

xjl/S, 7UM> )\s&tzE<D7)V>r—)V& ; x^-;i/S, ^x;us, 

ju^-d^^;1/S, hU7Ji/^-o/fjH, ;7j^ax^Ste£(£)AD'7V 
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^g&^tfWl^l^^A^E-Ol/S ; #;i/AS KS ; 7-tef yi-'Sft^WJkfr J -f 
J«;7S'yi;^W5yS, IW$;S> -fV7'ot:>75;S/ c i;i'© 
7M^7 5 ;S ; y/^75 7»> /?JHW$yS, yXWS/l 
^ifcD^JJl/^^TS yl ; 7 5 / ^fJl^ 75 7x^1/1, 7Sy7Dt>S 
& SCOT'S /7J^M ; ;*UU#^>S ; ^ b^># jl^'x;i,X, ih + yijM 

h^->#;i^x;i/X^jUX, ih^y^J^xju^M, ^°d^^->^;1//^-;1/ 

^-^->x^;i/S, x^ji^^v-pWI^ x^;kt^x^g&£<D7,M^i^ 
^->7;^;ws ; ^jv^^^jvm. ^wtifjn> x^;^^-^^;u*> 
x^;w^^-x^*7^i:(7)7;^;w5 1 ^-7;i'^;L'» ;7$y 

75 y xf Jl/75 y /f;Hfj:i:©7 5 ; 7JW7 5 ; 7il/+J« ; *^)Vts)V 

E(D7 )V*)Vt> ;i/^-;u^^~>* ; *^~>^^;i/S> ^>y;i/t+yx^;vt^y 
x^;US^:i:CD7 U— ;L'7;Uxi^->7;Uxi^->7;i/^;i/S ; t Fo + yXT-M^ 
i/^^ivm. t F d ^ -> J^^ -> x?JHS i'O t Kn^>-7;wx]^5/7;m^ 

; ^o^M-^^f^S, ^>> ? ;i/^-^S/x5 1 ;i/S> ^>y;my7 , Df 

)VmUE(D7 , )-)l7)l^^iy7)l^)im ; h U ^^^7 >^-^S, J*^;UX3=- 
Jl/pW^^X;^ h UX^;i/7> ; EX^-S^^CD^ra^7> ; ex^-g ; ->^7 
0 7'Dt:;H, y^7D7'fJVS. D^>5 L ;i/S, p^^S/^Ste £c7»^7 
□ 7,M^g ; y^DT'D^xjl/S, y^D^rxM, o^>7-x;i/S, -> 

/7D^tXjHft£«y^D7J^XjH ; 7xXM, tlU^XJl/S, fix 

7>))l&. b°P 'j;i/Sfj:<Hc7)7U-^a ; ^JUf ^S, x^f^S, y° 



9 



WO 01/25181 



PCT/JP00/06788 



tji^x;i<s> y^>;yg, p-h;i/x>xju*-;PS^i:'©g^x;u*-;i/» ; ^> 

^ $ tlX ^X t> J; i/^ t ZMM-TZ o 

7JV*-j«&i'T'ii$nfc7MJH ; ; T)i*-)i>m ; y;^ 

R i ms^±(DWWk&&^isX^x&^mmmu^vs(D7)i<zi*i/M&^^ 

tt7 h^->i, ih + yl, n-yD^^->S, i-7'a^yS s n-T/h^v'*, i- 

^->l ( sec-^>^;y^^>-g, t-^>5 : -;y^-^->s> ^^^JM^S/Sx 1- 

pWl^h^i/*, 2-y^;i/:7*h=^>S, 1, l-i?^^;uya#^->», 1,2-^^^ 

)V7°ut£*^, n-^\^v^^-^->S, i-^\^>-;i/^-^'>*, i-^5\>w^>^;m- 

b^>S, 1. 2-~J*9-)i'7 2, 2->^^;U:7h^>S, I, 3-y/f^7*h 

=^>S, 2. 3-^^^;y^ b^~>S> 3, Z-^J h^-^m. l-lf^h^yS 

2-x^Jl-7> + ^*< !, U-hU^^D^yS, 1,2, 
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s, i-^>^;i/^-^->s, sec-^>^;i/^^s, t-^>^;M-^>*> t^^> 

19, ct D£? £L< h^->X> xh^r~>S, n-yn#^->S. \-y°n#3ri/M, 
n-7*h^->S> sec-^h^vS, t-?* b=lr~>X, n-^>^;i/^-^~> 

5, i-^>^;i/^-^>-*, sec-^>^;U^-^->S, t-^OW+yi^ 

\-^^)ly'h^rzy&. 2-^Wl^h=^>X, 1, l-y/^7n^+ 
1, 2-v?p<^;i'7°o#^>'X, $?>t;ffSl<H/h+yi, ih^vS, n- 
7'o^y|> i-7'n^yl, n-7>^->S, i-7*h^i/^ sec-:/h^>S> 

i-T^l/f^S, sec-y^;U^*S, .t-77*^;^^-S, n-^>5";i^ 

^-a. i-^>^;u^s, sec-^>^;b^^-s^ t-^>^;i/5 L ^-a, ^^-^>^;u 
5^^-*, l-pwuy^^s, z-^^^^^^^-s, 1, l-s^^u^nt:;^ 

^;i^>^;i/^:t^ 2-^^ji^>^ji^&. z-^j-^y^iv^m, 1, l-fy 
^^■t^i^^s, 1. 2-zy^^)iy'^-ji^m, 2, 2-^^^;i/y^;^^-*, 1. 3- 

2-jL^jiy'^)i^-^m, 1, 1, 2- h u ^9^:? □ 
1, 2, 2-h u ^^;>7°d t°;i/^^-S, i-x^^-i-^^^^dh^^ 1 ^-*, i-x^;u 

sec-^Jl-^^S, t-^JU^^-ffis n-^>^JU5=-^-S, i-'O^Jl^^g, sec- 
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^y^jl^jrm, t-^y^JUJ-jrm, tt'OT-frttg* \-^^)Vy'^)V^^rm. 

jl^JI^J-M, n-^DfJWS, \-y°u\i)V^m, r\-y^)l^M, i-y'^JU 
3^*> sec-y*^ JU^^rm, i-y^)V^-^, n-^>^;u^^-s, i-^>^;U^;t 
sec-^>^;^^-*, t-^>^;u?^s. **^>^)itt&, \-*^)Vy~?- 
;i/^^-S. 2-^^;i/^;^^-S, 1, l-^/f^a t°;i/^^-*, l. 2-~J^)Vy° 
n\ijl^m, £ L< n^^Jl^M. X^;U^^-*, n-y'u^ji^m. 

i-7°D xjittm, n-y'^)i^&, \-y'^)i^^rm, sec-y'^iv^m, t-y^ 

A-f Fa^yiwm 1-A-f Fa^^x^l/^^S^if^tfbn^. 
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TK-r. M:ftmz\zwz.\X7s; theism. 1-75 ;i 

|W| }£ \z b T R 1 # 1 & ± CO m & £ * W b T U T t> «t V ^ ft 1 ft ^ b 6 © 7 5 y" 7 ; P 

v <\tttmmt<D7 )v*)i?--*mz&^-T: , m^mr^Mi^7 ^ j m-cmm^n 

fcS^^-To R#WtttWAtf7S y ^^f^I, 2-75/xWtS, 1-7 

R'^n^±c7)MMS^^bT^T : fo c tv^^^ift^b6cD;NDy>'(t:7;^;wa 
£*m§"£\ w\uy>it7)^)imt\^ jtiE^*^i~6©itm i fob<«^ 

S^t*. HTADy>B : ftB7y#K^ ^JfC^ a-y^H^- 

tnifJH, i-7;i/tnifjH&^tfe.ti5. 

11] tit bTR'#l^±©fi4feg£*rbT^T feet lft Hb6©Any>{fc; 

T;i/D^'>S^^T^^> ^Aoy>fb7;^ + yii:H ±SBM*i!c 1 ~ 6 (DU 
m t> b < te#ttflM* CD 7 Jl/D * (C i5 H T , B^ Pjffift«5ffi3&* 1 EA± (D A □ y > 

|S| tl Id b T R 1 *<1 J£A ± CD W jft S * # b T I s T *> U ^ 3*5 g i ft ^ b 6 © / \ □ <7 > { b 
7 ;U*;i/3^S£^T*£, KAoyxkTJU^^^-Sttt, ±8Bp23RRl~6 
c7)a:il : fob<ttMiI^cDy;k^;p^*«t4o^T, «&«*GEft8M£a«iE*±©A 



13 



WO 01/25181 



PCT/JP00/06788 



mk<D7 )v*)vmz&^x. w^mte$mrf-tmmm%i 1 ~ 6 <Dmm>b u< 

^h + y^h + yS> ih^y^h^yS, l^h + yih+yS, 2-* h^->X 

It) ^ £ L T R 1 7&*1 ± tf) § ^ S £ W b T ^ T «fc V m WL 2 & ^ ^ b 1 2 <D 7 )V u * =s 
7 iTJ^ + y/MJ^tStH ±fS^^^l~6 

2-pt h^y-X^^S, l-Xh^yl^fti, MF + ylW^i* 

i ] ^n^±(Dmm&^^xi^Th^mmmu^^i(Diy^n7)i^jim^^ 

mztemm-£. ->^ay'a\ijum, i/>?uz??-)V&, y^D^y^JH« ~>^d^\ 

(D7)v^)vm\za^x. ^(D^m\zmm^m^\^fz.^ommv, jy$wtc« 
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13 $ {c L T R 1 **1 ^ ± CO S ^ S £ W L T ^ T h ^ m ft 3 & ^ b 7 O -> ^ □ 7 J I 

>-4--r^s, 2-7>>-i— r;i-s, 2-y^>-2— r i-^^-i-7°n^>-i- 
-oi/S, 2-^^;i/-i-yp^>-i-r;ws> i-^^h-^d^v-i-^m, 2-^ 
;w-2-7°p^>-i-<;w*> l-^^iz-i-^^i— r;us, 2-^^-i--7^>-i— r 
3-*^;u-i-^>-i— f;w*, i-^^;u-2-^>-i— r;i^ 2-^;v-2- 
^x>-i--f;«, 3-^^-2-^>-i— r;i^s^ i-^^;u-3-^>-i— r;us* 
2-^5f;u-3-y^>-i—f;i/«, 3-^5^;u-3-y^>-i— r;i/S, i-x^;i/-i-y^> 
-1— r;i/*, 2-x^;wi-> r ^>-i— r;us> z-jl^jv-\-^^>-\-^ i-x^ 
;i/-2-7>>-i-^;i-*, 2-x^;w2-y^>-i— r^s, 3-x3 L ;u-2-:/7 : ->-i-'f 
i-x5 L ;w3-y^>-i-r;i'M. 2-x^;w-3-^>-i— r^s> 3-x^;u-3-:/ 
t->-i— r;i^ 1. \-^J^^)V-\-y^y-\— aim. \,2-y*?-)i-\-y^y-\-^ 
1. i-v^fy-x-^T-y-x-^fr^ i,2-z?*?-)V-\--?t>-\-^ 3.3- 
>?/5 L ;w-i-y^>-i--f 1, \-v^^)V-2-zfy-y-\-^ \;2-y*^)i- 
2-7*^ >-i— r;us> 1, 3-> ? ^5"^-2-^>-i— r;us, 2, 2->^^,>i/-2-:/-x->- 
i--r;ua. 3, i-j^)v-i-^7-y-\— (Jim, 1, i-^>^k3-^f>-i-rM, 
1, 2-^^^;p-3-y^ >-{.-< 1, 3-> j ^^;i/-3-y^->-i-<;i'a. 2,2-^^^ 
;w-3-7*^>-i--f 3, z-j^)W^-f^-y-\- avm, i-^>-x->-i— r )vm. 
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-2— r;ws, 2-^>-r>-2— r;i/^ 3-^>7 L >-2-i , ;i'g, 4-^>^>-2-<;u^ 

1- ^>T->-3-f i-^yj-y-i-i i-^>-r>-i— r;i/S> 2-^>x> 
-l — r 3-^>x>-i— r^x. 4-^>t->-i-" r;us, i-^>-x->-2— r ;ua, 

2- ^>T->-2-<;u», 3-^>^>-2--oi/a, 4-^>^>-2— r;p», i-^>^> 
-3— r;i/*, 2-^>x>-3— ous, i-^;i/-i-^>-^>-i— f;u£, 2-*^;u-i- 
^>^>-w 3-^^;u-i-^>^>-i-f 4-^^;u-i-^>7 L >-i— r 

i-^;w2-^>f>-i-' f^s, 2-^^;u-2-^>-t->-i— ov&. 3-^^;u 
-2-^>^>-i— r^a, 4-^^;w2-^>7">-i-< i-^^;u-3-^>^>-i- 
<;pa, 2-^5 L ;w3-^>^>-i— f 3-^^;i/-3-^>-^>-i— r;u*, 4-^ 
;p-3-^>^>-i— ops, i-^^;u-4-^>t->-i-<^S> 2-^;i/-4-^>^> 
-i— ni^g, i-^^-ji-4-^>^>-\-^ )vm. a-*^)v-a-s\>7->-\— r;us, i- 
^^;u-i-^>x>-2— r ;i/3fi, 2-^5 1 ;i'-i-^>^>-2— r;u*, 3-^^;i/-i-^> 
^>-2-r;us, 4-^5 L ;wi-^>7">-2— r;i/*, i-*9Mi--2-^>-r>-2— c 

2-^5 L ;W2-^>7 : ->-2-'f l-*^)V-l-*<>7->-l-<i )vm. 4-^^;i/-2-^ 

>^->-2— r;i^ i-^^;w-3-^>'x>-2— r;w^ 2-^^;w3-^>^>-2— r;i/ 
a, 3-^^-3-^>x>-2-r^*, 4-p<5 1 ;w-3-^>^>-2-i';i/S, 
4-^>t">-2-< ;i^s> 2-^5 1 ;i/-4-^>-^>-2— r;i-a> 3-*^;i/-4-^>-^>-2- 
-r;i/S, 4-^5 L ;u-4-^>^>-2— r;us^ i-^;i/-i-^>-^>-3— oi^a, 2-^ 
;u-i-^>^>-3— ni^ 3-^;u-i-^>-^>-3-<;i'S, 4-^;w-i-^>^> 
-3— ova, i-^5 L ;i/-2-^>^>-3--r;us> 2-^;i/-2-^>^>-3— r;ua, 3- 
^•5 1 ;w2-^>^>-3-<;i/S, 4-^^;i/-2-^>x>-3--r;L-s, i-^\^-t>-i-< 
i-^\^-t>-2-^;i/S, i-^\^piz>-3-<;i/S, i-^\=^-fe>-4 — r ;ua> i-^ 
^-t>-5— r ;va, i-^\^iz>-6— r 2-^-fe>-i--f 2-^\^-t>-2-< 

>-3--f 2-^\^-tr >-4— f 2-^-fe >-5— f JH. 2-^s 

^iz>-6— oi-a> 3-^\*-te>-i--f jva, 3-^\^r-b>-2— r;ws> 3-^-fe>-3-< 

2-y° n )im. >-\-^ l-^r >-2--f ;ua> 1-7* 

^>-3-oi-s, i-^x>-4— r;i/S, 2-7*f>-i-f Ji/a, 2-:/^>-2— ova, i- 
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2- ^^)V-\-y^>-\-^ )vm. z-^)V-\-zfr>-\-^ i-^^;u-2-y^> 
-i--r;u«, 2-*^)i-2-y'zr>-\-i 3-^^;u-2-^>-i--r;ws, 
)V-z-yy->-\— oim. 2-p<5 1 ;^-3-^>-l-<>'^*^ 3-^^-3-y^>-i— av 
m, l-xg^-i-y^-i—oi/S, 2-x5 L ;u-i-y^>.-i--r;i/*, 3-x^;i^-i-7* 
^•>-l-f ^S, i-x^;i^-2-y^>-l-^;i-S> 2-x3 1 ;u-2-:/-r>-l-f 3- 
X^JH-y'ry-l-^M, l-X3MW-3-:/^>-l-'f 2-x5 L ;W3-^>-l- 

3-x^;i/-3-^>-i— oi'*, l, i-v^^;wi--7^>-i— r;us, l, 2->> 
^^hi-yf^i-' r;i/*> l. 3-> ? ^^;u-i-^'-T->-i-'f ;uat, 2, 2-^^;u-i- 
^t->-i--i'>'i-S> 3, 3-> f *? 1 ;i/-i-:/^>-i-i';i/S, i. i-^^^;w2-^x>-i- 
-oi^ l, 2-> J *5P;i/-2-:/^>-i— r;w», l. 3-^p<^-2-^>-i-r;bS, 2, 2- 
v*^;w2-:/^>-w;i^ 3, 3-^^5 L ;v-2-^7=->-i-r;i'S> l. \-z?*^)v- 
z-y^>-\-^ l, 2-^^^;u-3-^>-i--f i, 3-v f *^;u-3-:/-7 : ->- 

1- f;W*, 2. 2-f/^^;U-3-7V>-l— 3,3-v/5 1 ;H-^f>-l-'fJHT 

ckD»^b<«x5 : --;ua, i--7°D^>-i—r )vm. 2-y°u^>-\-^ jim, 

3- ^P^>-i--fjn, i-7*^->-i-f ;i^s> i-^>-2—r i-y-^>-3--r;u 

1- -7>>-4--r;u^, 2-y^>-i-<;p*. 2-:/^>-2— oi^ 
n^>-i-r;h£, 2-^^;i/-i-^a^>-i— r^s, i-^^;w2-^p^>-i-r;u 

2- ^^;u-2-7°a^>-i-i';us. i-^5 L ^-i-7'^->-i-'f 2-*^;w-i- 

2- ^5 l j!/-2-7t>-i-^;h, 3-^^;w2-y^>-i--f i-^;u-3-:/^> 

2-^^;i/-3-y^->-i--r 3-^^;i/-3-y^>-i-<^ST$)D> 
t)9tw^b<«if-JH, i-7°D^>-i-r;i-s, 2-yp^>-i— r;u*> 3- 
yp^>-w;us, i-y^>-i-r;us, i-y^->-2--r;ua, i-^>-3— r;us, 
i-^>-4-i-;us, 2--7^>-i--r 2-^>-2— r^STfe^, 
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-om-=^>s, z-y'n^>-\-i )i^-=^^m, \-?t->-\-' r;u^->s, x-y^-y 

>-l— OM-^z/g, 2-7t>-2-^M+->S, l-^5 1 ;i/-l-7 , D^>-l-'f^ 

2- ^^jwi-^>-i— r^^->s, 3-^5 1 ;i^-:7^>-i--r;i/:<}-^>s^ l-^ 
;w2-y^>-i— r;M-=^>s, 2-^^;i/-2-^>-i-f;i/^-^^*, 
y'y-y-\--< )V^^-ym, \-^^)i-Z-y^>-\-^ Ji^r^-y^ 2-*3 L )V-3-7^y 
-w;m-^>-s, 3-^^;u-3-^>-i— r;u^-^->s, i-x^;wi-y-^>-i— f 
;k*^->*. 2-x^;i/-i-^>-w;^^r->s, z-jL^-)V-\-zf^y-\-^ 

->s, i-x^;i/-2-7>>-i— r;v^-^->*. 2-x^;w2-^>-i— r;M-=\r->*, 

3- x^-2-:/^>-w;i/;t^>^ i-x^;w-3-y^>-i— oi^^s* 2-x^ 
;u-3--7>>-i--r;M-^>s, 3-x^;i/-3-y^>-i--r;^^r>'», l. i-^pWI^ 
-i-^>-i— f;p^->s, 1, 2-^^^;wi-^>-i— r;p^-^->*. 1, 

Jkl-7'f>-l-fM+yl> 2, 2-> 5 ^^;i/-l-^>-l-f ;U^-^->S, 3, 3->^ 
^U-l-^^l-f^^v^. 1, l-> ? ^^Jl/-2-^>-l— ()l**y&. 1.2-5? 

^j-)V-2-7j-y-\-^ )V^r^-y^ \,i--y^)V-2-y^y-\-^ )V^r^-y&. 2.2- 

3^-2- 7*7" >-i-<;m-^->s, 3, 3-i^^-2-:/^>-i-<;M-^>s, 
1, l-e^^;^-:/^-!-' f ;i/^-^r->», 1, 2-^^;i/-3-y^>-i--oi^^>s^ 

1, 3-^^^JP-3-^>-l-< )V**rz/m. 2, 2-> ? ^^;W3-y-^>-l--r^^-^vS, 

>-i-^M+yi, 3-^>x>-i-' r;^^->s, 4-^>5 : ->-i-'f ;u^->a, 

l-^>x>-2— fjl/^vl, 2-^>T>-2-<M+yI, 3-^>^>-2-< 

4-^>T>-2-fJW+yi> l-^>^->-3-^;i^^->S, 2-^>5">- 
3— TJl/^-^->S, 1-^>t->-1-<;1/^->», 2-^>^>-l--f ;i/^->^ 3-^ 
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-i-^>x>-i--r;i'^'>S> 2-^^;i/-i-^>^->-i— r ;u^-^->s, 3-^^;p- 
i-^>7->-i---f 4-^^;u-i-^>x>-i— f ju*^'>s, i-^^;u-2- 
^>7 L >-i--f ;p3j-^>*, 2-^5 L ;w2-^>f>-i-^;i't+yl, 3-^5 1 ;l--2-^ 

T>-i--fM^vi, 2-^^;i/-3-^>x>-i— r ;v^-^->s> 3-^ji/-3-^>^ 

-l— f;M-*->s, 2-^5 l ;u-4-^>t->-i— f;w^^3S, 3-^3MW-4-^>^>- 

1- <M*yS, 4-^^;p-4-^>7 L >-i--f ;m-3^>s, i-^^;i/-i-^>^>-2- 

-fM^yl, 2-*^)V-\-'*>7->-2-<1 )lr*3ris&* 3-^5 L ;i/-l-^>^>-2— T 
t+yX, X-^fJH-^yfy-Z-fM+yS, 3-^;U-2-^>^>-2— f 

4-^^;w-2-^>^>-2— om-^vS, i-^^;u-3-^>^>-2--f ;i/^-^r 

yj, 2-^5 1 JH-^>T>-2-^M+yS, 3-p<^;U-3-^>^>-2— f )V-**ris 
4-^5 L ;i/-3-^>7^>-2— rM^yS, \-*?-)V-A-i>7->-l-<1 )V3r*-i/&* 

2- ^^;U-4-^>^>-2— f JM^^g, 3-^ ?;h4-^ >r >-2-f + yl, 4- 

^5 L ;w4-^>^>-2-i';^^->a, i-^^;i/-i-^>o->-3— ou^->x, 2-* 
^;u-i-^>t->-3— r ;i^^~>s, 3-p<5 L ;i'-i-^>7^>-3— r;u^-^~>s, 4-^^ 
;u-i-^>^>-3— om-^s, i-^;w2-^>-r>-3--f ;i^=^>^ 2-*3\>i< 
-2-^>f>-3-<JW+yI> 3-^;u-2-^>^>-3— f;i^^>S, 
2-^>^>-3— fM+yl, l-^-t>-l—fJl/^-^">*, l-^-fe>-2— f 
^->S, l-'s^-fe >-3 — f M+yl, l-^iz>-4— f;M"^->a, l-^\^riz>- 

5--<;u^^^s> i-^-fe>-6— r;u^-^->s, 2-^-fc:>-i--r;M-^:>s, 2-^\ 
^-tz>-2— c ;i^^>s, 2-^-tz>-3-^;M-^>a, 2-'\3Hz>-4— r ;m-^-> 

2-^\^-iz>-5-<;k^-^>-S, 2-^\*-lz>-6— Hl^^S, 3-^\^r-t>-l— f 

;i/^-+->S. 3-^^-t>-2-<;^^->*, 3-^\^-fe>-3— r;i^^~>X-&£7^tf 
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-r;b^->«> 3-7°D^>-l-fM+yS> l-7T>-l-fM+yl, l-7*^> 
JlJ-^i/m, l-7*^>-3-f;U^-^~>S> l-7'f>4-<M+yS, 2-7 x 

->g, 2-^^-;i/-i-7°n^>-i-<;p^-^vS, i-^5p;u-2-:/d^>-i— r ;i^*>- 
2-y fjh2-7°o ^ >-i-^ , i-^^;u-i-^>-i— r Jk^-^f>S, 
Z'/^i'-i-^f^i-'fM+yi, 3-^^;ix-i-y^->-i—r;k^-^^», i-*^ 
;k-2-7'T->-i--r^*^->s, 2-^^-2-y^>-i--f ;i/^-^->*, 3-^^;u-2- 

-l-^fM+yi, 3-^^;i/-3-y^>-i--r;k^-^^>s, i-x^;i^-i-y^>-i-^ 
;t^=^->g, 2-x^;p-i-y^>-i--r;k^-^~>a, 3-x^;i/-i-^>-i-f 
->a, i-x^;i/-2-^>-i--r;^4 i >'S. 2-x^;w2-^>-i—f 
3-x5P;u-2-:/^>-w ;M-*->ak i-x^;u-3-^>-i— r;^^->a, 2-x^ 
;i/-3-y7 : ->-i-i';^^^S> 3-x^;i/-3-y^>-i--i';^^i/», 1. \-*j*^)\> 

-\-7*y- >-l-<;^^~>S> 1, 2-> ? p<^;i--l-y^>-l-<^^-^->*, 

;i/-i-^^->-i— r;v^-^i/S, 2, 2-^^^;u-i-y^>-i— r;^^->x> 3, 3-s^^ 
^;t-i-7>>-i--f )V**i/&, i, i->?^^;u-2-^>-i— r;^^fy», 1,2-^ 
p<5 L ;i/-2-7'^>-i-'f ;p^-^>-s, 1. 3-^*3^-2-:/^ >-WJk*^>S, 2,2- 
> ? ^^;u-2-y7">-i— r;k*^->*. 3, 3-> ? ^^;k-2-^>-i-^;^^~>a, 
1, x-i/t^fr-z-y^y-i-' oijr^ism. 1. 2-^^;i'-3-y^>-i-< jk;r^>s. 
1. 3-^^^;i/-3-7>>-i-<^^->g, 2, 2-> ? ^5 L ;i/-3-^>-i-< ;i^^->s, 

3, 3-y / fJlz-S^ r M^ySTS D , £ D L < SiT'M^yS, 

\-y°u^y-\--( 2-:7°d^>-i-~i';M-^->K, 3-7"a^>-l-<M 
^->a, i-7>>-i--f ;m-^->s, i-7*f>-2-' r;i/^-^->s> i-:/-r>-3-f ;u 
i-:7>>-4-< ;i^=^>s, 2-^>-i--r;i-^-^^s> 2-y^>-2— r 
ju^s/S, i-^5 1 ;i/-i-7°D^>-i-i';i/^-^>'», 2-^^-i-7p^>i-fji/ 

t+vl, l-^fJh2-7 , D^>-HM+yI, 2-*9 L ;U-2--7°D^>-l-f 

+yi> i-^^^-i-y^>-i--f ;k^^^>s, 2-^^;k-i-y^>-i--f ji^^>s. 
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\-7^>-2—Ol**i/&, i-y^>-3— r;i/^-^->*> 1-7*7^ > 
-1— f ;i^^>X, 3-7 p D^>-l-<;u^-^v'*trafe-S)o 

a, i-y^>-3—rj^^»> i-y^>-4— ov^m, i-y^-y-x-^ )v^m. 

>-\— O^Jrm^ l-*^;U-2-:/o^>-l— Ol^*-*, 2-^^JH-7°n^>-l- 

<;i/^^-S> i-^^;i--i-7*t->-i— r;u^^-*s 2-^^;wi-^>-i--i'^^^-s, 
3-^^;wi-^>-i-^;u5 : -^-», i-^^;w2-y-^>-i— r;^^-*, 2-^;v- 
2-^>-i-^;^^-*> 3-^^-2-7*^>-i--i'Ji/5 1 ^-S, i-^5p;i/-3-:/-3r>- 

a, i-ifjhi-7T>-i-^^m 2-x^;u-i-y^>-i-'i';u^^-a, 3-x^ 
;i/-i-y^>-i—f jhp;*^ i-x^;^-2-y^>-i-< 2-x^;v-2-y-x 
>-w ji^^g, 3-x3Mi/-2-:/^>-i— ou^s, i-x^;u-3-y^>-i--i';u 
2-x^jw3-7'T->-i--f 3-x^;w3-y^>-i-i';^^-*> 1. 1- 

^^^)l-\-y'^>-\-i Jl^^r^, l,2-y^^-l-7*f>-l-'fJ^tS, 1, Z- S J 
>-\--1 2. 2-i>^^)V-\-y'7->-\-^ )l^m^ 3, 3-S^ 

;i/-2-7^>-i-<;^*S, l, z-is *7-)i-2-y*^ >-\--( )i^*M. 2,2-i/*^)i> 
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3- ^x>-i-< 1, 2-y/fjH-yf>-i-'r ;^^-s, l. 3-^^-^;u-3- 

^f>-Hi^^ 2, 2-> ? ^^-3--7*-t->-1— 3,3-^^^^-3-7' 

^>-i-<;i^5 1 ^-S, i-^>^>-i-<;p^^-*, 2-^>t->-i-<;p5 1 ^-S, 3-^ 
>T->-i--r;u^^-*, 4-^>^>-l— ov^m, \-^>^>-2--i )l^^r&, 2- 
^>x>-2— OU3^3, 3-^>^>-2-<;i/^^"S, 4-^>t->-2— f 

1- ^>^>-3-f;i/5f;tS> 2-^>^>-3— f;i/^X> l-^>^>-l— (frttm* 

2- ^>x>-i-<j^^-*, 3-^>-^>-i— oi^^-x* 4-^>-^>-i— r 

l-^>x>-2-f Jl/^X, 2-^>^>-2--f Jl^&, 3-^>t->-2— f frttZk. 

4- ^>7->-2-^;i/^^a, i-^>-r->-3-^;i/^*S> 2-^>^>-3--r;i/9^s, 

1- ^5^;i/-i-^>^>-i— oi^a-*, 2-^^-i-^>-^>-i— oi^^s, 3-^^ 
;i/-i-^>^>-i--r;^^-s, 4-^^;w-i-^>^->-i-f i-^;i/-2- 
^>x>-i-<;i'^^-s> 2-^5 L ;w2-^>7 : ->-i-'f ;i^3-s> 3-^;p-2-^>-^ 

-r;^^^-s^ 2-^9MW3-^>t : ->-i— oi^JrM. 3-^;i/-3-^>-^>-w;i^ 
^s, 4-^5 L ;w3-^>7">-i-i'^^s> i-^^;i/-4-^>-r->-i-f 

2- *3 L ;w-4-^>7 L >-i-<;i'3^a6* 3-^^;i/-4-^>^>-i— r 4-*^ 

)l-4-^y^-y-\-^( l-^;i/-l-^>^>-2— 2-*3 L )V-\- 

^>^>-2--f 3-/f JWi-^>f>-2-f;wi, 4-^5 1 ;u-i-^>t- 

>-2-oi^^a, i-^5^;i/-2-^>^>-2— r;^^-*, 2-^^;u-2-^>^>-2- 

3- ^^-2-^>^>-2-^;^^s> 4-pWU-2-^>^>-2-< 

1- ^^;l-3-^>T->-2-f Jl/^^S. 2-^3^-3-^>^>-2— r;i^:*a, 

3- ^^JW-3-^>5">-2--f 4-*5\>U-3-'*>7 t >-2-' fJP^S, l-*^ 
)l-4-^y^y-2--( )l?-stM. 2~^^-)l-A-^>^>-2— f l-^^)V-A- 

^.y^y-2-i )U^^rm, 4-^^;^-4-^>^>-2-<;^^^a^ \-^^)v-\-^y^ 
y-%--i iv^m, 2-^5 L ;i/-i-^>^>-3-<;v^^-*^ 3-^;w-i-^>^>-3- 

4- ^5 1 ;i--i-^>7 : ->-3-'r;v5 L ^s, i-^^;w-2-^>t->-3— r 

2- ^^;i^-2-^>x>-3— fji/^a, 3- ^ 5^;b-2-^ >-3—r Ji/^s, 
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4-^;i/-2-^>T->-3— r i-^-tz>-i-f;^^-S, i-^\^riz>-2-r 

i-^\^r-iz>-3-r;u5 L ^-*> i-^-fe>-4--f i-^\^-t>-5- 

2-r;u^^-», 2-^-t>-3— r;^^-s> 2-^\^-t>-4— oi^a-g* 2-^-tz> 

-5— 2-^-fe >-6— f ;U^S, 3-^\^-fe>-l— OlttS;. 3-^-ti 

>-2--r 3-^\^-t>-3--f;i/^^-s^^^^e>n, £?£L< «x-^x;u 

^^"*> l-7°n^>-l-^J^tS, 2-7°d^>-1-^JW1, 3-7°D^>-l-f 

jhf^s, i-7>>-i--r;^^-s, i-^>>-2— r;i/^^-», i-^>-3— 01^ 
i-7*r>-4- r;^^-»^ 2-7*7" >-i—r;^^-*> 2-^>-2-<;i-5 1 ^-a> 
i-^5 L Jki-7 , o^>-i--f;wi> i-^)V-\-y'u^y-\-^ 1-^5=- 
;h-7*d^>-i-" oi^*** 2-^^-2-7'D^>-i-'r;ws, i-pwv-i- 
7^>-i— rjv^^-s, 2-^^-i-y^>-i-rji/^^-a, 3-^^;i/-i-y^->-i- 

l-x^;i/-2-7o->-l— OlttM. 2-JL^)V-2-y^>-\-^ )V^^. 3-X5P 
ji/-2-7*^>-i— l-x^;i/-3-:7*^>-l-r )V^m. 2-x^;w3-7^ 
>-i— r 3-x^;i/-3-7>>-i-^;u^^-S, l, i-v ? ^?;u-i-7*^>-i- 
-r;i/^^-*> l, 2-> ? ^^;wi-y^>-i— oi^-^m, i, 3-^^^;wi-y^>-i--r 
2, 2-s;^;i/-i-:7*7 : ->-i-f ji/^^-*, 3. 3-^^^;p-i-^>-i-r;i' 
3^*, u-^*3\>u-2-y^>-i--i';u3 L :*g, l, 2-^^^;i/-2-y^>-i--r^^ 

^-S, 1, 3-i^p<5 1 ^-2-y^>-l-'f frttm. 2, 2-v^^;i-2-:/^>-l — f fr^Jr 

3, 3-> j ^5 1 ;i/-2-7*^>-i-<^^^s> i. i-f/^5^;i'-3-y^>-i— ni^^-a, 

1, 2-v f ^^;u-3-^T->-i— r i. 3-> j ^^;w3-> r ^>-i— oi^xm, 

2, 2-iS*^)l-Z-7*^>-\-^ Jl^&s 3, 3-y^f;H-7T>-l-^J^tlT^ 
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□ ^>-i--f;^^-», i-^^;i/-2-yn^>-i--r;i'5 : -^-*, 2-^^;i/-2-ya^> 
-i-f;i^^S> i-^^;u-i-7»-i-f 2-^^;i/-i-y^>-i-^;i/9 1 
ti, z-*5-)v-i--77->-i-' nv^m, \-*^)v-2-7~^>-\- oi^^s, 2-* 

^>-i-r;p?^-»> 2-^^;p-3-^>-i— o^^m. 3-^^;i/-3-y^>-i— r 
jwstsd> $^t»tb<«XT-^5 i ta, i-7°D^>-i--fj^ti, 
2-yD^>-i--<ji/^^-a, 3-yn^>-i— fji^M, i-7*r>-i-^ 

i-7 , o^>-i-'f;i/5 1 tS, 2-7°d^>-i- r;^^-*, 3-yo^>-i-f 
R 1 ^lR±©gMS^WbTV^T : bJ;V^*^:2^Vib6co7;P^-;i/a^^T^ 
U JifB^^^2R±cD7;^;i/»4 ] ^3S^^W-r^-fb^«*^^-5 0 

fcte^tfx^-;^ l-yotfy-KM, 2-ypt°>-i— 3-yot:> 
-i—r;ug, i-7*^>-i— r;u«, i-^>-2— r;ux, i-^>-3— 1-^ 
>-4— r;us, 2-7*^ >-i-^;i^ 2-^>-2— r;va, \-^)v-\-y°u\d>-\- 
-r;i/», 2-^^;wi-yoh°>-i-'f;us, i-^^;i^-2-yn tr>-i— r ;i/S, 2-^? 
;w2-ya tf>-i-f Ji/S, i-^^;i/-i-^^>-i—r .2-^;wi-^p>-i-< 
;us> 3-^^;i/-i-7'^>-i— r;i/«> i-^^;w2-^>-i-<;i/*, i-^^-iv-i- 
y^-y-i-i Jim, z-t^ii-i-y^y-x— r^s, \-^^ji-3-y'^>-\-^ 
2-^^;w3-y^>-i-r 3-^^;w3-^>-i— f i-x^;wi-y9 L > 
-1— fjus, 2-x^;wi-^>-i— r;us> 3-x^jwi-7^>-i— r )i>&. i-x^ 
;u-2-y^>-i—r ;us, 2-x^;i/-2-^>-i--r;i/», 3-x^-2-^>-i-<;i' 
s> i-x^;i/-3-y^>-i— r jus, 2-x5 L JW3-y^>-i— r;i^s^ 3-x^;i-3-y 
^>-i--oi^ 1. i-^^^^-i-7'^>-i-f;us, 1. 2-^^^;i-i-y^>-i-< 
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1. l-*J*T)\s-\-'73->-\-'UV2k. 2, 2-^^^)l-\-y"^>-\-i JH, 3,3- 

>?^^;p-i-7'5 1 >-i-'f ;ps> l, i-v^^;i/-2-y^>-i— r;i^a> l, 2-^*3^- 

l—nus. 3, 3-^^9 L Ji/-2-y5 L >-i— r^x, i. i-^^-3-:/5P>-i-^;i^ 
i, 2-^^5 L ;u-3-y^ L >-i— r;uat, l, 3-> ? ^^;i/-3-y^>-i-i';i/S, 2, 2-v 5 ^^ 
;u-3-y^>-i--r 3, 3-^^-3-:/^ >-i-r;i/S> i-^>^>-i— oim, 

2_^>^>-i-<;i / S, 3_^>^>-i_^; l ,g^ 4_^ > ^ > _i_^; l/ j^ 1 _^ > ^ > 
-2--()l&. 2-^>^>-2-<;P«, 3-^>5F>-2--Ol^ 4-^>^>-2-<Jl/S, 

1- ^>^>-3— f^s, 2-^>^>-3--f i-^>^>-i--r;us, 2-^>^> 
-l— r;i^ 3-^>^>-i--f ;ws, 4-^>^>-i— oi^S, i-^>^>-2— r;i/S, 

2- ^>^>-2-<;i/», 3-^>^>-2-<Jl/», 4-^>^>-2-^;i^ l-^>^> 

-3— r;i^ 2-^>^>-3— r \-^^)v-\-^>^>-\-^ 2-^^;i/-i- 
^>^>-i—f;i/a, 3-^^;i/-i-^>^>-i-r^s, 4->wwi-^>^>-i— r 
;i^> i-^^;w2-^>^>-i— fjua, 2-^^;u-2-^>5 : ->-i— r;i/Ss 
-2-^>^>-i--oi^> 4-^5 L ;w2-^>5 L >-i— r;i^ x-^^jv-z-^yj-y-x- 
2-^^;w3-^>5 L >-i-<Ji/*^ 3-p<^;p-3-^>^>-i-r;i/S, 4-^ 
;i/-3-^>^>-i--f i-*^;i/-4-^>^>-i— r;u», 2-^^-;i/-4-^>^> 
-1— r;u», 3-^^;i/-4-^>^>-i— r;us, 4-pwi/-4-^>5P>-i-< 1- 
^^;i'-i-^>^>-2--<;i'-s, 2-^5 1 ;i'-i-^>^>-2-'f 3-^^;wi-^> 
5P>-2— r;i/*> 4-^9 1 ;u-i-^>5 L >-2-^;u*, i-^^;i/-2-^>^>-2-Y;i/*, 

2-^5 L Jl--2-^>9 L >-2-<;i'*, 3-*^;l/-2-^>^>-2— f^S. 4-^;U-2-^ 

>^>-2—f i-^5 1 ;w3-^>^>-2-i'^», 2-^;u-3-^>^>-2— r;i^ 
a, 3-^^;i/-3-^>5^>-2— r;u», 4-^^^-3-^>^>-2--f ;us> l-^wi/- 
4-^>^>-2— r jl-s, 2-^3 L ;u-4-^>^>-2—oi'S, 3-^,>i/-4-^>^>-2- 
-r;u*, 4-^^Ji/-4-^>5 1 >-2-< ;ps> i-pWW1-^>^>-3— r;i/&, 2-^5^ 
;i/-i-^>^p>-3-r;i'S, 3-^^;i/-i-^>5 1 >-3-'f 4-^;w-i-^>^> 
-3— ous, i-^5^-2-^>5P>-3-ni/S, 2-^^;^-2-^>^>-3— 01m. 3- 
^^-;i'-2-^>^>-3-<;i-s, 4-^^;w2-^>^>-3— nvm, x-^yy-x— r 
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=^>>-5--r^s, i-^-»-6--f 2-^->>-i-<;ua, 2-^\^v>-2-< 
2-^\^->>-3-r;u»> 2-^v>-4--r;i/», 2-^->>-5-r;pa, 2-^ 
+~>>-6— r;u», 3-^\^v>-i--r;i/*, 3-^>->-2— r;ua, 3-^\^->>-3-r 
jH&i'^iifbti, £?£L<tex^-;i-s, i-7°ne>-i-<;ua, 2-^0 tf> 
-1— r;us, 3-yo t°>-i--r i-^>-i— r;ua> i-^>-2— ( Jim, \-7 
^>-3— i-^>-4--r;P3£\ 2-^>-i--t;ps, 2-7>>-2--r;u*. 1- 
*3\>p-i-:/nt?>-i-<;p*, 2-^^;P-l-yotf>-i-f l-*3\N/-2-:/n 
e>-i-<;i^ 2-^^;w2-^oh°>-i— r;us, i-^^;u-i-^>-i--f jw»> 

-w;ws, 2-/^;w2-> r ^>-i-<^», 3-*^;w2->^>-i— f 1-^ 
;p-3-y5 L >-i-<;^ 2-^^;w3-y^>-i--r;i'*, 3-^5 L ;u-3-^>-i--i';i/ 
a, i-x^;u-i-^>-i— r;us, 2-x^;iM-:/^>-i->f;i/S, 3-x^;i/-i-y 
^>-i— r;i/S> i-x^;i/-2-y?>-i— r;u»> 2-x^;w2-y5 1 >-i-r;u*, 3- 
x^;w2-^>-i-<;w*. i-x^;i/-3-7*5^>-i— r^a, 2-x^;p-3-^>-i- 
-r;ua, 3-x^;i/-3-7*5 i >-i-<^s, i, i-s>*^;u-i-^->-w;uak 1. 2-^ 
p<^;i-i-^>-i-r;^, 1, 3-^^-i-:/^>-i-^;i^ 2. 2-y^^;wi- 
y^>-i— r;i/S> 3, 3-^^^ju-i-y^>-i—r 1. i-v?^^;w2-y^>-i- 
<;us, 1, 2-> 5 ^^;u-2-^>-i— r;ws, 1. 3-^^5 L ;i/-2-^>-i— r;i/S, 2, 2- 
> ? ^^;i/-2-^>-i-r;i-*s 3. 3-> ? ^9 1 ;i/-2-y^>-i— r;u*. 1. 

3-y^>-l--r JUS* 1, 2-> ? ^5 1 ^-3-y5 L >-l-i';i'*, 1, 3-i>^^;u-3-y^>- 
1— r^S, 2. 2-^^^-3-> r 5 : ->-l— r;US, 3. 3-> ; ^5 1 ^-3--7^>-l-'f 

.tcuff^Loax^xjug, i-7'Df>i-<M, 2-yotf>-i— r;us, 
3-y°p b°>-i-<;i-g-> i-y^>-i--f ;n« i-y^>-2— r;ws> i-^>-3—r;u 

1- y^>-4--r;i/a, 2-7^>-i— r;i/*, 2-y^>-2— r;i-a, 
pt°>-i-<;i^ 2-^^;v-i-ypt:>-i— avm. \-^^-)v-i-^u\i>-\-^ )v 

2- ^5^;w2-7°p t o >-i--r jus, i-*3 1 ;u-i-:/3 L >-i-f;i/S* 2-*?;wi- 
y^>-i--f^«, 3-^5 l ;u-i-y^>-i— r;w®, i-^^;w2-^ f 5 L >-i-f ;u». 
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-1-<;1/S, 2-^^;i/-3-^>-l-r^S> 3-^f;h3-7'f>-KJl'SlrfeO, 

^^dfSKtti? 1 -;^ i-yot o >-i— r;us, 2-:/ntf>-i-<;ux, 3-7' 
i-y^>-4— oi/S^ 2-7*5^ >-i-ol-s> 2-7*5 L >-2-r;i/*T$>o, 

£b<tex5Px;i/«> \-y°u¥>-\-^ 2-7°nb:>-l-<Jl/S, 3-ynti>- 
|Hj^tcbTR l 7!)M^±cDgm* ; &WLT^T : foJ:^j^^^27 t c cV^6©T;W^-;i/ 

^#:W^tt^!lx.«'x^n;i/^-^>'S, l-7°nh°>-l--Ol^4->«, 2-7*0 tf>-l- 

<;m-^>», 3-yp tr>-i--f i-:?^>-i— om-^>x, i-y^> 
-2-^M+yi> i-^>-3— r;^^v», i-y^>-4— r;u^-^->s> 2-y^ 
>-\-^ov^^m. 2-y^>-2--r^*^~>*, i-^^;wi-yptf>-i— f 

->i, 2-^^;Wl-yak 0 >-l— fJl^^->S, l-^^-2^nt:>-l-fM^y 

;u-2-y^>-i— fM+yl, 2-p<^;i/-2-y^>-i-f ;i-^-^->*, 3-^^;u-2- 
7^>-i— hm-^v-s. i-t^ji-z-y^y-i— nv^r^-iy^ 2-^^-3-^ > 
-l— r;i/^-^v», 3-^^;w3-y^>-i-<;i/^-^r->*> i-x^;i/-i-:/^>-i— r 
2-xfji/-i-7'f>-i-^j^+yS, 3-x?;i/-i-y^>-i— r;i/^-^F 

l-x^Jl/-2-y^>-l-<;i/^^->*^ 2-x?Jl/-2-7*f>-l-^J^^yS, 

3-x^;i^-2-y^>-i-r;k^-^>s> i-x3 L ;i'-3-:/3 L >-i— r j^^->s, 2-x^ 

)l-\-y*^>-\--( M^is&s 2, 2- : J*3-)V-\-y~=5-y-\- fM^yi, 3. 3->^ 

5p;u-i-:/5F>-i-^ji^3->», 1. 1-^/3^-2-:/^ >-i--f ;m-*vS, 1,2-^ 
^^;w2-y^>-i-f ;t-^^>-ffi. 1. i-v*^)i-2-y'3->-\-' r;M-4^>x, 2,2- 
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V'^)V-l--7^y-\- fM+vl, 3, 3-y / ^^-2-7'? >- 1-f vl> 

i, i--j^)v-z-^>-\-^ M*yg, 2, 2-> ? ^^;i^-3-y5 1 >-i— r;w^-^->* 

3, 3-> ? ^5 1 ;U-3-y5 1 >-l-'f JU^^->», l-^>5 1 >-l-f;i/*+^3l, 2-^>5P 

>-i--f ;u^->s, 3-^>5^>-i--i';i'^-^->*, 4-^>^>-i— om-^s, 
i-^>f>-2-<M+->i, 2-^>5 L >-2--r;i/^-^'>s, 3-^>^>-2— om- 
4-^>^>-2-<;)/^>'S> i-^>^>-3—r;k^-^i>s, 2-^>?>- 
3-< ;i/^-^>-s, i-^>5 L >-i— om^^s* 2-^>5F->-i-<;i/^>-s, 3-^ 
>^>-i— r;u^-^->s> 4-^>? l >-i— r;^^*, i-^>^>-2— 

2-^>5 L >-2— f ;i^^>S, 3-^>f>-2--fM+yl, 4-^>^>-2— f 

;i^^>S> i-^>3=->-3-^;M-^->a, 2-^>^>-3--f;M-^~>s> 1-^9^ 

i-^>f>-i-^M^yi> 4-p<^;i/-i-^>^>-i— r;^^>-*> i-^^;p-2- 

>^>-i— r;i^^->s> 4-^^;u-2-^>^>-i--r ;i/^-^>-a> i-^^;w-3-^> 
^>-i--<;i-^-^->s^ 2-^^jk-3-^>5 1 >-i— r;i/^-^->s, 3-^5 1 ;i/-3-^>^ 
>-i-<;m-^>x> 4-^5 1 ;k-3-^>^>-i--i';u^-^->s, i-y^;u-4-^>^> 
-l— r;i^^~>S, 2-^5p;p-4-^>5p>-i-^ji^^>S, 3-^;k-4-^>^>- 



1— r;k^-^~>«^ 4-p<^;w4-^>^>-i— r ;m-^~>s, i-^^;u-i-^>^>-2- 
^;k^>-&, 2-^5 L ji/-i-^>^>-2-r;k^-^->s> 3-7^;i/-i-^>^>-2— r 
;i^^>g> 4-^^;wi-^>5 L >-2-<;i/^-^->s> i-y^;i/-2-^>^>-2— r 
^~>s> 2-^^;k-2-^>5 : ->-2— r;M-^>s> 3-^;k-2-^>^>-2— nv^r 
=^>*. 4-^^;i/-2-^>^>-2-- r;i^=^>s, i-^^;p-3-^>^>-2— r 

2-^^;u-3-^>^>-2— r;i/^-^->x, 3-^^;u-3-^>5 1 >-2— oi^^ 
4-^5 L ;u-3-^>^>-2--<;k^-4 i S/*. i-^^;i/-4-x>9 L >-2— r;i^^-^~>a 

2- ^5FJk-4-^>^>-2-<;i^^>S, 3-^5^-4-^>^>-2-''OM-=^>S, 4- 

^5 L ;w4-^>^>-2— r;u^^->s, i-^^;u-i-^>^>-3— r;^^->a, 2-^ 

^;i/-l-^>5 1 >-3-<;i/^-^vffi, 3-*3MP-l-^>^>-3--f M+yS, 4-^ 
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)V- \-^>9- >-3-< )var* v *, i-^jU-2-^>^>-3-oi^^>^ 2-j*?mu 
-2-^>^>-3-<;v^-^->s> 3-p<5 L ;L'-2-^>5 L >-3-'i';u^-^->s, 4-^^;u- 

^->S, l-A^y>3-^M : l 1 yS, l-^\^FS>>-4— fM^vl, l-^^->>- 

i-^->>-6-<;m-=^>S, 2-^\4 i ->>-i-'f ;i^^:>s, 2-^\ 

^5/>-2--f Jl/^-^rvS, 2-'\^>>-3—f ;M"4^>S. 2-^\^'>>-4— HV^r^-y 

a, 2-^">>-5-f jp*=^->*, 2-^\^~>>-6-^;i/^-^->*. 3-^~>>-i— r 
;m-*->s, 3-^>->-2-r;^^~>S, 3-^^>-3-<;u:t^5/S&£^tf 

»Sb<ttx»^yS, l-7"ok:>-l-^M+yS> 2-7°Dtf>-l- 

-oi^^->*> 3-yptf>-i— r;^^->s, i-y^>-i— r;u^-^~>*. i-^> 
-2--Y;k*=^>X> i-y^>-3-^;i^^>S, i-y^>-4— f;M-=^>^ 2-y^ 
>-i— r;i^^~>^ 2-:/3 L >-2-f;M-=^>S, l-^^hi-yo tr>-w 
v-s, 2-^5 L ;k-i-ypt:>-i-'r;v^-^~>s, i-^^;u-2-yDtr>-i— r;^^-> 
2-^fjk2-yoh'>-i-' rjw^-^s/^ i-^^;wi-^>-i-f ;m-*->s> 

2- ^5 L ;i/-i-> r 5 L >-i-f ;^^r->s> 3-/?;i/-i-^>-i-<M^yS, 1-^^ 
;u-2-y5 L >-i-r;^=^v'a> 2-^)V-2-y^y-\-^ )v-t^ym. 3-^^;u-2- 
:/^>-i— nM-^v-*, i-^^;u-3-^>-i-f ;^^->s, 2-x<^;v-3-^> 
-1-<;1^=^>*. 3-*^;i/-3-:/^>-i-OM-3r~>«> i-x^-i-^>-i-< 
jk^-^->Xs 2-x^;y-i-7*^>-i-<;y^-^->S^ 3-x^;w-i-7*^>-l--f 
~>s> i-x^u-2- ^ y-\-^ )i**y&, 2-x^;u-2-^>-i— r;y^^~>s, 

3- x^Jy-2-7^>-l— f^^^-~>S> l-x^Jy-3-y^>-l— Ol^^>^ 2-X5P 

ji/-3-y^>-i--r;^+'>S, 3-x^;y-3-7'^>-i-^;u^-^->s, i, \-y*^)v 
-\--r^-y-\-^ jk**->», 1, 2-^*3 l ;wi-:7*^>-i-<jkt*~>«, 1,3-^^5^ 

Jhl-7'fy-l-fM+yS, 2, 2-^7^;P-l-:7>>-l— f ;i/;<j-^->S^ 3, 
5^-l-7>>-l--f JW+yS, 1, l-> 5 ^^;W2-y^->-l--f ;M"^>»> 1. l-V 

^^-)V-2-y^y-\-^ ;m-=^>»> \.z-y^^)i-2-y^y-\-^)V^r^-ym. 2.2- 
~y*9-)v-2-y^y-\-i )^r*y&, 3, z-^^^)v-2--f^>-\-^M^^&> 
1, i-5y^^;u-3-y^>-i— oi^r^yM. \,2-y^^ji-^-y^y-\—oi^-^-y& 
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3, 3-v ; ^^;i/-3-y^>-l-1';i/^-+~>*TS)i9, iW^KHlf-M+yl, 
l-^of>-l-^M+yl, 2-7°Dtf>-l— f ;P3*-*->«, 3-yntr>-i— om- 
4^>X> l-T'f^l-fM^yl, l-y^>-2-f ;U*^F">S, i-:/^>-3— r;u 
t+->S> l-y^>-4— f M^yS, 2-7*^>-l— OU^v^, 2-y^>-2-< 
;W^">«, \-*^)V-\-7°U\dy-\-<1 )V3r3rism, 2-^^-l-7 , Dtf>-H ;u 
1-^^-2-7'otfy-l-^M+y^ 2-yWl/-2-;7 0 □ tf >-l— f JU:* 

i-^^;wi-y^>-i— r;M-*->a> 2-^^;wi-^>-i--f^^-4 i ->s, 

;u-2-^>-i-'T;p*4 i ^3I» 3-^^;w2-y^>-i— r;^^F5/*, i-*?-;i/-3- 
y^>-i— f;u^->a, 2-^^jp-3-^>-i— {jv*3ri/&. 3-^^;w3-y?> 

1- 'f i-7'^>-2— r;^^~>s, i-^>-3— r;^^r->s, i-^> 

-MJl/t^yl, 2-:/^>-l—f;M-=^>S, 2-7'5 1 >-2-'f;i/t+ylT*&!3, 
feotfeffSKttxf-M+yl, l-yntfy-l-fM+yl, 2-:/ntf> 

3-ynk°>-l-<;U^^», l-y^>-l— (frttm. \-7~^>-2-<1 )V3-3r 

& i-y^>-3— oi^jrm, i-7*^>-4— nvtt&. 2-zf^>-\-' r 

2- 7'^>-2— r;U9 L ^S> l-^^JW-l-yDh:>-l— OVttSs* 2-*^)l-\-7°n¥ 
y-l-'t l-^fJH-y'Dliy-K^l, 2-^;U-2-7°a f>-l- 

l-^^-i-y^-i-oi^^s, 2-^^;u-i-y^>-i-i';i/^^-s, 

3- ^^jwi-y^>-i-<jk^^-s, i-^^;i-2-y5 L >-i-'r;^^-s, 2-*3\^- 
2-^>-i— oi^^s, 3-^^;w2-y^>-i--f )i>tt&, \-*^)w%--f^->- 
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\-^)i-\-^>-\— f;i/^a, 2-x^;i/-i-^>-i— oh^s, 3-x^p 
ju-i-y^v-w^^-x, i-x^;i^-2-^>-i--f jhp^x, 2-x5 L ;i^-2-y^ 
>-i— r;ioP:*s, 3-x5 L ;i/-2-y^>-i-< ju^^m. \-^)v-z-y^y-\-^ )v 
2-jL^)V-z-y'^->-\-^ 3-x^;u-3-y^>-i-f;u^^-», 1. 1- 
^^u-i-y^-i-r;^:*^ l. 2-^^^;i/-i-^>-i— ov^m, 1,3-^ 
^^^-l-^^i-r^^^-S, 2, 2-> j ^^;i/-i-^>-i-<;i/^^-», 3, 3-s^ 
^;i/-i-^>-i-^;i/5P;<}-», 1, i-> ; ^5 1 ;w2-y^>-i-r>'^^-*. 1,2-^^5=- 
;p-2-7*5 L >-i--r;^^-*, 1. z-i>*^)i-2-y^>-\-i ji^m, 2,2-y^^-)i 
-2-?^y-\~i )v^ir^, 3. 3-> ? ^^;i/-2-> r ^>-i— 1, i-^^wu- 

3- y^>-i— ou^s, 1, 2-> ? ^5 l ;i/-3-y^>-i— nv^m. 

y^y-i—f ji^XM. 2,2-y^^)U-z-y'^-y-\-^ 3,3-^^^^-3-7* 
^>-i--f;^^s, i-^>^>-i--r j^ts, 2-^>5=->-i— r;^^-s, 3-^ 
>5r>-i-<;H^^ 4-^>^>-i--r;^^-s> i-^>^>-2— ohf^x, 2- 
^>^>-2— 3-^>^>-2— ou^a, 4-^>^>-2--r ;v^^a> 

1- ^>^>-3-^;^^-», 2-^y^y-z-^ )V^m. i-^>^>-w iv^-tm, 

2- ^y^y-\--i)v^m. z-^y^y-i-' ov^m, 4-^>^>-i-<;i/^*s, 

4- ^>^>-2— oi^^a, i-^>^>-3— r;i/^^-S> 2-^>^>-3--f ;i^?rs> 

1- ^^;wi-^>^>-i-<^^^-*, 2-^^;i/-i-^>^>-i— f 3-^ 
;i/-i-^>^>-i— oi^yfg;. A-^^)W\-^.y^-y-\-^ \-*^)V-2- 
^y^y-i-^ 2-^^)v-2-^y^-y-\-i )V^m, z-^^ji-2-^y^- 
y-\-i ju^^-m, 4-^^)i-2-^y^-y-\— nv^m, i-^^;i/-3-^>5 L >-i- 

2-^<9 1 Ji'-3-^>^>-i— r;^^s, 3-^^;i/-3-^>^>-i-<;i/5 L 
^a, 4-^^-;u-3-^>^>-i-<>»i'^^-», i-^5=-;w4-^>^>-i— r;i/^^-a> 

2- p<^JW-4-^>^>-l--r Jl^Jrm, 3-p<5 l ;P-4-^>^>-1-< 4-^ 

;w4-^>^>-i--f i-^^;w-i-^>^>-2--f 2-pWU-i- 
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>-2-^)l^&> \-*^)l-2-^>7->-2-^ )Vttm. 2-*^)l-2-^>3 L >-2- 
-OlttX* 3-/3\>W2-^>^>-2-< JV^*m, 4-^^-2-^ >^>-2-OU5f 
*-g, l-^^;i/-3-^>^>-2— OU^S, 2-^5 L ;i/-3-^>5 L >-2— fJU^g, 

3- ^^;i/-3-^>^>-2— oi^^a* 4-*^;w-3-^>^>-2— oi^:**, i-;*^ 

JH-^>f>-2-^J^tI, 2-^3 1 ;i'-4-^>^>-2— f 3-*3\>U-4- 

^>^>-2-^;^^-S, 4-^^;w4-^>^>-2--f ;^ts, i-^5 1 ;i/-i-^>5 1 
>-3-f -U'^s, 2-^5 1 ;i'-i-^>^>-3— r;i/^s, 3-^^;wi-^>5 i >-3- 
-r;^^-*, 4-^^;wi-^>^>-3— r;w?^s> i-^^;i/-2--s>^>-3— r ju^ 
2-^^;w-2-^>^>-3— r ;i^^-*> 3-^^;u-2-^>^>-3— oi^^x, 

4- ^JU-2-^>9^>-3— f JlttM. l-s\3ri/>-\— Ol^^rM. l-^~>>-2— f 

;u^S^ i-^>->-3— r i-^^^-^;^^^ i-^->>-5- 

i-^~>>-6--i';i/5 1 ^-*, 2-^\+'>>-i-f;u^^a> 2-^->>- 

2— r^3^s, 2-^\^->>-3-r;i/^^-s> 2-^v^>>-4— r;i/^:*-s> 2-^->> 
-s—oi^^g* 2-^\^->>-6--r;^^a> 3-^^>-i-^ nvf-Jr^ 3-^\^~> 
>-2—f;i^^^ 3-^\^v>-3— r^^^-*^<H^#tf e»n, ffjb<ttx» 

l-^Dh°>-l--r;i/^^-«, 2-7°at:>-l-l';i/5 L ^*> 3-yah°>-l-< 
ji^^S, \-y'^>-\-i )^^-&, \-y"^->-2-^ i-7*^>-3-<;^ 

^-g, l-y^>-4--f 2-^>-l-f Jl^^S, 2-7*^ >-2— f 

i-^^^-i-ypt°>-i— oi^m, 2-^^u-i-yptf>-i—r ;i^:*s> 

;U-2-7°ohf>-l— r Jl^^S, 2-^^;U-2-yotf>-l--f l-^^W-l- 

y^-w;^:**, 2-p<^;wi-^>-i-^;i/9 1 ^-*, 3-^^;w-i-^>-i- 

-f Jl^^S. 1-^^-2-^ >-l— UVttm, 2-*7-)l-2-7^>-\-'i )v^-*^ 

3- ^^;u-2-y^>-i-<;^**, i-^^^-3-y^>-i--<;u^^-», 2-*^;i/- 
3-y^>-i-< ji^m, z-*^)v-z--j?-->-\-'( )i>^*m. i-x^;wi-y^>- 

2-X5 1 Jl/-l-^>-l— ov^M. 3-x^ju-i-y^>-i--f ji^:* 
s-> i-x?-ji-2--7'5 i >-i— r;^^-a> 2-x^;i/-2-y^>-i-^;^^-*, 3-xeF- 
;u-2-^'5 l >-i-'f;u5 L *s, i-x5p;w3-y^>-i— oi^^s, 2-x^-3-^- 
>-i--f;w^^a, 3-x^;u-3-^>-i— r^^s, l, l-s^^u-i-y^-i- 
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<i)V?*&. 1. 2-i? X^Jl-l-^ 1, 3-^^^;i/-l-7^>-l-f 

\A-iy^^)V-i-y^y-\-i)Vj-^^ l, 2-v?^^;u-2-^>-i— uv?- 
l, 3-^^5 L ;w-2-y^>-i— oi^m, 2,2-i?*3 L )i-2-7^>-\~i jv?-* 

1, 2-v j ^^ju-3-y^>-i-r;^^-*> i. 3-^^^;u-3-y^>-i--r^5 1 ^-s> 

2, 2-i^3MU-3-:/^>-l— T 3, 3-^^^;U-3-y^>-l— fJ^tll:^ 
9, J;D£?2;L< «x^-;i/^^-», l-7°o tf>-l-^;HP:«, 2-7'of>-K 

ju^s, 3-yoif >-i-< \--f^>-\-' ov^^rm, i-tt>-2— r;i/ 
^^-a, i-y5 L >-3-r;^^-s> i-y^>-4— r;i/3^s, 2-7*5^ >-w;i/^ 
2-y^>-2-f i-^^;i/-i-yatf>-i— r;^^-», 2-*?;i/-i-:7 o 

i-^^-;w-i-y^>-i-i';^^-*, 2-^^;wi-^>-i— r;^ 
3-^^;wi-^>-i— r jv^m. i-^^;w2-^5 l >-i-^;^^-a, 2-^ 
^;w2-y^>-i— r;i/^^-», 3-^^;u-2-y^>-i— r;i/^a> i-^^;w3-y 
^>-i-r;u^^s> 2-^^;w-3-^>-i--f 3-^^;i/-3-^>-i— r 

2-yok°>-i— r;^^-*, 3-yotr>-i— r i--7*^>-i— r;^**, 
i-y^>-2— ou^a-g* i-y^>-3— ou^s, i-^>-4— ou^x, 2-y 

2-j-y^)Um. as— f >37*-ti— JU&> s-O^izn;!/*, 7iz±7^l/— JUS 

m m \z l t r 1 #1 a ± <d w& s £ * l t v > t t =t ^ ^ w 6 & i> l 1 2 (75 7 u - ; v 
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*m§£\ M7;M^7 U -)vmt\$±.Ummmt£^ V 12<£>7 'j-ji/SK&^T, 
^^fg7 t c c^^±f2K^^l7 L c i;^L6c7)7;^;i'*Tg^$tlfe«^V^^ 

HJ^*, +y'JM, p<->^;i/S> ~>p<-;i^ ta^p 

PtI^bTR'^lR±(75SltS^WLT^Tfe<J:^^^m7^V^L18(Dy;^;i/7 

JI^WKte^kfo-h l);i^^>S, m-h'JJl/t+yl, p-hUM^->S, 2,3- 
^i/U^-l-^-^^a^ 2, 4-^->UJP-l-^-^r>'S> 2, 5-=^>U;i/-l-:*^->S, o- 

2, 3-->^^;U-l-^^>-». 2, ^-l-^-^v'S, 2, 5—>^;k-l-^->X> 
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Jhl-t+vl, 2,4-+yUJhl-^yi, 2, 5-^-> U ;k-l-^:>^ o-^p<^ 

di-^^-;u^-^->*. p-^-;M-^->*, ^->^;i/^-^->S, 2,3- 
->^-;u-l-^-^>-S> 2, 4-->^-;i/-i-^->»> 2, 5-->p<— ;wi-^-^>-S, o- 

<tto-hUM+yi« m-MJ;t^^>K, p-KUM+yi, 2, 3-^5>U;i/-l- 

*+->s, 2, 4-^~>'j;wi-^-^->», 2, 5-^->'j;^-i-^-^->», o-^^-ju^-+ 

hUM+yl, i-h'JM+yS, p-h'JM^yS, 2. 3-^~> U JP-l-sMrv' 
2, 4-^>U;l/-l-^->*> 2,5-^y'JJV-l-t+yS, ^S^k^^ST* 
D> !)oiyfJK«o-hUM^yS« m-h'JM+yl, p-hUM+yS 

^Wd^iiiVhUJ^tS^ i-h'j;WS, p-h'JJWS, 2, 3-3=->UJU 

2, 4-^^>U;L'-l-5 L ^-S, 2, S-^y'JJhl-^^ o->7 
m-^^-;u^^s, p-^^n;i/^^-s, ^v^ju^S, 2, 3— 
2, 4->^-;i/-l-^^S, 2, 5— o-X^U^^^-S, m-7;^U;U 

JI/^S, p-HJJU^S, 2, S-^yUJkl-^m 2. 4-*->'j;i/-l-^g, 2. 5- 
^v-'J^-l-^^-*, o-^^n^^-S, m-£*n;i/^:*-** p-£ 



;* i^l^^S, 2, 3-->p<— JWl-^S, 2, 4— JU-l--? 1 ^-*, 2, 5— ^ 

O^Sb<«o-hUJWS> m-HJmS, p-h'JJWl^ 2, 3-^->U;i/- 
l-^S, 2, 4-^->'j;w-i-^K, 2, 5-^>>UJWl-^S. o-^^-;i/^^"S> 
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p-hu;i/5 : -^s> 2, 3-^~>u;w-i-^*a^ 2, 4-^->u;u-i-?^-*, 

-)v^y^)vm, 6-7xzjK+yjn, 1-^73^ pwi^s, 2-^7 ^Ji/;*^;!/ 
l-^^i/x^S, 2-r75P;wx^;i^ 1-^7^7*0 t°;i^ 2-^7^ 

Jl/7°oh°;i^ 4-7 x-;^*^;^ S^x-MyfJH, 6-7x-M+-/Jl/ 

1- ±7^;i^9^a> 2-7-7^;u^;vx, i-^7^;I/X5p;ps, 2-:J-7^;i/ 

x^Jl/S, l-:J-7^;i/7" obf;i/£, 2-t7fJl'7 , a h°MTfeD, XDPf^VKU 
^>i?)l&, 7x^Jl/S, 3-7x^7nh>S, 4-7i^7'5 1 JH, 5-7x 

-;i^>^;i/S> 6-7xzjK+yJH, l-^^M^Ji/g, 2-:*-7^;M^;i/ 

4-7x-;W7'3^ST$>D, feotyfSb<^>7iH, 7x?fJHT^^o 
[^#{3 UTR'^lUA±(Z)eMS§^ LTI/^T feet l^m^77^Vi L 18(DT 

^.yzyJl^-^-^M, 7x^fM^yi. 3-7x-^7°Dt:M+yS, 4-7 x~ 
)\yy'9-Jl^-^-y&, 5-7x-M>fM+yI, e^x-JWN^ryJM-^S, 
\-jr y^)l^.^M^riy&, 2-j-7^)U*3 L )lJ- : *rz/M, l-^75 1 Jl'Xf il/t^y 

2- :>"7^;!/X9 1 ;M-^>2-, l-t7f^7DfM^y^ 2-t7Wot: 
Jl/^-^->a^i:'^^6n§„ £f£L< \t^>^)l^-^rzym. 7x?^M+yS> 
3-7x-Jl/7°D tfJU^+vg, 4-7x~^7*fM=t 1 yl, 5-7 x - Jl/^ >^Jl^ 
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;u^>-X, 7i^t+yS, t°;i/^-^~>», 4-7 x-;^^ 

;l/^-^->S, 5-71-MyfM+yI, 6-7i-;K^yM+y|, 1-^7 

7i^fM*y|, tf;^^->*. 4-^x-;i/^ 

M+ylT^O, feott)ffSKtt^>y^yi, ^x^^^y-Si? 

S^M/^**, 7i*Wtl, 3-7i-;b7 , Dh , Jl/5 1 tS, 4-7XZJV7W 

5^^-*, 2-±^5 L ;i/p<5 1 ;^^-*, i-7-7^x5 1 ;i/5 : tS, 2-t7?;i/x?;i/f 

^SK^>yJWS, 7i^WtI, 3-7i-^7 , otMtS, 4-7 
x— JWy^-;i/5=-^-S, 5-7i-M>Wti, 6-71-JK^yi^^ 1- 

^^m^^x, 2-^-^^;i/p<^;i/^^a, l-^^x^i/^g, i-jr 
«tt)jff* b<«^>^;i/^^-S, 7i?fMtl, 3-7i- ;pyp My^j-t 

S, 4-7i-Jl/7'fJ^*S> 5-7x-Jl/^>?;U^^-S, 6-71^^^ 
l-^^Jl^^l/^S, 2-^:7 5PJM^5F^ST£>9, ^^fcfflK 
tt^yyJWI, 7xWftX, 3-7x~;i/-7°D tf;i^:TS^ f7i^7 
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l < tt-t co x 7. x ;u * tz n e> © tr? p & £ t> co £ -r . 



l < co x x 5^ju^ tt^n b ©TKiPtt t> co t -r * o 



L < tt^CD X7> x> * fc te-tft b CDzk?P#l £^hT t> CO £ T £ . 
L 43 «fc £4 ± co S & a £ * b T i/ i T «t i 3d !& 1 75: v ^b 6 co 7 ; 1/ * 1/ > £ & 
SSTJMr l/>St tt±IB^*ic 1 &V> L 6©7 , ;l/4 t ;PS^ b £ b fc**JR 

^-^lP^v^TBi^^n^x-ffficos^s^u, aftmz-fomx.it* *7-u>&. x 

lx?Jl/hU/f U>S, 1/>S, 1. l-S>*3\>l/h U ^^1/>S 

>1, 1, 1-> 5 ^^;L'X^U>S, 1, 2-y^^xfl/>S, h'J^fU>i, 
^Jl/hU^?l/>S, l-i^l/hU^f^>S, 2-*3\H'MJ*3 i U>£, 1.1-^ 
^rJH'J^f 1/>S, fh7^?U>l, ^>^j*xU>®, ^+M7U>S 




(m) 




(IV) 
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^^i/>s, i-^^;n-u^^i/>a. i-x^;umj*^i/>s, 2-*3mumj* 

^l^>*, 1. l-v J ^^;UhU^^U>ST'fe«9> $ £L< &*5F1/>S, x 

^^)UJL^U>M, 7°Pt:l/>*, X^;WX9 L 1/>X> l, l-v^^Jl/X 
^U>*> 1, 2-^p<^;WX5 1 l/>^> hU^?l/>lT$.D, D£f£L< 

[W]# C L TT^l J^icDg^S £ W L T <o T l^St^C 1 ft to L 3 <D 7 ;Mr U > 

X£^t±<§-£, t£7;i^ i/>it u±tzmm$k 1 & to L307; wps^ e> $ e 

U>%. 7°n^-l/>I, y'v--\yy^ ^-tzx l/>Ste<H7^ 

[WIfit LTT^M^±WM^S^WLTV^Tfecfc^^m^27^^L3C07^^- 1/ 

l 4o «fc mi a*i a ± (?) m m a * w l t to r i m ^ 2 & v > u 6 © 7 ; u ^ x u > a 
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>g, 7°ot:-l/>S, •7*^-U'>a, ^>^"U>S, ^~>~ l/>g7^df^ 

u;i>g, trA'p-f;^ ^\^+)-y-r;i/*, ^-^^y-rjua, 7^ud^jh> 
^ud^jh, ^ p h—)imfc£<Dg:fimtf e>n^> 0 #?£L< tez-t? 1 ;^ yp 

■lAM, ^-^^y-TJUS, 7^'Ja^;H« ^^^'Jn^jH, 

-fV7^uM, /iuu;^, < vauu^s-, t°AP<;i/g, ^\^+f-y-r^s, 
■xz? y-Dimx&K), £ <itc£?£L< tey-t^ji^ 7°p t°^-- ji/S, 
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mz\-&mxu^>v^)vm, o-h;i/^-<;i/S, m-Mi^-ows, p-hm-^ow*, 

;U^-<;i-S> m-h;M--f JUS, p- b;i^< ->>i-=E^ JHT»D, $bfc$f 



R 1 



-w 



(D 



L— X^= T M ~ 



Y-L-X-T-^^-M— L-W ^ Y-L— X=T-^-J^-M— '-W (£) 

Y=L-X-T+ Z j-M-Lw (Ib) Y =L— X=T-^ 2 A-M-J-W (Ij) 



R 1 R 1 



Y-L-X-T-0M^W ^ Y-L=X=T-^^-M— l-W (Dc) 



Y-L— X-T-£ Z 4-M=L-W (id) Y-L— X=T-C Z (H) 

Y=L-X-T-^M^-W (l e) Y =L-X=T-Q-M=Lw (Im) 
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y _ L=X -T^- - -)-M=Lw df) Y -L=X=T-A Z 4-M=L-W (In) 



'-L=X-T-f Z 4' 



Y=L=X-T 




M— L-W (l g ) Y=L=X=T-^^- 



R' 



M — W 



do) 



'=L=X-T-^^-M=L 



R 



-W 



Oh) 



'=L=X=T-^j)-M=L 



-W 



dp) 



b < © x ^ 7- ) v £ -t n e> 7j< * n & ^ -g-t* s o 

& m-MJ^S, p-h'JM, 2. 2, 4-=^~> 'J JPS, 2,5-^>U;i/*> 

^l/-;US&<*frtWf bn^„ £?£L< B7x-;H, o-hUJUS> m-MJJH, 

p-h'jjvs, 2, 3-*v , j;i'g, 2, 4-^->u;us, 2. s-^vujus, j^v^US, -> 
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0-7 m-y^n;^ p-^p<-JI^ ^>^;i/S, 7i^f^ 

FUJI'S, ~>>^$;i^ ->>^"= 'Jt-*>S, 3-7x-J^o^«,' 4-7i-JI/ 

7'^)vm. 5-^x-;I/^>5f;u*, 6-7x-;^yJH, l-?-?^*, 2-3-7 
\-ry^)u^^jiX. 2-3-7 ^)V*^)vm, 1-3-7^)1^)1^ 2-3-7 
^)iiL^)im. as--( yy^-jim, s-r >^-t~;i/S, 7±3-7^u-)im~t:& 

<0 , ctO»^U<«7x;-;«, o-HJ^S, m-h'jm p-hUM, 2, 3-^~> 
U;i/S. 2, 4-+y'JM> 2, 5-^y'JM> ;*~>5P;i/*, o-y-p<-;i>- 

^>^)im. ^-7x.-)v^^)im. \-3-7^)vm, 2-3-7^)i>m. \-3-7^)v* 

^)l&, 2-i-7^)V^^)VmT:$) 1 0. ■£<E>\zft&ls<lZ7jL-JlM, o-h'JJH, 
m-h'j;PS, p-h'JM, 2,3-^~>U^S, 2, 4-^->'J ;^S> 2, 5-^-> U ;i^> p< 

o-*>S, y;^U;i/», >->^-5;PS> y^SUTylt^D, ^b^D^L 
<tt^x-;i/*, o-hUJH, m-hUM< p-MJ^S. 2, 3-^->U;i^ 2, 4-* 
yiJM, 2, 5-^>-U;ua> ->^-;i/S, 0-7 m-7*—)l 

o-'HJJkS, ra-hUJH, p-h'J^S, 2, 3-^S/U^S, 2, 4-+->U^S> 
JfSKIii^I^ f^ftl^ ^5HM^, U>T£>^ £ W£U< teg^flT-, 
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^■ijv-;k -fv+u-y-jk ?7y-JK -fVfjy-JK -fS^V'-JK h 

tiU5> J >, tf^>, -of— ;u, -tv-of— ;k -o^V— ;k 2? a 

U> ? >> y&JzSy. 7°U>, 7^U> ? >, fI/77X -f5^/f7 7-JK 

^>'/77>, ^>y?*7i>, ox^itv*-;k ox^7\/-;k ^> 

X^7y7V'-Jk OX-f5^V-;k ^f5^/h:Uyk k'DOf'JyX fcf 

o, 70, tra-;k ^i^/-;k -rv^-y-v— ;k 5^77-m -0^7 

V— Jk <5^V*-;k hU 77-JK £^/-;k 7 5tf>, ?7y7VHk 
^U-$?7V/-;k t°U^>> t°U5y>, fcf^>> -O F-;k -fVOF 

-;k o:?v— jk ^no> ^u>, 'fv+yux y>yj>, 

>, ^y^-y-U>> ^-7 ? «J>?>, 7&5i?>. XU>, 7*7- fx7 7 7 
>, <5^/^77-Jk 1>*/7 7>> ^>7ft7i>, ^>X*^U"V*— ;k 
^>Xf7 7-ik ^>Xf7y7 7-Jk -OX-f5^V-;k -fH^V/tfU^ 
>, h°ODt:U^>. fonfUSyk t:>J Ht°'J5y>T'^0, J;<9£7£L< 

tttru^>, ^^-7i>> 70> fc:D— ;k pd-^itv*— ;k -fv^itv'— ;k 
77-;k -fV5 1 77-Jk -rs^V-Jk hU7 7-;k k°^v*-;k 7^if>, 

f7y77-Jk my77-Jk t'U^yX fUSyk t:^^>> -OF 

-;k fv-r>F-;k oyv*-;k "ox^u-i/— ;k ^>Xf77-Jk 

^>Xf7y77-ra0, $ e>lc£?£L< U^7ik 70, tTa— Jk 

^-y-v*-;k -ry^rUV— Jk f7V-jk <v5 l 7v'-jk -f s^v*— ;k f 

U77-Jk t'^V-Jk 7^1f>, ?7y77-Jk t^y77-Jk -OF 
-;k -OOF-Jk O^V-Jkf&rK $bi:J:0»^Ktt^7xX 
7 0, tfP-;k ^U-*/— ;k ^7 7-Jk -fS^7-Jk -of-^t&ck 
fc-pifeff^KtWltV-Jk -O F— 
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7 7>> t°p-;k ^+rv*-Jk -T v^+>-\/-;k f7 7-JK <v^7v*-jk 

7 7-JK tfU^'> ? >> tf'J5> ? >, tf7 5»fc£j&**tf btr^o £?£U<»t°U 

^7ix 77 >> t°p-;k 3-*ij-7-;k <v^it7-;k f77- 
;k -fVf77-JK -rs^V-JK h'J7v*-;k t°^/-;k 7 7f >, 5^7 

£?£b< tet: U ~7>, tTU^>, t°U5> ? >, t:^> ? >T$.§„ 

Y-L— X^T — 
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-f&iU2-x) 0{b^^-flxiC(2-ix) O-fb^^^x^y-J^^^^ 
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mu^iy 18(7)7 yji^jiM&^n^n^i; ^N-T^n^s^ 
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A, t-yh^^*U^A^0#ffiTT-fT-5^<h^tH5l5^c SjiStafttbTtt*^- 
50 < CT:-fT-9^t^i±J5l5^. 
— JK^(3-iii)0^«tt-«tS:(3Ti-i)©ib'&«»*x^7-;i', H^x^JK 5r 

-flSiC (3-iv) (3-i i i) (ZMfc^fc-flgiS (3-vi) <7Mfc£r#j£f^ 

-^(3-v) ©{b-&»tt-«^(3-iv) <Dit%w*^2 

x Q r1 
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mtz\i*\s\m7?)\s*)v&ttn j en7Fi\s ;-isiCPcocq- (zz-v^mzmz 

-&5£ (4-ii) <Dit^m\t, (4-i) co-ft^tc-^ (l-i i) (Dfc&tfo&BLlfc 
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A. t-yh^y* U ^A^©#iSETT1t-5 ^i^l±!*^c LTteTkfc- 
-JK^(4-iii) tfMb£#Jte, -fl£iU4-ii) c^b-&#j£W»#iL m^b^t 
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5-ii 



Q DPPA 
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5-iii $i 

pkmmtz^is\2(D7 u-;i^ ^ifi^7&^Li8?)r;i^;i/7'U-;us, 

£fc7&^U8cD7^;i/^;i/g£^n^l7KL ; — j&5£R x2 HN- (d ZlT'iW^fB-^te 
BufS^«t(pIDS^^f ) T-^£n&S£> -ft£5£-MCH(R l5 )W Cl ;IT■:i£4'<7)fE-^ 
-JKSC (5-ii) ©<k^i»tt-«S: (3-i i i) (Dik&m t-JRS; (5-i) <Dfc&W*T h 

-^it (5-i) CD{b^#) te-J&S*; (5- i i i) (Dit&mz. 7 ¥4k y7x-MX*U JU 
(DPPA) &£&£jC;*1^£i:fc«kD^j£T#*>. 
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NaOH 




7 5 J S^I1T§1 $ nfe i /j: l 6 a) y s y 7 , ^ * ^ 1 7i v ^ 

-flSit (1c) (la) (Dit^mz-^ (lb) 

^(itMI^Jx.ST h 7 t H □ 7 7 O-y^fMJ^TS K^ + — fl£ 
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t-7* h^~>* 'J >7 A^CD???£ TTff 3 - t^ttl*^o SJ^fa^t LT«7jc^e> 

-^(ldJO-fb^^-^dc) <7Mfc-&^£x^y*-jk StiifiK fh7t 
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21 



— HS^t (2c) ©-fk^fttt, -&3t(2a) ©<b^«5fc-«5« (2b)©<b^*&S^$1i:* 

5£ (2b) T**^«!lt-JKS: (2a) (Dik&W&Tkmiti- b U ^A, 7fc5frffc;fr U ^A, 
t-T7* h^v#U^A^<D#£TT?T -5 d£#ffl3fe*. Kfci&mtlsTiZTk'&fr'b 

-^(2d)o{k^«-& b iC(2c)(7)jk^^^x^y-;K ItBfex^k ^h^t 
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(2e) CDit-^mt-m^ (2d) <D{t&toti?-l-7?-)W*i—tf*- h ZKfc 
7 5>f©#STT-^ (2d) (T^b^i^-t-y^^^-^^- h££j£2i± 
(2f) colb^tt-lSit (2e) ©te^teulS:^ (lg) <Dik'&®&ftm $-£3 

— jRS; (2g) tzxb^tt, 0y*.#^/-;k fh7tHD77>, t 

-JKit (2h) «!5S; (2g) <ZMfc£'4&£ffiffiBM' VT5;i/t(DSJ^tCct o 

SJ&«^ DO*M^lgl^, ^l^«o#STT- Jte^C (2g) tfMb-gr 

-flS^ (2i) (Z)fb^«-©St (2h) ?Xb1§r#J<h-j&5£ (2k) (Dik&M&u y^A7 
S^itfeA (3) 
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— O' 



o 



NH 



Pd/C, H 2 




NH 



7b 



-^(7b)©-fb^«-^(7a)<D^#)^x^y-;i/, g^ggx^k N, N-v 5 ^ 

#EE-20kg/cm 2 mj±T7mm DUfcfc Zft 5 £ £: £ <fc D SWSfcti* 5 . 
S^feC(l) 

H2 

HO-^Y^l DPPA , N 3'^Y^ B0C2 ° , BocHN-^Y^l NBS BocHN'^PT 8 '' 
la lh It lil 



— «5£(lb) O^ShJH>f©tiii^, -^yiffv^D [5. 4. 0] 
-t >f©flM#STT-^^ (lb) cD{b^ £ T VKc V ~? x x ;u*7< ^ U ;P <h 
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■frfcSK x^X-;k ItBgx^;k ^^y-;k t- h^fc K 075 
jjjfifeC (2) 



4 



I.WittigJSJS 
q 2. Horner-EmmonsJSJS 



2a 




1. Bi£gKJ£ 

2. 75 NfcSJfc 

3. Jq7jc^»KJS 




5£ (2b) ©ffc^tofcksfc (2a) (Dit&Wlz V)VJL>t±E(Dmm*¥.ft2L b< te80-100°C 
/-;k y - JWx^Jl/r h 7 1 F □ 7 7 >^<!:'(Z)igit . H^W^ekM 

-%lj£.(2c) <Dik&Qs\*s ^(2w (Dit&M<D<D{k&W)<D7 $ ; &(Dfcmm-?&z> 

t e r t-7* h * is* )l#-)lg: *m®L0kfrTW,&m. Vtz'&. 4^75 71 1'RCOOH * 
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£^3iJchLTff e»Cli:^T#5 0 £fc, £^&£>te:\ h'Jl^7 5>/j:i:M 

imfr%c(3) 

COOEt R-fcRfc rf -^~vC00Et «>7V< t JKJB ^ 





C00Et ZWkftMKfe R^N 



Oy- H N 




3fi 



iU3b) (Dte^te, ^ (3a) ©<b^£S^ a D;*^ m-^nni£ 

(3c) (Dit&m\$, jztib) (Dit&vo* ~y z an ^?>u£(Dmm*, v^^ti 
•a(3d)o^4fttt« *U3c) cD-fb^^^^y— ;k x^y— jnf&x^ju^F^ 

—&iU3e) <ZMb^#)te, a: (3d) c7Mb^<7)7 5 y£fcRC00H£je£-£i*jfc&fc:, 
;U^Jl/aJ>^lr^H^N.N-^/5 L ;^UA75 F&£ ©WttHSi&'t', l-X^JU-3- (3-v 5 
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jgjgfeC (4) 

H0 Ri^O" Br R3 " X > R3 'Q^yY Br n " BuLi R3 ^o^V^Y CHO Dwittig 

R2 ^**D9 4-fnrmvlmnrnhnl ine \>no 



R2 4-formy Imorphol ine ^R2 2) TBAF 

DDPPA 



4a 4h ^ 



HO' 



^2 V Boc20 ^ V 

4d 1 10%Pd-C ^ I 

-2(rC/^e>5(rc^?£b^ 0 

— «5S: (4b) c7Xb£r#J«> fb^tFo?.?^!^ (4b) tfMb-&4£jk: 

— ISiU4c) ©fb^te, t- h7t Ho77>MK^ — fl£5U4b) (Dit^iZ 

9-0 i±m<D&i&m$: ftmz^. u ^ft; L4-*;i/$ )V^)vy * u >#©* 

— «SC(4d) ©-fb^tt, -^(4c) (D^b^icN, N-y^fJ^A7 5 K^>N-p< 

-^^:(4e)©{b^^«hJl-x>^©W^^^'1 3 , [5.4. 0] 

-t >^©flIl#STT;- (4d) <D\\:^m £ T x. -;UzNX* U ^ch 

HMC(5) 
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Me0 2 C 



CHO p-TsOH 



OMe 



1) Li AIH4 



1) wi tt ig 

2) H2 



XT 



HC (OMe) 3 



Me0 2 C 



BzIO 




2) DPPA 

3) %S 



*- N 



'OPT 



Boc20 
1 0SSPd-C 




C0 2 Et R-X 



base 



BocHN 
R2- 0 




C0 2 Et ArB(0H)2 
Pd (PPh3) 4 



r 



toluene 




C0 2 Et 



r 



fx.foZ d £ fc £ D % b ti£ o 

-#2^(5c) (D<fb^#J«, fh7tFo7.7X ^Xt^X-t^I^©^^, - 
ffi& (5b) (7)-fb^#J(C7K^-fbT;l/5 x>> A V^0Am<Dm7tM$:!x.fo2^Z> Z\t\z 

£K>m i bnz>7)i<zi-)i$: b)UJi>m<D^Mmm*. -jt^m^zu [5. a. o] ^> 
7JWd^ ^>x;i/^^x;i.77 p ij F^7;i^;Wbgy£or^b50T:(::T^£ 
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8(rc e> 1 sot: ktsje; $ z: t (z «t o ?# e> . 

SgjgfeC (6) 




— «(6c) tfMb-&$3teN, N-y^fWM75 K*©W«**«t», ^DDk*7 
#CD«^»0#STT— ^ (6b) <D{t&to £ V >££j££ 21 <h fci 

MjjjjC_L7) 
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TFA 




R5 R6 2£ 



— jKSC (7b) ©fc£4fefc^1**^;i'S*->7lf>:*- h U >^A> U^ASMV 
7°Dh>7 5FfM$tm — JKSC (7a) O-fb^lfel (PG«&-C3Jn*>#$*£ 

— jR5C(7d) ©{b'&«itto , c^e.^ia©<eHT— jr^(7c) (Dit'Smz. h u ^ji^n 

— flxiU7e) <7?<b^tt-78'C7&^e)^ia*T©*5H^N. N-5?^^*M7S 

— K^(7f)©{b^*tt— «sc(7e)©^**x^y— jk ^^y— ;k 
t-jp7k^?t a c: £ £ «t d «ifi"Tf# So 

(7e) OT©JH McioTfcfilTtS. 
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o o 

Tnethylsilane M _ _ _ Jl 

R5 r 6 2£ 

(7h) ©^^i^T^bOr^tcBT^h^fc: HD77>^©i7« 
P t°;U7 5 K^SJfc (7g) ^^#)i:S^$it^-i:tJ:f9mit 




-JK5C(7i) (Xte^DVU VJ ><»0^*iaiSS5K*r*) 

Sj£ $ 3 d t \z <fc D 7 X t- U ^3I4R W jgjg *p # Z> o 
-|S^(7k) ©'fb^«3ttO , C35^M©ttHT— (7j) (Dfc&mz b U 7 )V*u 
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<pt\ -^(7i) (Dit&wzymitv^o Aymwtit^m, &fz\Z7i<.mti- b >) o 

+ (71) tt^TWl— h(ietoTt>MitT#§o 




R5 R 6 21 



-fl£*U7ni) cD^^«-78 < C^e>^racD$GfflTr h^x>, S?£ □ □ ^ >^<Z)&t 
7K^$«4"> -^(7i) ©-fb^r^ (X«^-^itv'U >V >^cDWMS;bS£:ici*T£) 

78r^?)^CDlGET:— (7g) <7Mt-&#J<>:Sj£$-&-5 d tfc«k D v77fl/ 3" 

— fl£5£ (71) O-fb^#i«0t:^b^cDtgg|T-^^(7m) (Dit^iz h U 7)V*u 

§aitfeC (8) 
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— (lb) (Dit&m*— J&iUla) Ofb^l:M^H©#aTtJVM7r^ 
SAMBAS ££fc«kD«BS't?*3. &J£teWt!*g^ fllAWTpi^y— x^y* 

tt[»«5*ffl^«>^t**tB*, tJV M^f^t LTUtJl/ h^i^^^k *)\sb& 

-fisiC(8d) ©{k£4*ite— ass* (8c) <Dik'&mz**s—)i'. ^ j-^momm^ 

Ot: b ^iSTfr "5 d t US* S . 
-«!5£ (8e) (D^#)«-« (8d) (Dit&mz 1, 8-y7f t*~>^ d [5. 4. 0] -7-0 
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fi 1 5 d £ ^tb*> S JSfM^ <h b T ttO"C 6 50*C Tfr 3 d t £ . 

(8g) 0Mb£#lte-jl£5£ (80 ©{^itllH^y^-^T— h 

p ^ ^ >^ 4. x*n o z t wtiim. je t b t tatrc ^ e> ^iarf? -5 e: £ a* a # 

MjjfeC (9) 

R1-0^ R2 RlV^ R2 2) R1-(A^ R2 

-jKiS (9b) ©fb^tttt, -^xC(9a) C9^-&^^^^ODp<^>^©^^4>> 

(9c) (Dlt-Smt, f h7th*n77>f©ii4 1 > TMfrffc^HJ^A*?© 

x^y-ji/^fett^^y-;!/^, *ai<b^- h u £a, *aft<b* u £A«*©asttMfi£ 



h i J " — - ^ v r yyVmu 1 !^!!^ ri n' 



X 

IQa iflh 



X' 



RI OH 





0 








0 


10c 





-«^(10b)<&<b£«itt, -JK^(9b)©{b-&«Stc:W«K (St&. s£J&#8*50 
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&\ hUxfJV7S>&i'©M^^PUT%J;t^ 
^itfeC(ll) 




□ > * EfS $ i± § d 1 1 «t 0 T £ -5 o 



2) an*#is 




84 



WO 01/25181 



PCT/JP00/06788 



0 )\,Mm<D{£Mi7 JUS; ; MX\%* h^~>yW!^ 2-y< h^yxh^y 

2, 2. 2- MJf p ox h*->#Jk#- )V&m<DteMC7 )Vn*r*sp fr-ft—fr^ \ 
mX &2-7° a l-frtt z/% )V^—)Vm. 2-9 u n-2-zfai-)ltt i^ti )l<#— 
)Vm, 3-* h + y*MxJH-7°D^xM+y*Mx;H, 2-*3 L )V-2-zfu 

p-yt h^^>^;M-^~>73;i^— 0 -xho^>yM^y*Mx;i/ 
I, p--hP^>yj^^y*Mxjl/$^©77^;^+y^J^x;vil|^ 

jilt, Wa^^c±75y*ScD^iSStUT^]^nT^?)*T$.ntt'^^7 l j; 
y^7 0D7tfJH, ^Dk^xjH, 71^71:^1, ^my'-^- 
» ; ^>yJW+y*MxM > t-^h+y*;^-^, P-- h o^>iyjy;t 
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t-y'^-Jim, 2, 2, 2-hU ^ODX5^;US, hU^S, p-p< h^->-^>> ; ;us, 
P -- hD^>v;i/S, y7irjM?jn, tvxp<;i/:*^>7^;kS&£cDM}& 

p-- hP^>^'J5 :: '>S> m-^a;i/^>^U^>S, 3, 5-5/ (t-y^J!/) -4-/W 
HD + y^yy'JT>I> 3, 5-S> (t-^JW U ^>a& 

CD ^ > >? "J £ £ $ 3 d t **-C £ Z> . 

w<Di%m$!ti~4<D{&m7)i'*)i'&, m?im-3 0<t^)im, 2, 2. 2-hj^pp 
^;y», -r vyh^->^^;i/«cT)ct-5^i£^7;up^->^^s, ^u;u^^-> 

^ScDct^^l-MTjUP^fy^JU^X^^-^iyX^S, flla.fcf'Oi^k p-^ 
h^S^Oi^S, o-xhD^yyJH, p-X h P^>> f ;i/*(D t t 7)V*)\> 

^nbCD^fSScDMite, JP7j<^?, jt5cfc£S 

U 3ft V ^fe © T & o T , mft^&tefS. ±m ^ b tlT (/ i 5 t> CD T fotlit ^ 7> & i& & T 
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-)Vt£E(DmkT)lU-)\,m, X^l/>7/'JXi-;k ^'UtU^ii'O^'JTJ^ 

(D^rhym^ yifJU-fJk 'fVT'DtVU-fJk fh7tFD77>, fy 
^itX 2-7 h^'>X^/-;P, 1, 2 - y/ h^yl^^^CX-rm 

>, ^n;w^>-fe*>, -ha^>if>, ^>7>> tf'J^>, xi u 

tf^>>>, ^;y*U>, 7XUX y/WxUX AyyJl'JSX hJM* 
v>>fc£©75>3& *;WA75H\ N-^^UfD'JFX N, N-5>*3\>W 
5^Vp>, N, N-y^Wth75F, N, N-y^f;i/*Jl/A75 
©75 Fi, ^W^'J>ihU75 h\ ^^5 1 M , J>tF , J75h7 t i 

± © *g-&« & & ^ Vf 5 H £ T £ , ©ig-& J* «4# £ PS^ £ *Ut . 

MJ^A, WJ^A. MJ£ A, TMfrffc* U£A, t-y'h^yA'J') 

A, t°U> ? >, y^WSyf'JyX FU/W5>> FUXW5>, 

n, N-^-r vyDbf;i/x^;u75 >, N-yWHEJi^'j N-^^;wt°p u ^ 

>, N-y^Wf^'J N, N-y^WxUX 1, 8 tT->£ □ 

[5, 4, 0] ^>t-'7J- 7 -X> (DBU) , h°'J> ? >, 4-y/W5;t: 

U> ? >, h°nu>> ;u^^>> *;ux <v^yj>, Tkafc-fb:*- mj^a. 
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$nt, AfleMfctt^AJiNaBH 4 , LiBH 4 , Zn(BH 4 ) 2 , Me<NBH (OAc) 3 , NaBH 3 CN, 
Selectride> Super Hydride (LiBHEt 3 ) , LiAlH^ DIBAL, LiAlH (t-BuO) Red-al, binap 

*58Wfc«*Saitt±IB©JD<PPARCDagonist^fc:«J;0-f >*U >i£in:i££3fe 
S-T^feCDT^)^^, *K56IBtt'f >^U>fiK14efe*»JtclS&tlT, PPM (a, 
j8, r) ©agonists [0U*.»*PPARa43 <fcL*7 ©faTJl/J^^ h^ffl flSc?" 
HTliT s b«t<, PPARa> 3 *«kUfr © h U ^7 * hftUB fcX^HTHTfe 

#J*J2\ PPARtt-f >7s U >«fittt©tefc, Jfii^lilt©^ ^fcliMMi 
com& [Current Opinion in Lipidol. 10:245-257, 1999 ; Jiang, C. . et al. . 
PPAR-gamma agonists inhibit production of monocyte inflammatory cytokines, 
Nature 391:82-86 (1998); Jackson, S. M. . et al. , Peroxisome prol i ferator- 
activated receptor activators target human endothelial cells to inhibit 
leukocyte-endothel ial cell interaction., Arter ioscler. Thromb. Vase. Biol. 
19: 2094-2104 (1999) ; Su, C. G. , et al. , A novel therapy for col it is utilizing 
PPAR-gamma ligands to inhibit the epithelial inflammatory response., J Clin 
Invest 1999 Aug; 104 (4) : 383-9 ; Ricote, M. , et al.. The peroxisome 
prol i ferator-act ivated receptor-gamma is a negative regulator of macrophage 
activation., Nature 1998 Jan 1 ;391 (6662) : 79-82] tt^ftStlT* O , dtlb 

-e^-jci t is n £ @ \z t> mm r z> z. t wv # . 
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m^»t;ttI^^bti5Kra, fe^#J, rizR#J, *fi#J. »*«*»J 
ffltfbsn*. 

(-fe h 7,^7 u;ut;u^—;k ^n-^tjio — , yU^>m ->uxj 

# U ;t=^>o:^l/>^bt>£ Lift, # U tt*/3L^\s># U t*->^a fcT U>fa 

>, pWHzJUn , t;Uxi— ;u (x^/— -Y V ^n/V — . 
VJl/t: h-^fti:) , $t (^;Wn-X> valtfti:) (&7K$--ffiS, 
n<3. pHii©fc^C(iM 0 hjWtt£ if) , SS«B607;U*'J^«ifi 
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7&?£k:^L;^#j(30nig/kg/B ; *fS L*M^J36g) &^37e) (CO^Tttlmg/kg/B) 

9BI CliilJ; 0 ff ^ feo 10 B @©SP7' H ^^ft^M^tttu B «k D -lftifS:fe^ 
§gj^//;H3-x£2g/kg||}i?U H^bfc, « MJ^'J-fe^-fF (T 
G) , ffiMi/lilft& (NEFA) «^n^n^*;i/^-7C-II^7 (fg«:fttffoMi 
& JRm) , x^5±-L TG II (ffitt : titta^-TyPX* HufO . NEFA C-^7 

c^g : fPTtuc^^ ^mis^ h^^^xateufco nonreturn 

in vivo db/db mice 9 B g 



in vivo db/db mice $£-^-9 B B 





. (%) 




m 


Hj]fc#]2d) 


44.6 


71.6 


46.7 


^^3d) 


27.5 


63.8 


47 


3U&#j5d) 


53.6 


58.8 


65.5 


H«l|9b) 


46.1 


80.4 


62.9 


Hl»]36g)* 


51.5 


55.2 


54.0 


H^0lj37er 


48.1 


68.3 


70.2 



GAL4-PPAR LBDcO^^^^JJ^^^-tt, yeast(D^^@ : ?T^^GAL4(Dl-l477 
t hPPARc^ 167-468 (PPAR«) , 138-440 (NUC-l) , 174-475 (PPARY) 
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72.;&M®, (LBD; Ligand Binding Domain) £ii&;£1*T^ft-€ r n«tSU&. U 
5>-zS->\z\ZYLAP (Placental Alkaline Phosphatase) £lHtr> v ^n^5copy 
CDGAL4 DNA binding elements t?TK vromoteKDTffi.lzmfaZ l±mm Vfz 0 Host 
celHcteCV-l (ATCCCCL-70) £/B</^c 0 T^t)^, CV-l eel l £35 mm dish('5xlOE5 
\zt£Z>£o \ZM%. 10% FCS/DMEMT*240#P B H£*^ FuGENE 6 transfection reagent 
^JILT, GAL4-PPAR LBD expression vector£GAL4 DBD-TK-PLAP expression 
vector£co-transfectbfco Transfect ion£fT-pfc24P#r^^^, lxlOE4/wel 1 \zt£ 
££?{;:96-well plateKSI^Il U $ 6 \z2mmmm&mVfz 0 2mmmz. ft 
£14 alkaline phosphatase£^f£$i*£fc&K:65 0 CTjrab;t 10% FCS£^frDMEM 

m\z^m^ntz?iK?m-mzj:K)^mf^mmv. EC50^^mufe„ PLAPfgttte, 

ig*±^10MHCassay buffer 50m1 hit^mftMmm £ JPx., ^T-lB#p B l-f 
a^— hmzMfelsfzo PPARa, PPAR/3 £; J^PPARr IzMT 



S 2 fCl 7K 7Co 

^2 

figgtt EC50 IHStepM 





PPARa 


PPAR/S 


PPARr 


Hfi£#]2d) 


0.08 


2.513 


0.382 


HflE#j3d) 


0.087 


5.072 


0.217 


Hfl5#]5d) 


0.394 


0.789 


0.254 


HJfcWb) 


0.701 


>30 


0.746 


H35S^l8d) 


0.162 


8.054 


>10 


HJ5ffi^36g) 


0.012 


0.037 


0.047 


Hj5fe^37e) 


0.028 


0.432 


0.016 
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mmm\ 

jL^-m- (^x^Ml^X* U M -2-x^;i/7 iz 7— V 1. 5g£7- h7tHo77> 
30ml K*#U 7k^TT60a!7K^^±hU^A0. 26g£lJD*.fc. RJS»**?&TT?30 

;i/ (4:1) jgtB#iffl<fc D^>>^5- (3-lh^y-M h + v-3-t+y-l-7°n^- 
;M-2-* h=^>^>V*x-hl. 6g£E-ZgDDT»&. 

'H-NMR (Z- isomer, CDC1 3 ) 5:1.25 (t, J=6. 8Hz, 3H) 1.36 (t, J=7. 2Hz, 3H) 3.96 (s, 
3H) 3. 98 (q, J=6. 8Hz, 2H) 4. 27 (q, J=7. 2Hz, 2H) 6. 92 (s, 1H) 6. 98 (d. J=8. 0Hz, 
1H) 7. 30-7. 43 fa, 5H) 7. 90 (dd, J=2. 4. 8. 0Hz, 1H) 8. 32 (d. J=2. 4Hz, 1H) 
Mig^Jlb) 



o o 




^ > >?;i/5- (3-x h =¥ ~>-2-x h + y-3-*+V-l-7'o^-;H -2-* h ^ > 
yx-M. 6g*X^y-;i/30nilfciS»b, 10X/^^£AjgU!S0. 35g£iO*., *3B» 

h^77-i , -»C#U -\^+r>-iSt^X^;K2: 1) igttS#i!i«fc D 5- (3- 
Ih^y-2-lh + y-3-^V7'D tf;W -2-* h + y^lfil. 2g£#fc. 
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■H-NMROClj) 6 :1. 16 (t, J=6. 8Hz. 3H) 1.25 (t. J=7. 2Hz, 3H) 2.98 (dd, J=8. 0, 
14.0Hz. 1H) 3.04 (dd, J =4. 8, 14.0Hz, 1H) 3.34 (da, J=6. 8, 9. 2Hz, 1H) 3.61 
(dq, J=6. 8, 9. 2Hz, 1H) 3. 98 (dd, J=4. 8, 8. 0Hz, 1H) 4. 05 (s. 3H) 4. 18 (q, J=7. 2Hz, 
2H) 6. 97 (d, J=8. 0Hz, 1H) 7. 47 (dd, J=2. 4, 8. 0Hz, 1H) 8. 06 (d, J=2. 4Hz, 1H) 



5- (3-xh + y-2-xh + y-3-^V7°a t°;W-2-y h*->$:MMM0. 58g£4- 
(hU y ;M-D ^y s J)VT 5 >0. 34g£N, N-y/WM75 H7mH3i$ 

«¥U MTy/y^^^^M 30m K h U XW5 >0. 27ml SrJO*.*:. 

&X^;M3:1) JgtH#li«kDx3\H/2-x b^->-3- (4-* h^~>-3- ( I [4- ( h U 7Jb 
rfra'^SMM ^>yJH75y|*M-;H 7x-iH 7°o/Vx- h0. 64g£t#fc 0 
'H-NMR (CDC 1 3) 5 : 1. 16 (t. J=6. 8Hz, 3H) 1.25 (t, J=7. 2Hz, 3H) 2.98 (dd, J=8. 0, 
14.0Hz. 1H) 3.04 (dd. J=4. 8, 14. 0Hz, 1H) 3. 34 (dq, J=6. 8. 9. 2Hz, 1H) 3.61 (dq, 
J=6. 8, 9.2Hz. 1H) 3.93 (s, 3H) 4.01 (dd. J =4. 8, 8.0Hz. 1H) 4.18 (q. J=7. 2Hz. 
2H) 4.73 (d, J=6. 0Hz, 2H) 6.91 (d, J=8. 0Hz, 1H) 7.37 (dd, J=2. 4, 8.0Hz, 1H) 
7.47 (d. J=8. 0Hz, 2H) 7.59 (d, J=8. 0Hz. 2H) 8.12 (d. J=2. 4Hz. 1H) 8.29 (m, 
1H) 



2-Xh^->-3-(4-^ h + y-3- ( I [4- ( h U 7Mo^^JH ^>yJH 7 
5y]*MxJH7xx;H -y°u)\J x- h0. 25g£^ y— ;Wmlfc:?g#U 1N?K 
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mti-hvo&zmiziiUTL. m.WLT*um*mftLtzo s^rg-s^^u \mm 

■J -5A«l, »»&«BEa*bT2-X v-3- (4-* h*~>-3- ( I [4- ( h U 7 

jm- □ * 3-M ^ > >*;U 75/1^ ;i/#-;w 7 izjh y □ a° >mo. 1 8g£*#fc 

'H-NMR (DMS0-d 6 ) 6:1.02 (t, J=7. 2Hz, 3H) 2.82 (dd. J=8. 0, 14.4Hz. 1H) 2.91 (dd. 
J=5. 2, 14. 4Hz. 1H) 3. 30 (dq, J=7. 2, 9. 6Hz. 1H) 3. 50 (dq. J=7. 2, 9. 6Hz, 1H) 
3. 86 (s, 3H) 3. 94 (dd. J=5. 2. 8. 0Hz. 1H) 4. 55 (d. J=6. 0Hz. 2H) 7. 05 (d. J=8. 0Hz. 
1H) 7.32 (dd. J=2.4. 8.0Hz, 1H) 7.52 (d. J=8. 0Hz, 2H) 7.61 (d. J=2. 4Hz. 1H) 
7. 68 (d. J=2. 4Hz. 2H) 8. 78 (t. J=6. 0Hz. 1H) 



lb) t [H«0^ffiT5- (3-x h 3r->-2--f V yo^+y-S-^V 7° □ tf 

■H-NMR (CDC 1 3 ) <5 :0. 94 (d. J=6. 0Hz. 3H) 1.15 (d, J=6. 0Hz. 3H) 1.26 (t. J=7. 2Hz. 
3H) 2. 93 (dd. J=8. 0, 14. 0Hz, 1H) 3. 02 (dd. J=4. 8. 14. 0Hz, 1H) 3. 52 (sept. 
J=6. 0Hz. 1H) 4.03 (dd. J=4. 8. 8.0Hz, 1H) 4.06 (s. 3H) 4.15-4.22 On, 2H) 6.98 
(d, J=8. 0Hz. 1H) 7.47 (dd. J=2. 4. 8.0Hz. 1H) 8.08 (d, J=2. 4Hz. 1H) 



mmm\ c) tm&<Dj5teVJL3 L )V2-' r y^D#+y-3-(4-^ h=*~>-3-(l[4-(h 

•H-NMR (CDC1 3 ) 6 :0. 96 (d, J=6. 0Hz. 3H) 1.15 (d, J=6. 0Hz, 3H) 1.25 (t. J=7. 2Hz. 
3H) 2.92 (dd, J=8. 0, 14. 0Hz. 1H) 3.01 (dd, J=4. 8. 14. 0Hz. 1H) 3.51 (sept. 
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J=6. OHz, 1H) 3.93 (s. 3H) 4.05 (dd. J =4. 8, 8.0Hz, 1H) 4.14-4.21 (m, 2H) 4.73 
(d. J=6. OHz, 2H) 6.90 (d, J=8. OHz, 1H) 7.37 (dd, J =2. 4, 8.0Hz. 1H) 7.47 (d, 
J=8. OHz, 2H) 7.59 (d, J=8. OHz, 2H) 8.13 (d, 1=2. 4Hz. 1H) 8. 30 (in, 1H) 



mmmi d) £mme>jj&'V2-<i v7u-#*is-z- u-* h^->-3-(i[4-(h u ?)v 

'H-NMR (DMSO-d 6 ) 6:0.89 (t. J=6. OHz, 3H) 1.03 (t, J=6. OHz, 3H) 2.76 (dd, J=8. 0, 
14.0Hz, 1H) 2.88 (dd, J -4. 8, 14. OHz, 1H) 3.48 (sept, J=6. OHz, 1H) 3.86 (s, 
3H) 3. 99 (dd, 1=4. 8, 8. OHz, 1H) 4. 55 (d, J=6. OHz, 2H) 7. 04 (d, J=8. OHz, 1H) 
7. 32 (dd, J=2. 4. 8. OHz, 1H) 7. 52 (d, J=8. OHz, 2H) 7. 62 (d, 1=2. 4Hz, 1H) 7. 68 
(d, J=8. OHz. 2H) 8.77 (t. J=6. OHz, 1H) 



mmm\b) tmrn^m^- (3-x h^->-2-tert-7>^->-3-^-^v7°a mm - 

2-^ h^y^lfi^llfc. 

'H-NMR (CDC 1 3 ) 6 : 1.02 (s. 9H) 1.25 (t, J=7. 2Hz. 3H) 2.85 (dd, J=8. 0. 14. OHz, 
1H) 2.95 (dd, J =4. 8, 14. OHz, 1H) 4.06 (s, 3H) 4. 10 (dd, J=4. 8, 8.0Hz. 1H) 4. 18 
(q, 1=1. 2Hz, 2H) 6. 98 (d, J=8. OHz, 1H) 7. 47 (dd, 1=2. 4, 8. OHz, 1H) 8. 07 (d, 
1=2. 4Hz, 1H) 




3SB0J3b) 
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§g^#Jl c) tfflMCDljife-V^JW-tert-y* l^>-3-(4-* b^~>-3- ( I [4- ( b U 
7Ma^JH^>viH75y|*M-;H 7x'JH 7'o/Vi-h^lfc, 
'H-NMR (CDC1 3 ) 5 : 1. 02 (s, 9H) 1.25 (t, J=7. 2Hz. 3H) 2.85 (dd, J=8. 0, 14.0Hz, 
1H) 2.95 (dd, J=4. 8. 14. 0Hz, 1H) 3.93 (s, 3H) 4. 10 (dd, J=4. 8, 8.0Hz, 1H) 4. 18 
(q, J=7. 2Hz, 2H) 4. 73 (d, J=6. OHz, 2H) 6. 90 (d, J=8. OHz. 1H) 7. 37 (dd, J=2. 4, 
8.0Hz, 1H) 7. 47 (d. J=8. OHz, 2H) 7.59 (d, J=8. OHz, 2H) 8.13 (d. J=2. 4Hz, 1H) 
8. 29 (m. 1H) 



d) £l^©73&T-2-tert-y h*->-3-(4-* h + y-3-(([4-(h'J 7 )V* 

■H-NMR (DMS0-d 6 ) 6 :0. 94 (s, 9H) 2.70 (dd, J=8. 8, 13. 2Hz. 1H) 2.83 (dd. J =4. 4. 
13.2Hz. 1H) 3.86 (s. 3H) 4.01 (dd. J=4. 4. 8. 8Hz. 1H) 4.56 (d. J=6. OHz. 2H) 
7.04 (d. J=8. OHz, 1H) 7.31 (dd. J=2. 0, 8.0Hz. 1H) 7.52 (d. J=8. OHz. 2H) 7.63 
(d. J=2. OHz, 1H) 7. 68 (d, J=8. OHz, 2H) 8. 77 (t, J=6. OHz, 1H) 



'H-NMR (CDC 1,) <5 : 1.31 (t, J=7. 2Hz, 3H) 2.95 (dd, J=8. 0. 14. OHz, 1H) 3.12 (dd, 
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J=4. 8. 14. OHz, 1H) 4. 06 (s, 3H) 4. 23 (q, J=7. 2Hz, 2H) 4. 40 (dd, J=4. 8. 8. 0Hz, 
1H) 6.98 (d, J=8. OHz, 1H) 7.47 (dd. J=2. 4, 8.0Hz, 1H) 8.01 (d. J=2. 4Hz, 1H) 
5fcflS0»J4c) 



O O 




mmm\ c) £l^<D73&TX5f;i/2-t Fo^y-3-(4-^ h*->3-(l[4-(MJ 7 

•H-NMR (CDC1 3 ) <5 : 1.31 (t, J=7. 2Hz, 3H) 2.95 (dd, J=8. 0, 14. OHz, 1H) 3.15 (dd, 
J=4. 8, 14. OHz, 1H) 3. 92 (s, 3H) 4. 23 (a, J=7. 2Hz, 2H) 4. 40-4. 43 (in, 1H) 4. 73 
(d, J=6. OHz, 2H) 6.92 (d, J=8. OHz, 1H) 7.37 (dd, J=2. 4, 8.0Hz, 1H) 7.47 (d, 
J=8. OHz, 2H) 7. 59 (d, J=8. OHz, 2H) 8. 08 (d, J=2. 4Hz, 1H) 8. 28 (m, 1H) 



o o 




mmmi d) tmm<D^m-c2-h ho^->-3-(4-^ h=^>-3-d(4-(b u yji^ru 

■H-NMR (DMSO-ds) <5 : 2.75 (dd, J=8. 0. 14. OHz, 1H) 2.90 (dd, J=4. 8, 14. OHz. 1H) 

3. 86 (s, 3H) 4. 08 (dd. J=4. 8, 8. OHz, 1H) 4. 55 (d, J=6. OHz, 2H) 7. 05 (d, J=8. OHz, 

1H) 7. 32 (dd, J=2. 4. 8. OHz, 1H) 7. 52 (d, J=8. OHz, 2H) 7. 62 (d, J=2. 4Hz. 1H) 

7. 68 (d, J=8. OHz. 2H) 8. 77 (t. J=6. OHz, 1H) 



o o 




»jlb) t|fi^©^T5-[2-(xh^">^;i/^-;i/) "7"5 L ;H-2-^ h^~>3c 
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•H-NMR (CDCI3) 6 :0. 92 (t, J=7. 6Hz. 3H) 1.17 (t. J=6. 8Hz, 3H) 1.51-1.70 (m, 2H) 
2.54-2.60 (m. 1H) 2.75 (dd, J=6. 4, 13. 6Hz, 1H) 2.91 (dd, J=8. 4, 13. 6Hz, 1H) 
4.02-4.10 (id. 2H) 4.05 (s, 3H) 6.96 (d, J=8. 0Hz, 1H) 7.37 (dd, J=2. 4, 8.0Hz, 
1H) 8. 00 (d, J=2. 4Hz, 1H) 



o o 




c) trnmcD^mn-jL^M- [4-/ (i [4- 1 h u 7^to^^ m 

'H-NMR (CDC1 3 ) 5 :0. 91 (t, J=7. 6Hz, 3H) 1.-18 "(t. J=6. 8Hz, 3H) 1.51-1.70 (m, 2H) 
2.54-2.61 (m, 1H) 2.75 (dd, J=6. 4, 1 3. 6Hz. 1H) 2.92 (dd, J-8. 4. 13. 6Hz. 1H) 
3. 92 (s, 3H) 4. 04-4. 15 (in. 2H) 4. 73 (d. J=6. 0Hz. 2H) 6. 89 (d. J=8. 0Hz, 1H) 
7. 26 (dd. J=2. 4. 8. 0Hz, 1H) 7. 47 (d. J=8. 0Hz. 2H) 7. 59 (d. J=8. 0Hz. 2H) 8. 05 
(d, J=2. 4Hz, 1H) 8. 30 (m, 1H) 
«#J5d) 



O O 




jHTsyi ^y-JM >m%nfz a 

'H-NMR (DMS0-d 6 ) 5 : 0. 84 (t, J=7. 2Hz, 3H) 1.43-1.49 (m. 2H) 2.38-2.43 (m. 1H) 
2. 64 (dd, J=6. 0. 13. 6Hz, 1H) 2. 75 (dd. J=8. 8, 13. 6Hz. 1H) 3. 85 (s. 3H) 4. 54 
(d, J=6. 4Hz, 2H) 7. 04 (d, J=8. 0Hz. 1H) 7. 27 (dd, J=2. 4, 8. 0Hz, 1H) 7. 52 (d, 
J=8. 0Hz, 2H) 7. 55 (d, J=2. 4Hz. 1H) 7. 68 (d. J=8. 0Hz. 2H) 8. 78 (t. J=6. 4Hz, 
1H) 
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o 



■H-NMR (CDC 1 3 ) d : 1.14 (t, J=6. 8Hz, 3H) 2.56 (t, J=7. 2Hz, 2H) 2.88 (t. J=7. 2Hz, 
2H) 3. 98 (s, 3H) 4. 06 (a. J=6. 8Hz, 2H) 6. 92 (d, J=8. 0Hz, 1H) 7. 37 (dd, J=2. 4, 
8. OHz, 1H) 7. 98 (d. J=2. 4Hz. 1H) 



H#£#J1 c) t^=fi^^fe-trx^;i/3-[4-^ h^y-3-(|[4-(h l J7J^n^fjH 

"H-NMR (CDCI3) 6 : 1. 12 (t, J=6. 8Hz. 3H) 2.60 (t, J=7. 2Hz, 2H) 2.95 (t. J=7. 2Hz, 

2H) 3.92 (s, 3H) 4.11 (q, J=6. 8Hz. 2H) 4.73 (d, J=6. OHz, 2H) 6.90 (d, J=8. OHz, 

1H) 7. 26 (dd, J=2. 4. 8. OHz, 1H) 7. 47 (d, J=8. OHz, 2H) 7. 59 (d, J=8. OHz. 2H) 
8. 07 (d, J=2. 4Hz, 1H) 8. 30 (m, 1H) 



WJ1 d) tmffi(Dj5&T'3-{4-* h^y-3-(l[4-(hU y)V^ru^M 



mt^j) t))v^-)V) 7x-jh 7°un>m*nfc* 

'H-NMR (DMSO-dg) 5:2.48 (t. J=7. 2Hz, 2H) 2.76 (t, J=7. 2Hz. 2H) 3.85 (s, 3H) 4.54 

(d, J=6. 4Hz, 2H) 7.04 (d, J=8. OHz, 1H) 7.31 (dd, J=2. 4, 8.0Hz. 1H) 7.51 (d. 

J=8. OHz, 2H) 7. 57 (d. J=2. 4Hz, 1H) 7. 68 (d, J=8. OHz, 2H) 8. 78 (t, J=6. 4Hz, 
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1H) 




mmmi cii^wt-i^ 2-ih+->-3-[4-^ h^r->-3-(i((i-^^;p- 

1H-2 — T > KU;W ^?JW75y)*M-JH 7ocn;H ^D/Vl-b^c. 
■H-NMR (CDCI3) 5 :1. 16 (t. J=6. 8Hz, 3H) 1.25 (t, J =7. 2Hz, 3H) 2.98 <dd, J=8. 0, 
14.0Hz. 1H) 3.04 (dd. J =4. 8, 14. 0Hz, 1H) 3.34 (da. J=6. 8, 9. 2Hz, 1H) 3.61 (dq, 
J=6. 8, 9.2Hz, 1H) 3.74 (s, 3H) 3.84 (s, 3H) 4.01 (dd, J =4. 8, 8.0Hz, 1H) 4.18 
(a, J=7. 2Hz. 2H) 4.87 (d, J=6. 0Hz, 2H) 6. 87 (d, J=8. 0Hz, 1H) 6.90 (s, 1H) 7.11 
(dd. J=0. 8, 8.0Hz, 1H) 7.20 (dd, J=0. 8, 8. 0Hz, 1H) 7.30 (d, J=8. 0Hz, 1H) 7.37 
(dd, J=2.4. 8.0Hz, 1H) 7.59 (d, J=8. 0Hz, 1H) 8.10 (m. 1H) 8.12 (d, J=2. 4Hz, 
1H) 

H»J7d) 




d) <h|i^<Z>#?£T2-xl^>-3-[4-* b^>-3-(l[(l-;Wl'-lH-2— f 

■H-NMR (DMSO-de) 5:1.03 (t, J=6. 8Hz, 3H) 2.83 (dd, J=7. 2, 14. 0Hz, 1H) 2.91 (dd, 
J=4. 8, 14. 0Hz, 1H) 3. 30 (da, J=6. 8, 9. 6Hz, 1H) 3. 50 (dq, J=6. 8, 9. 6Hz, 1H) 
3. 74 (s. 3H) 3. 84 (s, 3H) 3. 94 (dd, J=4. 8, 7. 2Hz, 1H) 4. 67 (d, J=5. 6Hz, 2H) 
.6. 35 (s, 1H) 6. 97 (dd, J=0. 8, 8. 0Hz, 1H) 7. 04 (d, J=8. 0Hz, 1H) 7. 09 (dd, J=0. 8, 
8.0Hz, 1H) 7.31 (dd, J=2. 0, 8.0Hz, 1H) 7.39 (d, J=8. 0Hz, 1H) 7.46 (d. J=8. 0Hz. 
1H) 7.61 (d, J=2. 0Hz, 1H) 8.57 (t, J=5. 6Hz, 1H) 
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MMZc) 




mmm\ c) tmm<Dj5&-?:JL^)l 3-[3-(l[y^P^y;WfJH75;i^^ 
^-;W-4-^ h^y7i"JW- Z-xh^D/Vx-h^lfc. 
'H-NMR (CDC1 3 ) 5:0.95-1.07 (m, 2H) 1.16 (t, J=6. 8Hz, 3H) 1.16-1.25 (m, 3H) 1.25 
(t, J=7. 2Hz, 3H) 1. 50-1. 80 (m, 6H) 2. 98 (dd, J=8. 0, 14. 0Hz, 1H) 3. 04 (dd, J=4. 8, 
14. OHz, 1H) 3. 30 (t. J=6. 4Hz. 2H) 3. 34 (dq, J=6. 8, 9. 2Hz, 1H) 3. 61 (dq, J=6. 8, 
9.2Hz, 1H) 3.94 (s, 3H) 4.01 (dd. J -4. 8, 8.0Hz, 1H) 4.18 (q, J=7. 2Hz, 2H) 6.87 
(d, J=8. 0Hz, 1H) 7. 37 (dd, J=2. 4, 8. OHz. 1H) 7. 90 (m, 1H) 8. 08 (d, J=2. 4Hz, 
1H) 



Y*is7 ^~M- 2-xh^y7°nA>^§#fc 0 
'H-NMR (DMS0-d 6 ) 6 :0. 89-0. 95 (m, 2H) 1.03 (t, J=7. 2Hz, 3H) 1.14-1.20 (in, 3H) 
1.45-1.70 (m, 6H) 2.81 (dd, J=8. 0, 14.0Hz, 1H) 2.90 (dd, J=5. 2, 14. OHz, 1H) 
3.10 (dd. J=6. 4, 6.4Hz, 2H) 3.30 (dq, J=7. 2, 9. 6Hz, 1H) 3.50 (dq, J=7. 2, 9. 6Hz, 
1H) 3. 83 (s, 3H) 3. 93 (dd, J=5. 2, 8. OHz, 1H) 7. 02 (d, J=8. OHz, 1H) 7. 28 (dd, 
J=2. 4, 8. OHz, 1H) 7. 57 (d, J=2. 4Hz, 1H) 8. 07 (t, J=6. 4Hz, 1H) 
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2-7 5 7-3-^ h^v ( I [4- ( h 'J 7 Jl^ra ^)V) ^>yJH7 5 J}±> 
M-jH7i-JH bO. 25g&ck^M0. 12ml^^na*^A8mH3 

->-3-(|[4- (HJ y)V^TU^)V) 1>i?M 7571 ;M 7xZJV]-2-7°D 

#+y7'DAVX-hO. 18g£#fc„ 

•H-NMR(CDClj) 5 :0. 84 (t, J=7. 2Hz, 3H) 1.55 (tq, J=6. 8, 7. 2 Hz, 2H) 2. 98 (dd, 
J=8. 0, 14.0Hz, 1H) 3.04 (dd. J =4. 8, 14. OHz. 1H) 3.21 (dt, J=6. 8, 8. 8Hz, 1H) 
3.53 (dt, J=6. 8. 8.8Hz, 1H) 3.73 (s, 3H) 3.93 (s, 3H) 4.02 (dd, J =4. 8. 8.0Hz. 
1H) 4.73 (d. J=6. OHz. 2H) 6.91 (d. J=8. OHz. 1H) 7.36 (dd, J=2. 4, 8.0 Hz, 1H) 
7.47 (d, J=8. OHz, 2H) 7.59 (d, J=8. OHz, 2H) 8.10 (d, J=2. 4Hz. 1H) 8.29 (m, 
1H) 



*^)V 3- [4-* b=^>-3- ( I [4- ( h U 7Mn^?JH ^>yJH7S; 1 
zJH7x-JH-2-7'a^y^o/Vx-hO. 18g£^ & j — )Vlm\\zmMV , IN 

U "7A«L, *&$&£MJBE§£LT3-[4-^ h^~>-3- ( I [4- ( h U 7Mo^f 
;W^>> ? JW 7^J\t))V-$-M 7x-JH-2-7"0^^y70/O^0. 15g£#fco 
■H-NMR (DMSO-d 6 ) a : 0. 76 (t, J=7. 2Hz, 3H) 1.41 (to, J=6. 4, 7. 2Hz. 2H) 2.82 (dd, 
J=8. 0, 14.4Hz. 1H) 2.91 (dd. J=4. 8, 14. 4Hz, 1H) 3.17 (dt, J=6. 4, 9. 2Hz, 1H) 
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3.43 (dt. J=6.4. 9.2Hz. 1H) 3.86 (s. 3H) 3.92 (dd, J =4. 8. 8.0Hz, 1H) 4.55 (d, 

J=6. OHz. 2H) 7. 05 (d, J=8. OHz, 1H) 7. 32 (dd, J=2. 4, 8. 0 Hz, 1H) 7. 52 (d, J=8. OHz, 

2H) 7.61 (d, J=2.4Hz, 1H) 7.68 (d, J=8. OHz, 2H) 8.78 (t, J=6. OHz, 1H) 

mmmio 



o o 




mmm a) tmm<D^mx^^)v 2-7* h +y-3- [4-/ h+->-3- 1 1 h- t h u 7ji^ 

JrutJ-M 1>&M 75.;} ZDlstf-Jl) 7x"JH 7*D7\7l-h^lfe. 
'H-NMR (CDC1 3 ) 5:0.84 (t. J=7. 2Hz, 3H) 1.25-1.32 (m, 2H) 1.46-1.55 (m. 2H) 2.98 
(dd. J=8. 0, 14.0Hz. 1H) 3.04 (dd, J =4. 8, 14. OHz. 1H) 3.25 (dt, J=6. 8. 8. 8Hz. 
1H) 3.55 (dt, J=6. 8. 8. 8Hz. 1H) 3.73 (s. 3H) 3.93 (s, 3H) 4.01 (dd. J=4. 8, 
8.0Hz. 1H) 4.73 (d. J=6. OHz. 2H) 6.91 (d. J=8. OHz, 1H) 7.35 (dd, J=2. 4. 8.0 
Hz, 1H) 7.47 (d, J=8. OHz. 2H) 7.59 (d. J=8. OHz, 2H) 8.10 (d. J=2. 4Hz. 1H) 8.29 
(m, 1H) 
HJfcflllOb) 



O O 




H56#J9b) tmffi(Dj5&T'2-7 h^~>-3- [4-* h*->-3- ( I [4- ( MJ 7)\,*n* 
=$-M *> S SM 7 5 71 M 7i'JH 7"0^>i^#fc. 

'H-NMR (DMS0-d 6 ) «5 :0. 77 (t. J=7. 2Hz. 3H) 1.15-1.25 (m, 2H) 1.32-1.41 (m, 2H) 
2.82 (dd, J=8. 4, 14.0Hz, 1H) 2.91 (dd, J=4. 8, 14. OHz, 1H) 3.20 (dt. J=6. 4. 
9.2Hz, 1H) 3. 46 (dt. J=6. 4. 9. 2Hz, 1H) 3.86 (s. 3H) 3.90 (dd. J=4. 8. 8. 4Hz. 
1H) 4. 55 (d, J=6. OHz, 2H) 7. 05 (d. J=8. OHz. 1H) 7. 32 (dd. J=2. 4. 8. 0 Hz, 1H) 
7.52 (d, J=8. OHz. 2H) 7.61 (d, J=2. 4Hz, 1H) 7.68 (d, J=8. OHz. 2H) 8.77 (t. 
J=6. OHz. 1H) 
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ffiWMa) 




O 



mMM9 a) tmmcDjSfe-rs^^Jl 2-z/t7W\*i/)V**^-Z-[A-* h*->-3- 
( [ [4- ( h U 7)V*U*?-M ^>yJH75y|*M^JH7x-JH 7"DA7l- 

'H-NMR (CDC1 3 ) 5:0.80 (dd, J=6. 4, 16. 0Hz. 1H) 1.08-1.90 (m. 9H) 2.96 (dd, J=8. 0, 
14.0Hz, 1H) 3.02 (dd, J =4. 8, 14. 0Hz, 1H) 3.14-3.21 (m, 1H) 3.73 (s, 3H) 3.93 
(s, 3H) 4.10 (dd, J=4. 8, 8.0Hz, 1H) 4. 73 (d. J=6. OHz, 2H) 6.91 (d, J=8. 0Hz, 
1H) 7. 36 (dd, J=2. 4, 8. 0 Hz, 1H) 7. 47 (d, J=8. 0Hz, 2H) 7. 59 (d. J=8. 0Hz, 2H) 
8. 10 (d, J=2. 4Hz, 1H) 8. 29 (m, 1H) 



HM#J9b) £mt£<Djj&-€2-: [4-^ h^f~>-3- ( I [4- ( h 
'J 7MD ^fJW ^>yJW 75 y I *M-JW 7x"JH 7° ny\°>^£#£: 0 
'H-NMR (DMS0-d 6 ) <5 :0. 75 (dd, J=6. 4, 16. 0Hz, 1H) 1.00-1.71 (m, 9H) 2.78 (dd, 
J=8. 0, 14.0Hz, 1H) 2.89 (dd, J=4. 8, 14. 0Hz, 1H) 3.18-3.23 (ra. 1H) 3.86 (s, 
3H) 4. 03 (dd, J=4. 8, 8. 0Hz, 1H) 4. 55 (d, J=6. 0Hz, 2H) 7. 05 (d, J=8. 0Hz, 1H) 
7.33 (dd, J=2. 4, 8. 0 Hz, 1H) 7.52 (d, J=8. OHz, 2H) 7.63 (d, J-2. 4Hz, 1H) 7.67 
(d, J=8. OHz, 2H) 8. 77 (t, J=6. OHz, 1H) 

mmmm) 



Will lb) 
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CFz - ^ O 

mi&M9 a) tmm.(D^mX'^^)l 3- [4-^ h + ( I [4- ( h 'J 7JPt □ ^fJH 
^>yJH75;)^M-JW 7i^]-2- (2, 2. 2- h U 7Mdi h^v") 

■H-NMR (CDCI 3 ) <5 : 3. 04 (dd. J=8. 0, 14. 0Hz, 1H) 3. 15 (dd. J =4. 8. 14. 0Hz, 1H) 3. 67 
(dd, J=8.8. 12.0Hz. 1H) 3.73 (s, 3H) 3.93 (s, 3H) 4.03 (d, J=8. 8. 12. 0Hz. 1H) 
4.20 (dd, J=4. 8, 8.0Hz, 1H) 4.73 (d, J=6. 0Hz, 2H) 6.91 (d, J=8. 0Hz, 1H) 7.36 
(dd, J=2.4, 8.0Hz, 1H) 7.47 (d, J=8. 0Hz, 2H) 7.59 (d, J=8. 0Hz. 1H) 8.10 (d, 
J=8. OHz. 2H) 8.29 (m, 1H) 

mmmm) 

o o 




CF 3 " ^ o 

mmm%) tmm(Dj5&-c2-[4-* h ^ y-3- ( i [4- ( h u 7 □ / ^ jw ^ > y 

;H75 71*M-JW 7I-JH -2- (2, 2, 2- h'J7Moi h^~» 7°unym* 

'H-NMR (DMS0-d 6 ) 6 :2. 92 (dd, J=8. 0, 14.0Hz, 1H) 3.01 (dd, J=4. 8. 14. OHz. 1H) 
3.87 (s. 3H) 4.03 (dd, J=8. 8. 12. OHz, 1H) 4.11 (d, J=8. 8. 12. OHz, 1H) 4.26 
(dd, J=4. 8, 8.0Hz, 1H) 4.55 (d, J=6. 4Hz, 2H) 7.06 (d, J=8. OHz, 1H) 7.31 (dd, 
J =2. 4. 8.0Hz, 1H) 7.52 (d, J=8. OHz, 2H) 7.61 (d, J=2. 4Hz. 1H) 7.68 (d. J=8. OHz. 
2H) 8.78 (t, J=6. 4Hz, 1H) 

HMM13 
»#J13a) 
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HSS#J9 a) tmm<D%fe-e*?-)V HV7h + y-3-[4-> b*->-3- ( I [4- ( b U 

'H-NMR (CDC1 3 ) 6 :0. 82 (d. J=6. 4Hz, 6H) 1.80 (tq, J=6. 4, 6. 4Hz, 1H) 2.98 (dd, 
J=8. 0, 14. OHz, 1H) 2. 99 (dd, J=6. 4, 8. 8Hz, 1H) 3. 04 (dd. J=4. 8, 14. OHz, 1H) 
3. 36 (dd, J=6. 4, 8. 8Hz, 1H) 3. 72 (s, 3H) 3. 93 (s, 3H) 4. 00 (dd, J=4. 8, 8. OHz, 
1H) 4.73 (d, J=6. OHz, 2H) 6.91 (d, J=8. OHz, 1H) 7.36 (dd. 1=2.4. 8. 0 Hz. 1H) 
7.47 (d, J=8. OHz. 2H) 7.59 (d. J=8. OHz. 2H) 8.10 (d. J=2. 4Hz, 1H) 8.29 (m. 
1H) 



nmmw tmmo^&^-i y7*^y-3- [4-* h^->-3- ( 1 [4- ( h u yji^r 

'H-NMR (DMSO-d 6 ) 5 : 0. 74 (d, J-6. 4Hz, 6H) 1.67 (tq, J=6. 4, 6. 4Hz. 1H) 2.82 (dd, 
J=8. 0, 14. 4Hz, 1H) 2. 92 (dd, 1=4. 8, 14. 4Hz, 1H) 2. 96 (dd. J=6. 4, 8. 8Hz. 1H) 
3. 26 (dd, J=6. 4, 8. 8Hz, 1H) 3. 86 (s. 3H) 3. 90 (dd. 1=4. 8. 8. OHz. 1H) 4. 55 (d, 
J=6. OHz, 2H) 7.04 (d, J=8. OHz, 1H) 7.32 (dd, 1=2. 4, 8.0 Hz, 1H) 7.51 (d. J=8. OHz. 
2H) 7. 62 (d. 1=2. 4Hz. 1H) 7. 67 (d, J=8. OHz, 2H) 8. 76 (t, J=6. OHz, 1H) 

mmm\4 
mmm\4a) 



JL^-)V2- (^X^l^X* 'J )V) -2— T V y'n tf;l/7-fe^- b 1. 5g£-x h 7 t F □ 
yy>\Qm\lzmmi^ ^TTeO^Jc^t^bU^AO. 22g*m^fz<, fcmifc&Ktf; 
-fX'2Q^mmWVtz^ 4-* h^->-3-- hD^>X7Jl/^*h HO. 88g£in7t, ^lEk 
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;i/ (9:1) ^ttS^H«t f (4-* h^>-3-x h □ y xx 

;W -2-7°DA7x- hO. 85g^E-Z?gDDT-#fe 0 

•H-NMR (CDC1 3 ) <5 : 1. 17+1. 37 (t. J=6. 0Hz, 3H) 1. 27+1. 31 (d, J=6. OHz, 6H) 

3. 94+3. 98 (s. 3H) 4. 17+4. 28 (q, J=6. OHz, 2H) 6. 10+6. 88 (s, 1H) 7. 00+7. 06 (d, 

J=8. OHz, 1H) 7. 40+7. 91 (dd, J=8. 0, 2.0Hz, 1H) 7. 75+8. 37 (d, J=2. OHz, 1H) 



hO. 85g£x^/— ;H5ilfcJg«¥U lOKA'^i^Aj^fiO. 3g£fln*-, 7j<^#ffl^;T 
T4P#p B lit#L;t 0 M££»ffiUg*ll£«JES55bfc:Sfe, ii^y'J^^M^A 
^□Yh^*77^ -fctfU ^1+->-gfmx^;U (6:1) ^HJ^i®«t D x^-3- (3- 
7 5 7-4-^ h^->7i^H-2-'f77 P P*+y7 t P/VX- hO. 72g£#7c 0 
'H-NMR (CDC 1 3 ) 5 : 1. 00 (d, J=6. OHz, 3H) 1. 15 (d, J=6. OHz, 3H) 1. 24 (t, J=6. OHz, 
3H) 2. 83 On, 2H) 3. 50 (da, J-6. 4. 6. 4Hz, 1H) 3. 81 (s, 3H) 4. 00 (dd, J=8. 4. 
4. 8Hz, 1H) 4. 17 (q. J=6. OHz, 2H) 6. 60 (dd, J=8. 0, 2.0Hz, 1H) 6. 67 (d, J=2. OHz, 
1H) 6. 70 (d. J=8. OHz, 1H) 



X?Jh3-(3-7 5;-4-^ h + y7iXJH-2-fV7'D^y7 , o;VX- h 
0. 3g£(a, a, a- h U 7^n-p- h U M Bt&O. 218g£^ h 7 t h*a7^>7ml(z 
Jg#FU #;i/#x;W5M S^'Z-M 22g<h h 'JlfJI/75 >0. 23ml£inA, 50*0 
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£ : s U t) tf)Vt) 7A^DTh^77^-l:#b> ^^r-tJ- >-Mx^;i/ (6:1)8? 
fcH#iSJ: t) X^-2-f V7°D^ + y-3- [4-* h^>-3- (4- h U 7)V*u*^)\,7 
i-;i/7tW5y)7xz;H 7°D/VI- HO. 34g£#fc„ 
'H-NMR (CDC 1 3 ) 5:0.95 (d. J=6. OHz, 3H) 1. 10 (d. J=6. OHz. 3H) 1. 22 (t, J=7. 2Hz, 
3H) 2. 83 (dd, J = 14. 0, 6.0Hz, 1H) 2. 93 (dd. J=14. 0, 4. 4Hz, 1H) 3. 48 (da. J=6. 0. 
6.0Hz, 1H) 3. 73 (s, 3H) 3. 78 (s, 2H) 4. 02 (dd. 1=7.6. 4. 4Hz, 1H) 4. 15 (a. 
J=8. OHz, 2H) 6. 72 (d. J=8. OHz, 1H) 6. 91 (dd, J=8. 0. 2.0Hz, 1H) 7. 46 (d. 
J=8. OHz, 2H) 7. 64 (d, J=8. OHz. 2H) 7. 73 (s. 1H) 8. 24 (d. J=2. OHz. 1H) 
HWyi4d) 




x^;U-2--f V^P^^v-3- (4-* h^>-3- (4- h U 7^tP^^7i-;V7 
iz^^T^y) 7i=JW7*D/VX-bO. 34g^x^ y — ;WmlK:Jg#U 5N7KBSHt 
7"bU-7A0. 28ml£JnA, £ia*C4PSH$JS#l/;fc. JKJ&ill'&&l2:*?&U lNifiBlTf 
*fqbfc&W»X?\>UT}fifflbfc. ^r«IS*fiSfB^ifi*T?Jfe#b, ^*«S^hU 
7A«l, *«E*»BE«5febT2--f y^P#^->-3-(4-^ h * v-3- I [2- (4- h 
U 7MD/fjH 7i"JH 7tf;H757) 7x-Jl/7'DA>iO. 28g^: : ( ; #7c:o 
'H-NMR (CDC1 3 ) 6 : 1. 06 (d, J=6. OHz. 3H) 1. 15 (d, J=6. OHz. 3H) 2. 89 (dd. J=14. 0. 6.0Hz. 
1H) 3. 06 (dd. J=14. 0. 4. 4Hz. 1H) 3. 58 (dq, J=6. 0. 6. OHz. 1H) 3. 75 (s, 3H) 3. 80 (s. 
2H) 4. 13 (dd. J=7. 6. 4. 4Hz, 1H) 6. 74 (d, J=8. OHz, 1H) 6. 90 (dd, J=8. 0, 2.0Hz, 
1H) 7. 48 (d. J=8. OHz, 2H) 7. 65 (d, J=8. OHz, 2H) 7. 73 (s. 1H) 8. 26 (d. J=2. OHz, 1H) 
SMM15 
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c) tmM<Dj5m\z£K), T V:7"d#*->-3-(4-;* h3^>-3- 

)V)7°un; jL-v*ntzo 

'H-NMR (CDCI3) <5 :0. 96 (d, J=6. OHz, 3H) 1. 13 (d. J=6. OHz, 3H) 1. 24 (t, J=7. 2Hz, 
3H) 2. 40 (s, 3H) 2. 87 (dd, J= 14. 0, 8. 8Hz, 1H) 2. 95 (dd, J=14. 0, 8. 8Hz, 1H) 
3. 50 (dq, J=6. 4, 6. 4HZ, 1H) 3. 63 (s, 2H) 3. 75 (s. 3H) 4. 04 (dd, J=8. 4, 4. 8Hz, 
1H) 4. 17 (q, J=7. 2Hz, 2H) 6. 73 (d, J=8. OHz, 1H) 6. 90 (dd, J=8. 0, 2.0Hz, 1H) 
7. 47 (in, 3H) 8. 08 (m, 2H) 8. 33 (d. J=2. OHz, 1H) 9. 42 (s, 1H) 



mmmu <n tmmommz^v, y 7°D^+y-3- (4-/ 1 (2- (5- 

'H-NMR (CDCI3) <5 : 1. 07 (d, J=6. OHz, 3H) 1. 15 Id. J=6. OHz, 3H) 2. 40 (s, 3H) 
2. 89 (dd. J=14. 0, 8. 8Hz. 1H) 3. 09 (dd, J=14. 0, 8. 8Hz, 1H) 3. 58 (dq, J=6. 4. 
6. 4HZ, 1H) 3. 63 (s, 2H) 3. 75 (s. 3H) 4. 14 (dd, J=8. 4. 4. 8Hz, 1H) 6. 75 (d, 
J=8. OHz, 1H) 6. 88 (dd. J=8. 0, 2.0Hz, 1H) 7. 46 (m, 3H) 8. 08 (m. 2H) 8. 33 (d, 
J=2. OHz, 1H) 9. 46 (s. 1H) 



jl^)12- (^x^MM^^'J M -2— f V 7°o t'il/7-feT- h 1. 6g£7 h7t Ho 
7 5>30mll::i&fi¥U KftTT* mykmiti- h U -7 AO. 24g£Jn*_fco KJiS*SS:3k?& 
TT30#ffi£#Lfc^ tert-:7>;i/5-*;i^;i,-2->; h^y^>'/x- hi. 2g£in 




<S3£#J16a) 
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TttWLfc. *r«/iS:«Sjftifti*[*T«c»L, fczk«ifc^*->£AT«;»u mm 

mMX-^Jl (3:1) ^Hi^-iaJ: D tert-:/^;^- (3-x h^>-2—r yyo^v-S-^ 
^y-i-y°n^-;u)-2-^ h^->^>7*x- H. 5g£E-Zrg D 0 Tlffco 
'H-NMR (Z- isomer, CDC 1 3 ) 6 : 1. 28 (d, J=6. 4Hz, 6H) 1.36 (t, J=7. 2Hz, 3H) 1. 59 (s, 
9H) 3.91 (s, 3H) 4.29 (q, J=7. 2Hz, 2H) 4.41 (sept, J=6. 4Hz, 1H) 6.92 (d, J=8. 0Hz, 
1H) 6. 96 (s, 1H) 7. 85 (dd. J=2. 4, 8. 0Hz, 1H) 8. 26 (d, J-2. 4Hz, 1H) 

o o 



tert-^^5- (3-x h^>-2-f V7°P^^>-3-^^V-l-yD^x;W -2-^ h 
^~>^>7'x-b0. 3g£>^nD^>2. 5mHc:i§«¥U MTh'J :7;i^ngm 
1. 2ml£Snx.> ^-©^^7k^T2Bt^»Lfeo SJ^rg^r#)^ h;ux>30ml^in^^ 

7^r-tWU ^iJ" >-»ixfJP (2 : 1) mttiftWiJ: V 5- [ (Z) -3-X h ^>-2--f V 
7°n^i/-Z-jr*y-\-7°u^-M-l-* h^~>^,&#^65mg^#fco 
'H-NMR (CDC1 3 ) .6 :1. 30 (d. J=6. 4Hz, 6H) 1.36 (t, J=7. 2Hz, 3H) 4.09 (s, 3H) 4.29 
(q, J=7. 2Hz, 2H) 4.47 (sept, J=6. 4Hz, 1H) 6.96 (s, 1H) 7.05 (d, J=8. 0Hz, 1H) 
8.18 (dd, J=2. 4, 8.0Hz, 1H) 8.57 (d, J=2. 4Hz, 1H) 



5- [ (E) -3-x h^>--2-< V 7°ny£* ~>-3-^ y-l-^o^xjH -2-^ h^~>^ 
,gJM65mg<h4-(h U 7 )V3r □ *^)\>) ^>i/)V7 5 >37mg£N, N-i^^U^A 
75 FlmHc^b, 7k^T->7y*7,/K>^^x^;i/33lJK h U x^;i/7 5 >30Ml 
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^y-mm^)v (5:i) mta^m^K)^^ (z) -2— r [4-^ 
->-3- (i[4-(hU7Mo^ ^ > >un 7$;i* iv-fc-M ?^~M -1-7° □ 

'H-NMR (CDC 1 3 ) <5 : 1. 30 (d, J=6. 4Hz, 6H) 1.36 (t, J=7. 2Hz, 3H) 3.97 (s, 3H) 4.29 
(q, J-7. 2Hz, 2H) 4.47 (sept, J=6. 4Hz, 1H) 4.75 (d, J=6. 0Hz, 2H) 6.99 (d, J=8. 0Hz. 
1H) 7.01 (s, 1H) 7.47 (d, J=8. 0Hz, 2H) 7.60 (d, J=8. 0Hz, 2H) 8.12 (dd. J=2. 4. 
8. 0Hz, 1H) 8. 18 (m, 1H) 8. 57 (d. J=2. 4Hz. 1H) 



JL^Jl (Z) -2--f V 7°n#* ->-3- [4-^ h + ~>-3- (|[4-(h'J7 ;M" u * ^ 
> i?M 7^J\t) )V#-M 7 x - M -2-7D^ J X- h 77mg£ ^ ^ J -;i/2ml \Z 

MyktirMi- h U 7ATSiL> mm^MZ^VX (Z) -2—f v7o#+y-3- [4-^ 
h ^ ->-3- ( I [4- ( h U 7Md^ 3-M ^>~JMT^J\t> JM* —M 7i'JH -2- 
:7°D^>^44mg£#fc. 

'H-NMR (DMS0-d 6 ) 5: 1.17 (d, J=6. 4Hz, 6H) 3.90 (s. 3H) 4.46 (sept, J=6. 4Hz, 1H) 
4.56 (d, J=6. 4Hz. 2H) 6.90 (s, 1H) 7.15 (d, J=8. 8Hz. 1H) 7.53 (d, J=8. 0Hz, 
2H) 7. 68 (d, J=8. 0Hz, 2H) 7. 87 (dd. J=2. 4. 8. 8Hz, 1H) 8. 30 (d, J=2. 4Hz, 1H) 
8. 82 (m, 1H) 




mmm) 



in 
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'H-NMR(CDClj) <5 : 1. 15+1. 35 (m, 6H) 2. 45+2. 53 (q, J=6. 0Hz, 2H) 3. 95+3. 98 (s, 3H) 
4. 18+4. 27 (d, J=6. 0Hz, 2H) 6. 52+7. 53 (d. 1H) 7. 01+7. 11 (d, J=8. 0Hz, 1H) 
7. 44+7. 55 (dd, J=8. 0, 2. 0Hz, 1H) 7. 79+7. 89 (d, J=2. 0Hz, 1H) 



'H-NMR (CDC1 3 ) 6 :0. 88 (t. J=6. 0Hz, 3H) 1. 17 (t, J=6. 0Hz. 3H) 1. 56 (m, 2H) 
2. 52 Cm, 1H) 2. 59 (dd, J=13. 5, 7. 0Hz, 1H) 2. 80 (dd, J=13. 5, 8.0Hz, 1H) 3. 81 (s, 
3H) 4. 08 (q, J=6. 0Hz, 2H) 6. 50 (dd, J=8. 0. 2. 0Hz, 1H) 6. 54 (d. J=2. 0Hz, 1H) 
6. 68 (d. J=8. 0Hz, 1H) 

mmmnc) 



mmm\4 c) trnm^m-v^ji i- w-* h+y-3-i[2-(5-^w-7i^ 

-1, JU-4-' OV) 7tfjH7S;K>y;H ^yx-hSftfc. 
'H-NMR (CDC 1 3 ) 5 :0. 89 (t, J=6. 0Hz, 3H) 1.18 (t. J=6. 0Hz, 3H) 1. 58 (m, 2H) 
2." 56 On. 1H) 2. 68 (dd, J=13. 5, 7.0Hz, 1H) 2. 88 (dd, J=13. 5, 8.0Hz. 1H) 3. 63 (s, 
2H) 3. 74 (s, 3H) 4. 08 (q, J=6. 0Hz, 2H) 6. 71 (d, 1=8. 0Hz, 2H) 6. 79 (dd, J=8. 0. 
2.0Hz, 2H) 7. 46 On, 3H) 8. 07 On, 2H) 8. 25 (d, J=2. 0Hz, 1H) 9. 40 (bs, 1H) 



O 
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mmm) 




HWJ14 d) tfflM<Djy&-V2-{4-* y-3- 1 [2- {5-^f;i/-2-7 x - 3-t 

•H-NMR (CDCI3) <5 :0. 94 (t. J=6. 0Hz. 3H) 1. 60 (m, 2H) 2. 61 (m, 1H) 2. 72 (dd. 

J=13. 5. 7.0Hz, 1H) 2. 90 (dd, J=13. 5, 8.0Hz, 1H) 3. 62 (s, 2H) 3. 74 (s, 3H) 

6. 73 (d. J=8. 0Hz, 2H) 6. 83 (dd, J=8. 0, 2. 0Hz, 2H) 7. 46 On, 3H) 8. 06 fan. 2H) 
8. 26 (d, J=2. 0Hz, 1H) 9. 40 (bs, 1H) 

H«J18c) 




H«J17 c) tmm<Dj5mi:x.3 L )\'2-(4-* h + y-3-|[2-(3-7J^D-4-hU 7 

'H-NMR (CDCI3) 6 :0. 88 (t, J=6. 0Hz, 3H) 1. 17 (t, J=6. OHz, 3H) 1. 58 (m. 2H) 
2. 54 (in, 1H) 2. 67 (dd, J=13. 5, 7. OHz. 1H) 2. 86 (dd. J=13. 5. 8. OHz, 1H) 3. 77 (s. 
2H) 3. 79 (s, 3H) 4. 08 (q. J=6. OHz, 2H) 6. 73 (d, J=8. OHz. 1H) 6. 83 (dd, J=8. 0, 
2. OHz. 1H) 7. 24 (m. 2H) 7. 61 (t, J=7. 5Hz. 1H) 7. 77 (bs, 1H) 8. 17 (d. 1=2. OHz, 
1H) 




mffiM\l d) tmm<Djj&7:2-(4-* h*y-3-|[2-(3-7Mo-4-hU 7)V*n 
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'H-NMR (CDCI3) <5 :0. 93 (t, J=6. OHz, 3H) 1. 59 (m, 2H) 2. 59 (m. 1H) 2. 70 (dd, J = 13. 5, 
7.0Hz, 1H) 2. 89 (dd. J=13. 5, 8.0Hz, 1H) 3. 70+3. 77 (s, 2H) 3. 79+3. 81 (s, 3H) 
6. 74 (d. J=8. OHz, 1H) 6. 86 (dd, J=8. 0. 2.0Hz, 1H) 7. 17 (d. J=8. OHz, 1H) 7. 22 (d, 
J=10,5Hz. 1H) 7. 60 (t, J=7. 5Hz, 1H) 7. 78 (bs, 1H) 8. 17 (d, J=2. OHz, 1H) 




5- [2- (x h^->7j;i/#x;W h+y^lflO. 50g£-x h^h Hp 

0. 29ml£tPx.fc e £j£ffc£*?M r T10#M«#L;fc&, ^F»4*l*»ifibfc. MWLtk 
7K10 l^«trXzK*{k*^ill^-hU'^A136mgS:JPA., P*S3it# 

#£7k^v^*5/^ATl£^U Jgj£*«JEESSL&. -> U jjtfM 7 

P7h^77-f-l:#U ^ It >-@1^X5P;M3 :l)^ffi#l® £0x9^1/ 2- [3- 
(t h^F'>^>^;H 7'^;i- bO. 47g£»&. 

•H-NMR (CDC 1 3 ) <5 :0. 90 (t, J=7. 2Hz. 3H) 1.17 (t, J=6. 8Hz, 3H) 1.50-1.64 (m, 2H) 
2.51-2.57 (m, 1H) 2.68 (dd, J=6. 8, 14.0Hz, 1H) 2.87 (dd, J=8. 0, 14. OHz. 1H) 
3. 84 (s. 3H) 4. 04-4. 10 (m, 2H) 4. 65 (s, 2H) 6. 78 (d. J=9. 2Hz. 1H) 7. 05 (d. 
J =9. 2Hz, 1H) 7. 07 (s, 1H) 
K«J19b) 




X^JU 2-[3-(t Fd^->^5^;W-4-^ h^~>^>> ; ;W 7"^;x- bO. 47g£ b 
jPX > 6m It; & U 7 >Mt *J 7 x X JU* 7 * U ;i/0. 54m 1 43 <fc 7 If t* -> * o 
[5. 4. 0] £>^-fe>0. 37ml SiP A, ^?£T16IHHEJ8#Lfc. £J&We:zk£in;>L> S¥ 
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^v>-mm.^)i (5:i) mmftm*. <o 1- 15- [2- (x h^->^;u#-;w y^M -2- 

y h + ->^>v;H -1, 2- h U 7if^X>-2--T ^7 AO. 47g£?#fc. 
•H-NMR (CDCI3) 6 : 0. 90 (t, J=7. 2Hz, 3H) 1.17 (t, J=6. 8Hz, 3H) 1.50-1.64 (m, 2H) 
2.51-2.57 On, 1H) 2.68 (dd, J=6. 8. 14. 0Hz, 1H) 2.87 (dd. J=8. 0. 14. 0Hz, 1H) 
3. 82 (s. 3H) 4. 02-4. 12 (m, 2H) 4. 30 (s, 2H) 6. 81 (d, J=8. 0Hz, 1H) 7. 03 (s, 
1H) 7. 11 (d, J=8. 0Hz. 1H) 



l- 15- [2- (x b3r->#;M^x;w rf^-M -2-y h*5"*>>>;H -l. 2- h U 7 if ^ 
x>-2-f^7A0. 47g£^ t HP77>6mlt»»b, zKO. 4mli5«J:tfHJ 7i- 
7 w >0. 55g£iPA, MT20«fW«#tfc. ««*«JEe*bfc«, geS 

s ~> u t> ?)vt> 7A^o7h^77^-n#u wsix^p- y ^ y w h u x^ 

^75X10:1:0. 1) m&ttW& Oxfjl/ 2- [3- (75 y y^;M -4-y 
;H 7*^ y x- h 0. 40g£»&. 

•H-NMR (CDC1 3 ) 5 : 0.90 (t, J=7. 2Hz. 3H) 1.17 (t. J=6. 8Hz, 3H) 1.50-1.64 On. 2H) 
2.49-2.56 (m., 1H) 2.67 (dd, J =6. 8, 14. 0Hz, 1H) 2.86 (dd, J=8. 0. 14. 0Hz, 1H) 
3.77 (s. 2H) 3.81 (s, 3H) 4,04-4.10 (in, 2H) 6.76 (d, J=8. 8Hz, 1H) 7.00 (d, 
J=8. 8Hz, 1H) 7. 01 (s. 1H) 
«#J19d) 



X3\)U 2- [3- (7 5 J *3\>M -4-y h^->^>S>;H 7*^ y X— hO. 40g<h4- ( h 
U 7Mo^5 1 JWSlS10. 29g£N, N-y/^*Jl/A7 5 F5mlfc:i§#U 
T->7; ^y*>^i^x^;i-0. 24m K h >0. 21ml^jDAfco 
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(3: \)®ftftm£K)X.^)l 2- [4-* h^->-3-(([4-(h U 7;M-o*^;M ^>V*-f 
jH7S;UfJl/K>yiW bO. 59 g£#fc 0 

•H-NMR (CDC1 3 ) (5 :0. 91 (t, J=7. 2Hz, 3H) 1.16 (t. J=6. 8Hz. 3H) 1.50-1.67 (m, 2H) 
2.49-2.56 (m, "lH) 2.68 (dd, J=6. 4, 14. 0Hz, 1H) 2.86 (dd. J=8. 6, 14. OHz, 1H) 
3.86 (s, 3H) 4.01-4.10 (m. 2H) 4.61 (d, J=6. OHz, 2H) 6. 67-6. 72 (m, 1H) 6.81 
(d. J=8. OHz, 1H) 7.08 (dd, J=2. 4, 8.0Hz, 1H) 7.13 (d, J=2. 4Hz, 1H) 7.68 (d, 
J=8. OHz, 2H) 7. 86 (d, J=8. OHz, 2H) 



x^JV 2- [4-* h*->-3- ( I [4- ( h U y)VHru OVW ;H 7 5 7 1 *3=- 

M 1>z?M 7*^;i- hO. 59g*x^/— ;i/5mlfci&#U lN*Bfeft^" h U 
2ml ^JP A, 70T;T4P#rai«#b>t. SJS^^^^b. lNifiKT^fn 

ISIiS«ffi«5&UT2- [4-7 h3->-3- ( I [4- ( h U ^M-a^JW ^>\Af JU 7 
5 71 7^;W^>>W7^>^0. 50g£#fc 

•H-NMR (DMS0-d 6 ) 5 : 0. 80 (t, J=7. 2Hz, 3H) 1.39-1.46 (m, 2H) 2.33-2.40 fan, 1H) 
2. 55 (dd, J=6. 4, 14. OHz, 1H) 2. 72 (dd, J=8. 0, 14. OHz, 1H) 3. 77 (s. 3H) 4. 42 
(d, J=5. 6Hz. 2H) 6.88 (d, J-8. OHz, 1H) 7.01 (s. 1H) 7.03 (d, J=8. OHz, 1H) 7.85 
(d, J=8. OHz, 2H) 8. 07 (d, J=8. OHz, 2H) 9. 03 (t, J=5. 6Hz, 1H) 



MMWe) 





116 



WO 01/25181 



PCT/JPOO/06788 



■H-NMR (CDC 1 3 ) <5 :0. 97 (d, J=6. OHz. 3H) 1.15 (d. J=6. OHz, 3H) 1.24 (t. J=7. 2Hz. 
3H) 2.88 (dd, J=8. 4, 14. OHz. 1H) 2.95 (dd, J=5. 2, 14. OHz, 1H) 3.50 (sept, 
J=6. OHz, 1H) 3.85 (s, 3H) 4.00 (dd, J=5. 2, 8. 4Hz, 1H) 4.11-4.21 (n. 2H) 4.65 
(d, J=6. 4Hz, 2H) 6.79 (d, J=8. 8Hz, 1H) 7.14 (d. J=8. 8Hz, 1H) 7.15 (s, 1H) 




mmm\m tmm^m-ci- [5- s-ihtw yya^y^vya - 

2-j* h^->^>> ? ;W-l. 2-h UTit'^x>-2--f £A£^&. 

•H-NMR (CDC 1 3 ) 6 :0. 96 (d, J=6. OHz, 3H) 1. 15 (d, J=6. OHz. 3H) 1.25 (t, J=7. 2Hz, 

3H) 2.88 (dd, J=8. 8. 13. 6Hz, 1H) 2. 95 (dd. J =4. 8, 13. 6Hz. 1H) 3.50 (sept. 

J=6. OHz. 1H) 3.84 (s. 3H) 4.00 (dd, J =4. 8. 8. 8Hz. 1H) 4.15-4.21 (m. 2H) 4.32 

(s. 2H) 6. 83 (d, J=8. OHz, 1H) 7. 14 (d. J=2. OHz. 1H) 7. 20 (dd. J=2. 0. 8. OHz, 

1H) 

§Hi£#J19c) tm&OJj&'VttM-to-lTS.S b*ri'7=.=.M- 
2— f V7°o^y7°n/VX- h£#fc 

•H-NMR (CDC 1 3) : 0.96 (d, J=6. OHz, 3H) 1.15 (d, J=6. OHz, 3H) 1.25 (t, J=7. 2Hz, 
3H) 2.88 (dd, J=8. 8, 13. 6Hz. 1H) 2.95 (dd. J=4. 8, 13. 6Hz. 1H) 3.50 (sept. 
J=6. OHz. 1H) 3.84 (s. 3H) 4.00 (dd, J=4. 8, 8. 8Hz. 1H) 4.15-4.21 (m, 2H) 4.32 
(s, 2H) 6. 83 (d. 1=8. OHz. 1H) 7. 14 (d. 1=2. OHz, 1H) 7. 20 (dd, J=2. 0. 8. OHz, 
1H) 
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0 




fee 

■H-NMR (CDC 1 3 ) <5 :0. 96 (d, J=6. OHz, 3H) 1.14 (d, J=6. OHz, 3H) 1.24 (t, J=7. 2Hz, 
3H) 2.88 (dd, J=8. 4, 14. OHz, 1H) 2.95 (dd, J=4. 8, 14. OHz, 1H) 3.51 (sept. 
J=6. OHz, 1H) 3.87 (s, 3H) 4.01 (dd, J =4. 8, 8.4Hz, 1H) 4.12-4.20 (m, 2H) 4.62 
(d, J=6. OHz, 2H) 6. 65-6. 70 (m, 1H) 6. 82 (d, J=8. OHz, 1H) 7. 17 (dd. J=2. 0, 8. OHz. 
1H) 7. 22 (d. J=2. OHz, 1H) 7. 68 (d, J=8. 4Hz, 2H) 7. 86 (d, J=8. 4Hz, 2H) 

Q 



0 




mt&M\9e) tW]m<Dj5m-V2—( V7°D^^->-3- [4-^ h4^>-3- ( I [4- ( h 'J 7 )V 

•H-NMR (DMS0-d 6 ) 5:0.78 (d, J=6. OHz, 3H) 0.93 (d, J-6. OHz, 3H) 2.68 (dd, J=8. 0, 
14.0Hz, 1H) 2.81 (dd, J=4. 0, 14. OHz, 1H) 3.41 (sept, J=6. OHz, 1H) 3.78 (s. 
3H) 3. 92 (dd. J=4. 8, 8. 4Hz. 1H) 4. 43 (d, J=6. OHz, 2H) 6. 88 (d, J=8. OHz, 1H) 
7. 07 (s. 1H) 7. 08 (d, J=8. OHz, 1H) 7. 85 (d, J=8. OHz, 2H) 8. 09 (d, J=8. OHz. 
2H) 9.06 (t, J=6. OHz, 1H) 

mmm2\a) 
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1- U h*z/* J-M -3- (h'J7MD^ ^ >if >7. 0 g yifJH 
-T-;l/300mH3^L, ^rTV^V^y^U^A (2. 5M^+h>|gM) 19ml £ 
iTlfc, &j£^^£^T3l$^#U W^grtc^LT, N, K-?J*^)V 

g^->u* 7A^o7hi/77^-!i#u ^\^ir- >-mm.x.^)i {9 -a) mm 

Wtt£K) 1-U K^->^^;W-3-(hU ^l^opWW ^>y7;i^k F5. 0g£ 

■H-NMR (CDCI3) 5 :3. 54 (s, 3H) 5. 35 (s, 2H) 7. 34 (d, J=8Hz, 1H) 7. 49 (s, 1H) 
7. 94 (d, J=8Hz, 1H) 10. 52 (s, 1H) 



1-U h^~>^^;W-3-(h U :7Jl^o^5P;W ^>77il/jt F5. 0g£7iz b 
>25mlt^^L,> 6N^22ml£Jn*_fco ^STSPtP^Jfc^-fr, 7j<^JPA, B*B£x 

U 2-t HD^y-4-(hU y;ix^-a^^;W ^>^T;^t: H4. 5g£« 

■H-NMR (CDC 1 3 ) 5 :7. 2-7. 3 (m, 2H) 7. 70 (d, J=8Hz, 1H) 10. 0 (s, 1H) 11. 1 (s. 1H) 
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H 



2-t HD^->-4-(h'J y)V^rn^^)i)^>y7)V^h F4. 5g£N, N-^^^;u^ 
K20mHc^b, 7j<Jft{fc7" h U £ A (60»&) 1. 0 g £jJ0*., ifiT3 0^ 

+i->-^x^;i/ (9:l)^ffiSJ^-J:t9 2-^ l^ + y-4-(hU7MD^5 1 ;H I>y7 

'H-NMR (CDC1 3 ) 6 :4. 00 (s, 3H) 7. 22 (s, 1H) 7. 29 (d. J=8Hz, 1H) 7. 93 (d, J=8Hz, 1H) 

10. 50 (s. 1H) 

g^#J21d) 



2-^ h=^>-4-(h U y)V^ru^^)V) ^>yy)i^-'h. H3. 0g £>^3^;7;;utf; 
3r~> H50ml t U >^-7>c^7" h U £ Al. 6g7Kr£f£ (20ml) Ic^iL, h U 

^7A8. 0g 7 K^(30ml) £«rFL£. iST3Br«E 7K£Jn*_> g^ggx^jU 

^jM3:7)}gaiiIi#«fc9, 2-p< l-^>-4-(HJ 7 )V* u * J-)\A ^M^O. 8g£*i 
'H-NMR (CDCI3) 5 :4. 14 (s. 3H) 7. 29 (s, 1H) 7. 41 (d, J=8Hz, 1H) 8. 30 (d, J=8Hz, 1H) 
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3MW-4-* b*^>>>;i/]^/x-bO. 3g£«#J19d) 3H»J19e) £ 

IWl^^^SL, 2-[4-^ h=^>-3-(([2-^ h + y-4-(hU7Mn/5 1 JH^> > /-f 

'H-NMR(CDC] 3 ) <5 :0. 93 (t, J=7Hz, 3H) 1. 5-1. 7 (m, 2H) 2. 5-2. 6 (m, 1H) 

2. 69 (dd, J=7, 14Hz, 1H) 2. 89 (dd. J=8, MHz. 1H) 3. 87 (s, 3H) 3. 98 (s, 3H) 

4. 62 (d, J=6Hz, 2H) 6. 80 (d, J=8Hz, 1H) 7. 08 (dd, J=2, 8Hz, 1H) 7. 16 (s, 2H) 7. 28- 

7. 34 (m, 1H) 8. 26-8. 40 (m, 1H) 8. 36 (t. J=6Hz, 1H) 

gumma) 

H 




2-* h^-^yx.- )imm. 0g^v ? ^DD^^>20mH37g^L, x^ft^-tj- U 
)VA. 6g£JP7t, ^T-3^rp^^Lfeo M/EET^^iigifiJ©-^b^-^+l-U;U^g 
£U ^£^on;^>20inn;:^?U tR^T4 - h U y)V^ru^^)VT- U 

gibfeo ^fcLJUfcll^^^flX^^X^^X-^l/T^^L, N-[4-(h'J7MD 
*^;W 7x.—M-2-(2-* 7-fe h75 K8. 0 g ^^ifegl^ <h LT 

•H-NMR (CDC1 3 ) 5 :3. 73 (s, 2H) 4. 95 (s, 3H) 6. 98 (d, J=8Hz, 1H) 7. 00 (d. J=8Hz, 1H) 
7. 28-7. 35 (m, 2H) 7. 50-7. 60 (m, 4H) 7. 91 (s, 1H) 
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o 




N-[4-(h U 7Jl*U*9-)V) 7i-M-2-(2-/ h+->7x=;W 7iz h75 H 
1. 0g£ h U 7;M-Dfifl»10iiilK:jgj&>U 'v£lt*^U>7 1 h 7 5 >0. 46 g ZIjUtl, 

7 J<^^- h U 7A^PH= 8 C^^STjP^fco KSex^^-CffltB^, gSfn^^T' 

[4-(h U y)V^ru^M 7X.—M-2- (5-^;i/5;w2-^ h^->^^n;W 7-t h 

"H-NMR (CDC1 3 ) 5 :3. 78 (s, 2H) 4. 00 (s. 3H) 7. 07 (d. J=8Hz, 1H) 7. 54 (d. J=9Hz, 2H) 
7. 57 (d. J=9Hz, 2H) 7. 85 (d, J=2Hz, 1H) 7. 83-7. 90 (m, 1H) 9. 91 (s, 1H) 
Hi£#l22c) 




N- [4-(h U 7)V-*u*^)\,) 7x-;H-2- (5-*;i/5;P-2-^ h^^7ocx;W 7 
th75 HO. 7g£2-***>':/*>B&x3\Jl'l. 6g£Mi£Wa) t^iCffilL, 
X^2-X5P;W3- (4-* ^y-3-|2-^V-2-(4-(h'J 7)V-*U*?-)V) 7-U 

'H-NMR (CDCI3) <5 : l. 18 (t, J=7Hz. 3H) 1. 34 (t, J=7Hz, 3H) 2. 55 (q. J=7Hz, 2H) 

3. 74 (s, 2H) 3. 97 (s, 3H) 4. 26 (q, J=7Hz, 2H) 6. 99 (d. J=9Hz, 1H) 7. 34 (d, J=9Hz, 1H) 

7. 38 (dd. J=2. 8Hz, 1H) 7. 48-7. 62 (m, 5H) 7. 82 (s. 1H) 
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O 




X3\H/2-X3^M- (4-;* h^->-3-(2-^-^V-2-[4-(h U 7 )V*U 7~ 
■J y]x^;H 7x"JH-2-7°D^yx- hO. 3g£M»Jlb) £|WH£K#U1U 
;i/2- (4-y b ^ v-3- 12-** y-2- [4- (hU7MD^ ^; w yx'jy] x^;H ^ > 
>mw y^yx-bo. 3g^ifei^ttT#fc. 

'H-NMR(CDClj) <5 :0. 91 (t, J=7Hz, 3H) 1. 14 (t, J=7Hz, 3H) 1. 5-1. 8 (m, 2H) 2. 48- 

2. 60 (m, 1H) 2. 71 (dd, J=6, MHz, 1H) 2. 87 (dd, J=4, MHz, 1H) 3. 68 (s, 2H) 3. 91 (s, 3H) 

3. 95-4. 10 (m. 2H) 6. 86 (d, J=9Hz, 1H) 7. 09 (s, 1H) 7. 06-7. 12 (m, 1H) 
7. 51 (d. J=9Hz, 2H) 7. 56 (d, J=9Hz, 2H) 7. 94 (s, 1H) 

H«J22e) 




x^;P2- (4-y b*v-3- l2-:t*7-2- [4- ( b U 7 )V3ru * J-)\A 7X'J/1 x^ 

;u ^>i^;M y^yx-bo. 3g^^^ji9e) tmmizmmis, 2- (4-y b*->-3- 
l2-**y-2-[4-(b u ^jI'^d/^jW txu y] jl^M ^>^;W y^>@?0. lig 

■H-NMR (DMSO-d 6 ) 

6 :0. 84 (t. J=8Hz.3H) 1. 46 (sept. J=8Hz. 2H) 2. 35-2. 60 (m, 1H) 

2. 57 (dd, J=6, 14Hz, 1H) 2. 74 (dd. J=8. 14Hz. IH) 3. 61 (s, 2H) 3. 71 (s, 3H) 

6. 86 (d, J=8Hz, 1H) 7. 02 (s, 1H) 7. 03 (d, J=8Hz, 1H) 7. 64 (d, J=9Hz, 2H) 

7. 79 (d, J=9Hz, 2H) 10. 4 (s. 1H) 12. 1 (s, 1H) 

SMM23 
H»!l23a) 
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yx-hO. 15g<h2-y h^~>-4-(h U 7MD^f;H^,ISiO. 24g£H»ij 

1 9d) \zm%* ^mmw tmmizmwL, 2-< v:7°n^~>-3-[4-y h^~>-3-(i[2- 

^0. 15g£^fe^#)£LT#fco 

'H-NMR (CDC 1 3 ) 6 : 1. 00 (d, J=6Hz, 3H) 1. 14 (d, J=6Hz, 3H) 2. 90 (dd, J=8. MHz, 1H) 

3. 03 (dd. J=4. 14Hz, 1H) 3. 56 (sept, J=6Hz, 1H) 3. 88 (s, 3H) 4. 00 (s, 3H) 

4. 08 (dd, J=4. 8Hz, 1H) 4. 63 (d, J=6Hz, 2H) 6. 81 (d, J=8Hz, 1H) 7. 14 (dd, J=2, 8Hz. 1H) 

7. 17 (s, 1H) 7. 22 (d, J=2Hz, 1H) 7. 32 (d, J=8Hz, 1H) 8. 30 (d,'J=8Hz. 1H) 

8. 35 (t, J=8Hz, 1H) 

H»J24a) 




yx-hO. 15g£N, N-S^^-Jl/JfcJl/AT'S K5nH;:iMU ti'J> ? >0. 2ml<fc2-7;U 
£i±7c. EtftfKKzKfcfln*.* g^x^;UT*fflttJU tS?n^^7KT75t^^> &zKfiS& 

7^^->!)AT«sifc. &&&«jBETS*bfc&, sas&">«j-*yju*7A^o 

?h^77^-l:WU St^x^-^-^^+J-Xh^^atiigO^iDx^ji/ 2-^7 7 
P ^ ->-3- [4-y h * ->-3- ( I [2-7 D-4-(MJ7 ;M- □ y ^ > JH 
75/1 7iX;i/] 7PA7X- hO. 2gS:^6tfttt«5t UTife. dtl£ 
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□ -4-(HJ 7 JVt □ ^ f JH VW 7 5 y U 7x^H7*0/OS 

'H-NMR (CDCI3) <5 : 1. 00 (d, J=6Hz, 3H) 1. 15 (d, J=6Hz. 3H) 2. 91 (dd, J=8, 14Hz, 1H) 

3. 04 (dd. J=4. 14Hz, 1H) 3. 56 (sept, J=6Hz, 1H) 3. 87 (s, 3H) 4. 09 (dd, J =4, 8Hz, 1H) 

4. 64 (d, J=6Hz, 2H) 6. 82 (d, J=8Hz, 1H) 7. 16 (dd, J=2, 8Hz, 1H) 7. 22 (d. J=2Hz, 1H) 
7. 37 (d. J=12Hz, 1H) 7. 51 (d, J=8Hz, 1H) 7. 34-7. 5 (in, 1H) 8. 22 (t, J=8Hz, 1H) 
mffiM25 



4-t Fo^y^>7*MJ7MU HI. lg£i£Z$2-* V^i^7 )Vn — 

)V\. Og^T" H^ t KP77>Z00mlfc:ig»U, H 'J7xZM7 7^f >2. 6g&cfcD: 

^-ry7 0 pk°;i/yv*> ? *;i/^^^i/-h2. og^jpx., ^^2Ammmw\,tz. 0 mm 

-imx? 1 ;M10:l)»ffi#iaJ;Dl-* [4- ( h U 7Mo^fJH7i 

y^r->] x^;H^>if>i. 6g£?#fc. 

'H-NMR (CDC 1 3 ) <5 : 3.14 (t, J=7. 2Hz. 2H) 3.85 (s, 3H) 4.20 (t, J=7. 2Hz, 2H) 
6.85-6.92 (in. 2H) 6.96 (d, J=8. OHz, 2H) 7.20-7.27 On, 2H) 7.51 (d, J=8. 0Hz. 
2H) 



^M#l22b) tmmzmmis* 4-* H*~>-3-|2-[4-(HU 7)V^u^^-)V) 7i/ + 
«>] lf;H^>X7JVft HO. 20g£t#fc o 

'H-NMR (CDCI3) a : 3. 18 (t, J=7. 2Hz, 2H) 3.93 (s. 3H) 4.20 (t, J=7. 2Hz, 2H) 6.95 





H^->-2- 12-14- (HU 7 )V*u 7*. 



:>1. 6g£r 
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(d, J=8. 0Hz, 2H) 6. 99 (d, J=8. OHz, 1H) 7. 52 (d, J=8. OHz, 2H) 7. 78 (s. 1H) 7. 80 
(d. J=8. OHz, 1H) 9.89 (s, 1H) 

l2-[4-(h'J7^n^^H 7x;+y]lf;i/K>y;H 7'^;x- hO. 22g£ 

•H-NMR (CDC1 3 ) <5 : 0.91 (t, J=6. 8Hz, 3H) 1.16 (t, J=7. 2Hz, 3H) 1.52-1.67 (m. 2H) 
2. 48-2. 56 (m, 1H) 2. 67 (dd, J=6. 8. 13. 6Hz, 1H) 2. 86 (dd, J=8. 4, 13. 6Hz, 1H) 
3.07 (t. J=7. 2Hz. 2H) 3.81 (s, 3H) 4.04-4.10 (m, 2H) 4.16 (t, J=7. 2Hz. 2H) 
6.77 (d, J=8. OHz. 1H) 6.96 (d, J=8. OHz, 2H) 7.00 (s, 1H) 7.01 (d, J=8. OHz. 
1H) 7. 52 (d, J=8. OHz. 2H) 




x^;i/2- (4-/ h ^ ->-3- 12- [4- ( h U y )V* u * J-M 7i;*y] x^;H ^ > 
5>;M :/^/x-hO. 22g^^»J19e) 2-(4-j* K^->-3- 12- [4- 

(MJ ^;i/^-a^^;i/) 7i/^->] X5P;H ^>>>;M ^>g?0. 20g£f#fco 
■H-NMR (CDClj) 6 : 0. 95 (t, J=7. 2Hz. 3H) 1. 53-1. 67 (m, 2H) 2. 52-2. 60 (m, 1H) 2. 69 
(dd. J=6. 8, 14. OHz, 1H) 2. 90 (dd. J=8. 0, 14. OHz. 1H) 3. 07 (t. J=7. 2Hz. 2H) 
3.81 (s, 3H) 4.16 (t. J=7. 2Hz, 2H) 6. 78 (d. J=8. OHz, 1H) 6.96 (d, J=8. OHz, 
2H) 7. 02 (s, 1H) 7. 03 (d, J=8. OHz, 1H) 7. 52 (d, J=8. OHz. 2H) 

mm&m 

H ga Br 
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$-7u=E-l-* h^r^MMm. Qg*m&M\9a) trnffilzmmL, 5-7'ot-2-/ 

'H-NMR (CDCI3) 6 : 2. 20 (m, 1H) 3. 82 (s, 3H) 4. 64 (d, J=6. OHz, 2H) 6. 77 (d, J=8. OHz, 

1H) 7. 37 (dd. J=2. 0, 8. OHz, 1H) 7. 52 (d, J=2. OHz, 1H) 

M3£#l26b) 



5_^ D ^_2-^ h + ->7i-JW ;K). 8g£5^ h-^t H □ "7 7 >30mlfc:J8«¥ 
U 4-(hU7MD^f;i')^>^V7*D5 F2. 6g*5 «k h U A (6035?ft 

&x^;i/ (9:1) ?§[±5^iljJ: D4-7*o^E-l-p< h^~>-2- ( I [4- (h U ~7 )V3rU 
^>~JM ^-^~» ^>if >1. 4g£t#fco 

'H-NMR(CDC1 3 ) 5 : 3.80 (s, 3H) 4.57 (s. 2H) 4.64 (s, 2H) 6.77 (d. J=8. OHz. 1H) 
7.37 (dd, J=2. 0, 8. OHz, 1H) 7.50 (d, J=8. OHz, 2H) 7.52 (d, J=2. OHz, 1H) 7.61 
(d, J=8. OHz, 2H) 
»iS0U26c) 



4-70^-1-^ ->-2- (|[4-(hU7MD^ ^ >^;H ^ 5^ J W 

^>-tz>1.4g £^h^h KD7 7>15mHc:»«¥L, -78Xf::?£ifl L3t^, n-:/^ 
Uf«5A(l. 5M^>*>J8f£)3. Oml^aPAfc. K&l££-78t;T30#W«#Lfc*£, 

N-*;i/5;i/^E;i/3f?u>o.45Bi*jra^., -78t;Tii$rai*#L;fc. srtsstfciNifiK^ip 

U -\^^>-IV^x5 1 ;P (3: 1) ^{ti^lict D4-^ h^~>-3- ( I [4- ( h U 7Mo^ 
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j-M^yVM **"y\ *3-M ^>X7^rt HO. 42g£f#fc. 
■H-NMR (CDCI3) a : 3.92 (s, 3H) 4.63 (s, 2H) 4.70 (s, 2H) 6.99 (d. J=8. 0Hz, 1H) 
7.51 (d, J=8. 0Hz, 2H) 7.62 (d, J=8. OHz, 2H) 7.84 (dd. J=2. 0. 8.0Hz. 1H) 7.98 
(d, J=2. OHz. 1H) 9.90 (s, 1H) 
H»l26d) 




4 _P< h^i/-3-(|[4-(h U 7 )V*u 1>VM ttz/\ ^>X7JV 

T-'h HO. 42g*«tjfi««Ila) ©Bflllb) tl^fca&SU x^;i/2- [4-* h*-> 

-3-(l[4-(H U -yMn^M ^>VM ttz/] ^>>UH H 

0. 33g£»fc. 

'H-NMR (CDCI3) <5 : 0. 91 (t, J=7. 6Hz, 3H) 1, 16 (t, J=7. 2Hz. 3H) 1.52-1.68 (m, 2H) 
2. 50-2. 57 (m, 1H) 2. 70 (dd. J=6. 8. 14. OHz. 1H) 2. 88 (dd. J=8. 4. 14. OHz, 1H) 
3.80 (s, 3H) 4.01-4.10 On, 2H) 4.57 (s, 2H) 4.64 (s. 2H) 6.78 (d. J=8. OHz. 
1H) 7. 06 (dd, J=2. 0. 8. OHz. 1H) 7. 19 (d. J=2. OHz, .1H) 7. 50 (d. J=8. OHz. 2H) 
7. 61 (d, J=8. OHz, 2H) 
»#J26e) 




X^Jl/2- [4-* H*->-3- ( 1 [4- ( h U 7)V-*n*^M 1>*JM *^->l *3\>M 

^>^;H ^^yx-HO. 33g£H»yi9e) tTOtcMU 2- [4-* h^->-3- 

( I [4- ( H U 7)\s*u*?M ^>i?M Hr*z/\ 1>*JM Zf$> >m. 30g£ 

'H-NMR (CDCI3) <5 : 0. 95 (t, J=7. 2Hz, 3H) 1. 54-1. 68 (m, 2H) 2. 55-2. 62 (m, 1H) 2. 71 
(dd, J=6. 8. 13.6Hz, 1H) 2.92 (dd, J=8. 0, 13.6Hz. 1H) 3.79 (s. 3H) 4.57 (s. 
2H) 4.63 (s, 2H) 6.78 (d, J=8. OHz, 1H) 7.08 (dd, J=2. 0, 8.0Hz, 1H) 7.21 (d, 
J=2. OHz, 1H) 7.49 (d. J=8. OHz, 2H) 7.61 (d, J=8. OHz. 2H) 
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MffJ27 



4-(h U 7Ma^fiHSISi5. 7g£2-p< h + y^>y;i/75>4. Og£N. N- 

^77^-l:itU -s^-y->-^x^-;i- (2:1) ^as^iScfc DN1- (2-pt N*->^>5* 
j|/)-4-(hU7J^D/^H^>X75 K8. 7g£#fc 0 
'H-NMR(CDC1 3 ) (5 :3. 89 (s, 3H) 4. 65 (d, J=5. 6Hz, 2H) 6. 70 (br, 1H) 

6. 92 (d. J=8. 4Hz, 1H) 6. 95 (t. J=7. 6Hz, 1H) 7. 28-7. 36 (in, 2H) 7. 68 (d. J-8. 4Hz, 2H) 

7. 86 (d. J=8. 4Hz, 2H) 



Nl-(2-^ h^~>^>> ? ;W-4-(hU 7)V*u*^M ^>X7 5 H8. 7g£ MJ7 
Jl^Dg^Oml^^U U >^ h ^ 5 >3. 9 g £JPx., 85t:T3P#f^ 

a£ph= 8 ki&^ifcTJPTLzc., smx^ji/Ttttim gfrfn&^K-tri&^U M 7 k 

7h7 , 77^-l:ML, ^s^-y- >«xfJK2: 1) r&tbiift-efc ONI- (5-*;u^;i/- 
2-/ h^>^>v;W-4-(h U ^Jl/^n^JH ^>X75 K4. 2g^t#fc 0 
•H-NMR (CDC 1 3 ) <5 : 3.99 (s, 3H) 4.72 (d, J=5. 6Hz, 2H) 6. 70 (br, 1H) 7.02 (d. 
J=8. 4Hz. 1H) 7.68 (d, J=8. 4Hz. 2H) 7.83-7.90 (m, 4H) 9.89 (s. 1H) 



0 
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»J27c) 




Nl-(5-*;U5;U-2-;* h + y^>yJH-4-(h'J 7)V?tu*^)V) ^>X7 5 HI. 5g 
£ bJkX>15mH::?«U 2. 4-?7 4 /'J i?>iS*>0. 52g, tin U > ? >36mg*3 £tf 

ffitin,fzi&gk$:mMi<, mm^)v^m^r^ik. ft«u N1-15-U2.4- 

^^V-l, 3-f777>-H *3\>M-2-* h^r~>^>^;W-4-(h'J 7 

MD^^JW^>X7 5 K1.4g§»&. 

'H-NMR (DMS0-d 6 ) <5 : 3.90 (s, 3H) 4.47 (d, J=5. 6Hz, 2H) 6. 70 (br, 1H) 7.17 (d, 
J=8. 8Hz, 1H) 7.40 (s. 1H) 7.54 (d, J=8. 8 Hz. 1H) 7.70 (s, 1H) 7.87 (d, J=8. 0Hz, 
2H) 8. 13 (d, J=8. 0Hz, 2H) 9. 23 (t, J=5. 6Hz, 1H) 



F Q 




l-7)\/-*u-4-{h U 7)V*u**)V)&!&WBL\. 5gt2-^ h + y^>y^75 > 
0. 90g£ft£»J27a) tHHML, Nl-(2-^ Y*is^>VM -2-yJl^ra-A- ( h 
U 7Ma/fiH^>X75 H2. 0g£t#fc. 

'H-NMR (CDC 1 3 ) (5 : 3. 90 (s, 3H) 4.67 (d, J=4. 8Hz, 2H) 6.90-6.96 (m. 2H) 7.25- 
7.39 (in. 4H) 7.52 (d, J=8. 0Hz, 1H) 8.24 (t, J=8.'0Hz. 1H) 




N1 _ (2-/ h + y^>yJW-2-7MD-4-(h'J 7Mo^fJW^>X7S H2. Og 
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zm&mm tmmizmmv. Ni-(5-*;i/^;i-2-;< v^-y^y^M-i-y^u 



'H-NMR(CDClj) 5 : 4.00 (s. 3H) 4. 72 (d, J=5. 6Hz, 2H) 7.03 (d. J=8. 0Hz, 1H) 

7. 32 (br. 1H) 7.40 (d, J=12. 0Hz, 1H) 7.53 (d, J=8. 0Hz, 1H) 7.84-7.88 (m. 2H) 

8. 25 (t, J=8. 0Hz, 1H) 9. 89 (s, 1H) 
H»!)28c) 



Nl- (5-*;us;i/-2-^ h^y^>i>)V)-2-y )V^u-A-(h U y)\s3ru*3~)V)^y 

xys. hi. igzmmmic) tmm\zmmis, N1-15-K2. 4-^=^7-1,3-^7 7^ 

>-5— f iJr» *3\>H-2-.* h + y^>yJW-2-7/l/tn-4-(h'J TUl^m^ 
;W ^>X7S HO. 70g£#/fe o 

'H-NMR (DMS0-d 6 ) <5 : 3.89 (s, 3H) 4.45 (d. J=5. 6Hz, 2H) 7.18 (d. J=8. 8Hz, 1H) 
7.44 (d, J=2. 0Hz, 1H) 7.55 (dd, J=2. 0, 8. 8 Hz, 1H) 7.68 (d, J=8. OHz, 1H) 7.71 
(s, 1H) 7. 83-7. 90 (m. 2H) 9.02 (t, J=5. 6Hz, 1H) 



N1-I5-K2. 3-f7 4 /7>-5-f Uf» *^M-2-* H^~>^>^ 

;W-4-(MJ7Mo/5 : JW^>X75 HO. 55g£N, N-y^7WA7= H20ml 
klSSfflU, 10%/\°7> Jr >A^^0. 60g^iP^, 50^, 15kg/cm 2 lci7.k^JjDflET160fRi!IJ* 

>-gf&x^JU (1 : 1) «fc ONI- 15- [ (2, 4-v^^ 7-1, 3-5 L 7 1 /7 >-5—T ;W 

pWH-2-^ H^v^>S^U)-4-(MJ 7;M"D^;U)^>X7 5 HI. 2g£#7c, 



-4-(H U 7Mo/^JW^>X7$ HI. lg£f#£. 
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'H-NMR (DMS0-d 6 ) 6 : 2.99 (dd, J=9. 2, 17. 5Hz. 1H) 3.28 (dd. J=4. 0, 17. 5Hz. 1H) 
3. 79 (s. 3H) 4. 42 (d. J=5. 6Hz. 2H) 4. 79 (dd. J=4. 0. 9. 2Hz, 1H) 6. 93 (d. J=8. 4 
Hz, 1H) 7.08 (d. J=2. 0 Hz. 1H) 7.10 (dd, J=2. 0, 8. 4Hz. 1H) 7.84 (d. J=8. OHz. 
2H) 8. 08 (d, J=8. OHz. 2H) 9. 05 (t, J=5. 6Hz, 1H) 



Nl- (5- [ (2. 4-5^*V-l, 3-^775>-H <J-x» *^M-l-* h*5>^>> ? 
;W-2-7;P*P-4-(hU 7;VtD/?M^>X7 5 HO. 70g£S!ij£#!l29) tlTOfc 
#13 U Nl- 15- [ (2. 4-5***V-l, 3-^7V/7>-5— f ;W *7M-2-* h*->^> 
y;W-2-7MD-4-(hiJ 7Mn^fJl/)A>X75 HO. 47g£#fc 0 
'H-NMR (DMS0-d 6 ) <5 : 3. 01 (dd. J=9. 6. 18. OHz, 1H) 3. 31 (dd, J=4. 0. 18. OHz, 1H) 3. 79 (s. 
3H) 4.40 (d, J=5. 6Hz, 2H) 4.81 (dd. 1=4.0. 9. 6Hz, 1H) 6.94 (d. J=9. 2Hz, 1H) 
7.12 (m, 2H) 7.66 (d, J=7. 2Hz. 1H) 7.80-7.84 (m, 2H) 8.88 (t, J=5. 6Hz, 1H) 

BocHN^^r^l 



2-^ h^py^>y;V75 >13. Og^T t Fo77 >80ml llitib, BE7? 
;U5>;&— h 16g©7" h7hh'D77> (20ml) fiSffiSS:JjDA.fc. MT?ll$Mi*# 

U SSH^JU N-(2-* h*5"<>5^U) *;Wt/- M9. 0g£f#fc o 

'H-NMR (CDC 1 3 ) d : 1.45 (s, 9H) 3.84 (s, 3H) 4.27-4.33 (m, 2H) 5.01 (br, 1H) 6.84 

(d, J=8. 8Hz, 1H) 6. 94 (t, J=8. 8Hz, 1H) 7. 23-7. 29 (m. 2H) 

MS m/e (ESI) 440 (MH + ) 
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BocHN 




Br 



fd^^JV N-(2-* h3rS"*>v ? ;W *>)Vrt*— h6. 04g£7iz h~ h 'j;U50ml 
N-7*n«A^ 5 F4. 6g^iJ0x.7to ^iSfcT3Pf ISJ»#bfc^ 

'H-NMR (CDC1 3 ) 6: 1.45 (s, 9H) 3.62 (s, 3H) 4.26 (d. J=6. 4Hz. 2H) 4.97 (br. 1H) 

6.72 (d, J=8. 8Hz, 1H) 7.34 (dd, J=2. 8. 11. 2Hz) 7.35 (s, 1H) 

$Si£#l31c) 



m^y^^ N-(5-7*D^&-2-^ h^^oz^M #;w^— m. oi5g, v^nnb* 

7. (h U 7xZM7 7^ »/N°^> ? ^A (II) 45mg. h U ^7A330mg, *3«k^ 

hU7xrMX7^ >17mg^te 7 j<N 1 N-v ! ^^;^;UA7 5 KK?g«¥U -gHbje* 
S^ffl^TT110 c C(CT2B#ram i ^L.fco S^^-^^l^^mx^T^IRb, g& 

^\^l7->-Mx^;K3:l)^J±i^®ctO^H^;ix N-(5-^;ix5^-2-p< h^~>^ 
>~J)l) tDVrt*— h640mg^#7Co 

■H-NMR (CDC 1 3 ) <5 : 1.45 (s, 9H) 3.94 (s, 3H) 4.36 (d. J=6. 0Hz. 2H) 5.00 (br, 1H) 
6. 98 (d, 1=8. 4Hz, 1H) 7. 80-7. 83 (m, 2H) 9. 88 (s, 1H) 
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SK)80il*xh7t HQ77>40ilT*3RL/, -78T:{c}$£PL7c^ iW-fVy 
n#*->Mni. 68g©^h^t KO77>(10ml)***l0A/t. 30$H8#Ljfc&, 
tert-^Jl/ N-(5-*;i/5;i/-2-/ h*>"*>>>;W #;W\**-M0. 73g(D7" t 

i£100ml£JD;5Lfc. S^^7jc400ml<h^X^;i/500mHca^ «JI£«ra? 

: '\^lJ->-»Bfex5 1 ;W , x^JP 3-(3-[(tert-y 

□ ^y/P/VX-h (I'J^nm^W©^) 12. 8g£$£fi$]#:#J 
£ LTllfc. 
'H-NMR(CDC1 3 ) <5 : 

0. 99 (d, J=6. 1Hz, 3H) 1. 15 (d, J=6. 1Hz, 3H) 1. 19 (t, J=7. 6Hz. 3H) 1. 44 (s. 9H) 

2. 91 (d, J=5. 2Hz, 1H) 3. 43 (sept, J=6. 1Hz, 1H) 3. 83 (s, 3H) 4. 03 (d, J=6. 3Hz. 1H) 
4. 12 (q, J=7. 6Hz, 2H) 4. 29 (d. J=6. 6Hz, 2H) 4. 86 (dd, J=5. 2, 6. 3Hz, 1H) 

4. 99 (t. J-6. 6Hz, 1H) 6. 81 (d, J=8. 7Hz, 1H) 7. 23-7. 29 (ra. 2H) 

6 :1. 11 (t, J=6. 9Hz. 3H) 1. 17 (d, J=6. 1, Hz, 3H) 1. 19 (d, J=6. 1Hz. 3H) 1. 44 (s, 9H) 

3. 00 (d, J=4. 4Hz. 1H) 3. 63 (sept. J=6. 1Hz, 1H) 3. 83 (s, 3H) 3. 95 (d, J=5. 9Hz, 1H) 

4. 08 (q. J=6. 9Hz, 2H) 4. 29 (d, J=6. 6Hz, 2H) 4. 80 (dd, J=4. 4, 5. 9Hz, 1H) 
4. 99 (t, J=6. 6Hz, 1H) 6. 81 (d, J=8. 7Hz. 1H) 7. 23-7. 29 (m, 2H) 



JL^Jl 3-(3-[(tert-y h*i/fi)\s#-M 757] pWU-4-;* h^y7x" 
)V) -3-t Ho^y-2-fV7'o^yy'D/VX- h (X 'J 7. D^&cfc^y; 
(DU^) 24. 7g£ h U 7jl^Dgt^400mHC?£#?U h U X^JUv^ >96ml £JD*.> 
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Lfc. 7j<Jf £^1t>100mlT&#U 5NzKK^hU^A»atT7;P*'Jttt'L/, 
5/^DD^^>200mlx4TfflttSbfe o W*8Ji ^KM^^C AT 

Wj£ffl—<DX.?)l>Z- [3- (75/^^) -4-* h + ->7i-JH -2--Y V/P^v 

7'DAVX-M3. Og&^SEfeiftttttt UT^fc. 

H«<l31f) 




x- h 18. 67g*«fc^hUx?-;P75 >7. 7g©^x^P;Ux~ 5^M300ml) mmzykft; 
T2, 4-^nn^> , /'f;^nU HI 5. 9g©^h^k Ha7^>(15ml)^^^:MT 
bfe„ tK^TT30^, 3EfcMT30$H*#Ufc&, Kf&ft&*500mlK:a^ TO 
x3\H/300mlTttfflbfc. ^■««*«afn»Bft7kiS^-hU^A7KiStt200nK fi&fP^SE 

S"2A-Ctt»b&. »a&£«EETS*bfc«^ i^y'J^JW7A^D7hi?' 
77^-i:TiSb : '\3rU->-»lftx3\>Wh t lcMr/fc'H-nmrfccfe V>T 

Hif£0y3ig) •vnr^it^mtm-tDjL^)^ 3- (3-1 [(2, 4-> ? ^pp^>w;w 75 

y ] -4-^h + y7i x;W -2— f 7 7 o ^ y^DA" / X- h 28. 2g£ffi& 



J60J31g) 




x^;i/ 3- [3- (7 5 y -4-y h4->7x-jH -2— f yyo^yyoA" 
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I [ (2. 4-zs 2 u u ^ > V-f )V) 7 5 J ] * ^ M -4-* h =Y is 7 x -2— f V 7° □ si? 

'H-NMR(CDClj) <5 :0. 95 (d, J=6. OHz, 3H) 1. 14 (d, J=6. OHz. 3H) 1.23 (t, J=6. 8Hz. 

3H) 2. 87 (dd, J=8. 4, 13. 6Hz. 1H) 2.94 (dd. J=4. 8, 13. 6Hz, 1H) 3.50 (sept, J=6. OHz, 

1H) 3.84 (s, 3H) 4. 01 (dd, J=4. 8, 8. 4Hz, 1H) 4.05-4.20 (m, 2H) 4.61 (d, J=5. 6Hz, 

2H) 6. 74-6. 84 (m, 1H) 6. 79 (d. J=8. 4Hz, 1H) 7. 16 (dd, J=2. 0, 8. 4Hz, 1H) 

7. 22 (d, J=2. OHz. 1H) 7. 29 (dd, J=2. 0, 8. 4Hz, 1H) 7. 39 (d, J=2. OHz, 1H) 

7. 64 (d, J=8. OHz, 1H) 

H«J31h) 




H»Jld) tmmz98M\y. 3-(3-f[(2, 4-yi7DD^>^JH 757]/? 
;H -4-* h * -> ^ x - )i) -2--T y/a^y^p /n° >m*mtL. 
•H-NMR(CDCl 3 ) 5 : 1. 02 (d, J=6. OHz, 3H) 1.16 (d, J=6. OHz, 3H) 2.91 (dd, 
J=7. 2, 14Hz. 1H) 3.04 (dd. J=4. 0. 14Hz. 1H) 3.56 (sept, J=6. OHz, 1H) 3.84 (s. 
3H) 4.09 (dd, J =4. 4. 7. 6Hz. 1H) 4.60 (d, J=6. OHz. 2H) 6.81 (d. J=8. 4Hz. 1H) 
6.83(m, 1H) 7.16 (dd. 1=2.4, 8. 4Hz. 1H) 7.23 (d, J=2. OHz, 1H) 7.29 (dd, J=2. 0. 
8. 4Hz, 1H) 7. 39 (d, J=2. OHz. 1H) 7. 64 (d. J=8. 4Hz. 1H) 




3- (3- ( [ (2, do^>vWJH75;]^ ^)V\ -4-/h^v7x —M -2— f 
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m. 3ml £JnA«BE"F8«E&S£U 3- (3- I [ (2, 4-v>£ dd^>vVjW7S/]> 
3\>H -4- * h ^ -> 7 x =L)l) -2— T V 7° □ 5tf v' y n A >m th'J^A^c:. 
•H-NMR (DMSO-dj) 5 : 0. 79 (d, J=6. 0Hz, 3H) 0.97 (d, J=6. 0Hz, 3H) 2.51 (dd, J=9. 2, 
13.6Hz, 1H) 2.79 (dd, J=4. 0, 13. 6Hz, 1H) 3.48 (sept. J=6. OHz, 1H) 3.63 (dd, 
J=3. 6, 8. 8Hz, ' 1H) 3. 75 (s. 3H) 4. 35 (d, J=6. OHz, 2H) 6. 82 (d, J=8. 4Hz, 1H) 7. 07 
(d, J=7. 6Hz, 1H) 7.15 (s, 1H) 7.48 (s, 2H) 7.67 (s, 1H) 8.87 (t, J=6. OHz, 1H) 




3- (3- [[(Hdd-2-7Md^> V*-f ;H75;]y -4- * V * -> 7 x -;u) - 

2— r v y d # * y° u / w x- h & #fc . 

'H-NMR (CDC 1 3 ) 6 : 0.95 (d, J=6. OHz, 3H) 1.13 (d, J=6. OHz, 3H) 1.22 (t. J=7. 2Hz, 
3H) 2.86 (dd, J=8. 0, MHz, 1H) 2.93 (dd. J =4. 8, 14Hz. 1H) 3.49 (sept, J=6. OHz. 
1H) 3. 86 (s. 3H) 4. 00 (dd, J=5. 2. 8. OHz. 1H) 4. 05-4. 25 (m. 2H) 4. 62 (d. J=5. 6Hz, 
2H) 6. 80 (d. J=8. 4Hz, 1H) 7. 10-7. 20 (m. 2H) 7. 20 (d. J=2. OHz, 1H) 7. 23 (dd, J=2. 0. 
8. 4Hz, 1H) 7. 2-7. 35 On. 1H) 8. 06 (t. J=8. 4Hz, 1H) 



F 0 




-4- ;* h * -> y x. -)V) -2--f V 7° d -> 7 p y \° >m £ o 
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'H-NMR(CDClj) 6 : 1.01 (d, J=6. OHz, 3H) 1.15 (d. J=6. 0Hz, 3H) 2.90 (dd. J=7. 6, 
14Hz, 1H) 3. 04 (dd, J=4. 0, 14Hz, 1H) 3. 55 (sept. J=6. OHz, 1H) 3. 87 (s, 3H) 
4. 09 (dd, J=4. 0. 7. 6Hz. 1H) 4. 62 (d. J=5. 6Hz, 2H) 6. 82 (d, J=8. OHz, 1H) 
7.08-7.18 (m, 2H) 7.16-7.28 (m, 2H) 7.24-7.38 (m, 1H) 8.05 (t. J=8. 4Hz, 1H) 



F 0 




mrnmic) tmrnt^te-ez- (3- 1(14-^ □ 0-2-7 wd^>^jw 75 ;] * 

'H-NMR (DMSO-d 6 ) d : 0. 77 (d, J=6. 4Hz, 3H) . 0. 95 (d, J=6. OHz, 3H) 2. 53 (dd, J=9. 2, 

MHz, 1H) 2. 79 (dd. J=3. 2, 14Hz, 1H) 3. 46 (sept, J=6. OHz, 1H) 3. 64 (dd, J=3. 6, 

9.2Hz, 1H) 3. 76 (s. 3H) 4. 38 (t. J=5. 2Hz. 2H) 6. 82 (d, J=8. 4Hz, 1H) 7. 07 (d, 

J=8. 8Hz, 1H) 7. 10 (s. 1H) 7. 36 (d. J=8. 4Hz. 1H) 7. 53 (d. J=10Hz, 1H) 7. 67 (t, J=8Hz, 

1H) 8.76(ra, 1H) 

Hl»!l33 

|g«J33a) 




3-(3-(75 J *3\>W-4-;* h=¥^y^—M-2--( V7'D#^y7 , n/1 

2-<V7°a#+y-3-l4-^ h^->-3- ( 1 [ (2-* h^->-C-^^;U-3-f U ~J 
)V) t))l^~M 7a J 1 *J-)\A 7x"JH 7°n/Vi-h^ffco 
•H-NMR (CDC 1 3) <5 : 0.95 (d, J=6. OHz, 3H) 1.12 (d, J=6. OHz. 3H) 1.21 (t, J=7. 2Hz, 
3H) 2.47 (s, 3H) 2.86 (dd. J=8. 4. 14Hz. 1H) 2.93 (dd, J=5. 2, 14Hz, 1H) 3.49 
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(sept, J=6. OHz, 1H) 3.89 (s, 3H) 4.00 (dd, J =4. 8. 8.0Hz, 1H) 4.04 (s. 3H) 
4. 1-4. 2 (m, 2H) 4. 62 (d, J=6. OHz, 2H) 6. 80 (d, J=8. 4Hz, 1H) 6. 86 (d, J=7. 6Hz, 
1H) 7. 14 (dd, J=2. 0, 8. OHz, 1H) 7. 20 (d, J=2. OHz, 1H) 8. 39 (d, J=7. 6Hz, 1H) 
8.42 (m. 1H) 
H»33b) 




mmmiii) tmmt£jjmz£.r)2-^y7°n?£*i/-Z-[4->< b4->-3-(|[(2-;< h 

/to 

'H-NMR (CDC1 3 ) <5 : 1.03 (d, J=6. OHz, 3H) 1.14 (d, J=6. 4Hz, 3H) 2.47 (s, 3H) 2.90 
(dd, J=7. 2, 14Hz, 1H) 3.04 (dd, J =4. 4, 14Hz, 1H) 3.56 (sept, J=6. 4Hz, 1H) 3.89 
(s, 3H) 4.06 (s, 3H) 4.0-4.15 (ra, 1H) 4.61 (d, J=4. OHz, 2H) 6.81 (d, J=8. 4Hz, 
1H) 6.86 (d, J=7. 6Hz, 1H) 7.12 (dd, J=2. 0, 8. 4Hz, 1H) 7.20 (d, J=2. 4Hz, 1H) 
8. 37 (d, J=7. 6Hz, 1H) 8. 48 (m, 1H) 



1MMM 




yi- h^v^m^m*H«J20d) \zM£. nffiMW £HMi 

CJIIIL, 3-(3-l[(4-^nn-2-7 h^>^> »/-f )V) T 5 J \ *^M-A-* h=^> 
7 x ~ )V) -2--f V 7° u 7fs * is y° u n >m £ ntc o 

'H-NMR (CDC 1 3 ) <5 : 1.02 (d, J=6. OHz, 3H) 1.14 (d, J=6. OHz, 3H) 2.90 (dd, J=7. 6, 
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14Hz. 1H) 3.03 (dd, J =4. 4, 14Hz. 1H) 3.56 (sept. J=6. OHz. 1H) 3.88 (s, 3H) 
3.94 (s. 3H) 4.05-4.15 (m, 1H) 4.61 (dd. J=2. 0. 6.0Hz. 2H) 6.81 (d. J=8. 4Hz. 
1H) 6.95 (d. J=2. OHz. 1H) 7.05 (dd. J=2. 0. 8. 4Hz, 1H) 7.13 (dd, J=2. 0. 8. 4Hz. 
1H) 7. 20 (d, J=2. OHz, 1H) 8. 14 (d, J=8. 4Hz. 1H) 8. 28 (t, J=5. 6Hz. 1H) 



«J35d) 




IU 3-[3-(l[(2. 6-^* K**>3-t:'J 5?;W *^ZJW'75 ;W-4-^ h 

■H-NMR (CDC 1 3 ) <5 : 1.00 (d. J=6. 4Hz, 3H) 1.13 (d. J=6. 4Hz, 3H) 2.89 (dd, 1=7. 6. 

14Hz, 1H) 3. 03 (dd, J=4. 4, 14Hz, 1H) 3. 55 (sept, J=6. OHz, 1H) 3. 88 (s, 3H) 

3.95 (s, 3H) 4.07 (s, 3H) 3.8-4.2 (m, 1H) 4.60 (dd, J=l. 6, 6.0Hz, 2H) 6.41 

(d, J=8. 4Hz, 1H) 6.80 (d, J=8. 4Hz, 1H) 7.13 (dd. J=2. 0, 8. 4Hz, 1H) 7.21 (d, 

J=2. OHz. 1H) 8.32 (m, 1H) 8.41 (d, J=8. 4Hz, 1H) 

g|»j36 

Mi£#J36a) 




2—f vyP^^5>^98g^^>UX^;WT5 >360ml <D"t h 5 t Hd77> 
(41)l£$i£-25 < CK:i££PU 2,2-i>^^-)Vy°unj )V 2 a U K92ml£flrFL&^ 

140 



WO 01/25181 



PCT/JPOO/06788 



KJft«£5l5W-20 , CT*« i Lfc. *7KmfkU^^A50gi: (4S) -4-^>^;i/-l, 3-* 
^+hVo>-2-;t>120g£JiI»7L, MTH»w-lftjti^Ufc«, S*Stt*»iaU, 

(4S) -4-^>> ? ;i/-3- (2— T V^o^^T-fe^W -1, V/o >-2-^-> 

106. 6g£&t&«#l<h bTtffco 

'H-NMR (CDC 1 3 ) 6 : 1. 17 (d, J=6. 0Hz, 6H) 2. 81 (dd, J=9. 5, 13. 4Hz, 1H) 

3. 35 (dd, J=3. 2, 13. 4Hz, 1H) 3. 74 (sept, J=6. 0Hz, 1H) ) 4. 24 (dd, J=3. 5, 9. 3Hz) 

4. 29 (t, J=9. 3Hz, 1H) 4. 65 (d. J=19. 5Hz. 1H) 4. 69 (m, 1H) 4. 70 (d, J=19. 5Hz, 1H) 
7. 22 (d, J=7. 2Hz, 2H) 7. 30-7. 45 (m, 3H) 



(4S) -4-^>^;W3- (2-< yyo^yyt^H -1, >-2-^-> 
127. 4g<Z> h;PX> (41) ^^^(w^)^T-75X:{C}^a]b7c^, ^n^tKD^lC 
h Ux^;i/T5>28. Og^JPAfeo l^l^^-70t:^^x.^^^-e^7^;P^P>h 
U^l/-h (lMv^ >}§?{£) 232ml ^ITlfe. flTF^O^Jt^Ufc^ 1*1 

iS^0t:^T-±#$t> MK50#Jt#U W-75 < ClC^£flb;t 0 ^(Dfcfomz^® 
*tl-70t:f3^S|]bfctert-^;i- N- (5-*;i/S )l-2-* h^^^OiyJl) t>)Vn* — 
h©yi7DD^^>(l. 41) ^Sf'JJB LTJbPA. -75 < CT30$H*#L& 

^lB#^^/5>HtTF«gia^l0^'«(Cl0 < C-r-30 < C*T±#^-a-fec (TCT75#38# 
Lfcgfc, ;H. 211, pH7;Xu/7T-(U>^-7Km^hUCA-i7X> 

ffi)0. 6051, ^«fct^iSlft<b7K5tl(30X7Kaf»0 0.2621©S-&acS:3niA.fc. xcxDSJt^ 
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(5-(lR, 2S) -3-[(4S) -4-^>v ? ;i/-2-^-^V-l. 3-:*^1f V^>-3--f;i/]-l-t: h'D 

* ->-2— r v ^ □ ->-3-*^r v y p tf;i/-2- h ^ > e*;M # * — h 

111. 0g5*feil$tbTffco 

'H-NMR(CDC1 3 ) <5 : 1. 17 (d, J=6. 2Hz, 3H) 1. 21 (d, J=6. 2Hz, 3H) 1. 43 (s, 9H) 

2. 75 (dd, J=9. 6, 13. 2Hz, 1H) 3. 02-3. 15 (br. s, 1H) 3. 24 (dd, J=3. 6, 13. 2Hz, 1H) 

3. 64-3. 73 (m, 2H) 3. 83 (s, 3H) 4. 02 (d, J=8. 2Hz, 1H) 4. 23 (dd, J=6. 2, 15. 6Hz, 1H) 

4. 31 (dd, J=6. 4, 15. 6Hz, 1H) 4. 46 (m, 1H) 4. 78 (d, J=5. 6Hz, 1H) 4. 99 (m, 1H) 

5. 42 (d, J=5. 6Hz, 1H) 6. 83 (d. J=8. 3Hz, 1H) 7. 19 (d. J=7. 2Hz, 2H) 7. 26-7. 39 (m, 5H) 
§^#J36c) 



mm&me) tmMlztert-7^)l N-(5-(lR, 2S)-3-[(4S)-4-^>^;W2-:*3pV- 

i, 3-^-^-tfv*^>-3— r;w-i-t ryyp^^'>-3-^vyptf;i/- 

;^^50mi^jjp^.fcc mm^uj±r^^rc^ mtit=j< yyptMi/x-^- 
A+f^iii, mmyozmm. ±.mmmizTfc&i,. (4S)-3-(2s)-3-[3-(y s 

J * h * zs y ^ n M -2--f V "7° P tf* is 7° P / t J <i > 

1. Z-**-W7>-2-*>i&Wtffl. 89g**SfiH#:£bT#fc:. 

'H-NMR (CDC1 3 ) 6 : 1. 00 (d, J=6. 3Hz, 3H) 1. 14 (d, J=6. 3Hz, 3H) 2. 77-2. 85 (m, 2H) 

2. 94 (dd, J=3. 5, 1 1. 9Hz, 1H) 3. 28 (dd, J = l. 7, 12. 8Hz, 1H) 3. 50 (sept, J=6. 3Hz, 1H) 

3. 82 (s. 3H) 4. 10-4. 19 (m, 4H) 4. 64 On, 1H) 5. 28 (dd, J=3. 5, 7. 9Hz, 1H) 

6. 81 (d, J=8. 4Hz, 1H) 7. 20 (d, J=7. 0Hz, 2H) 7. 25-7. 34 (m, 5H) 8. 25 (br. s. 3H) 
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SI^J36d) 




m&ti 1 f) t mmz (AS) -3- (2S) -3- [3- (7Sy^ ^)V) -4-/h^y7x - M - 

2—r yya#a~>yp/NV-t';w4-^>^;i/-i, 3-^if v*? >m$M. 

7. 66g£75 RbUfc^, m&f&W&MffiT-(:mm^Jl20m]\zmMls* ^« 
SPbfco V7°D t°;i/X— ^;ix60ml<h^\^-ti->120m]^JllM^P^., ^fffi^^:^ 
U Nl- (5- (2S) -3- [ (4S) -\~*>*J)\r-l-ijr*V-\, 3-^lf V*^ >-3— f ;W -2-T V 
yn#^v-3-^-^yypk°;v-2-^ b^^>^>> J ;W-2-7;U^-n-4-(h u 

'H-NMR (CDCI3) 5 : 1. 04 (d, J=6. 2Hz, 3H) 1. 16 (d, J=6. 2Hz, 3H) 
2. 75 (dd, J=10. 1, 12. 6Hz, 1H) 2. 88 (dd, J=7. 9, 13. 9Hz, 1H) 

2. 93 (dd, J=4. 7, 13. 9Hz, 1H) 3. 32 (dd, J=3. 5, 12. 6Hz, 1H) 3. 52 (sept. J=6. 2Hz, 1H) 

3. 86 (s, 3H) 3. 98 (t, J=8. 5Hz, 1H) 4. 1 1 (dd, J=2. 6. 8. 5Hz, 1H) 4. 56 (m, 1H) 

4. 65 (d, J=5. 9Hz, 2H) 5. 34 (dd, J=4. 7, 7. 9Hz, 1H) 6. 8 (d, J=8. 7Hz, 1H) 7. 20- 
7. 38 On, 8H) 7. 56 (d, J=8. 7Hz, 1H) , 8. 34 (t, J=8. 7Hz, 1H) 

«#!36e) 




-tPVn >-2-^->l. 39g£Nl- (5-*;ws;i/-2-^ h*i"<>i?M -2-^;l/^D-4- ( h 
U 7;i/:*o*3Ml/)^>1f$ HO. 89g^'iNl-(5-(2S)-3-[(4S)-4-^>> ? ^-2-^-^ 
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7-1, 3-3*-*"tfV7>-3--f;H-l-fc KD+'>-2--fvya^y-3-t*V^Dfc: 
;l-2-p< h + y^>yJH-2-7Mo-4-(hU 7;M-n;*3\>P) ^>X75 HI. 36g 

■H-NMR (CDCI3) 6 : 1. 15 (d, J=6. OHz, 3H) 1. 20 (d. J=3Hz, 3H) 

2. 67 (dd, J=9. 6, 13. 4Hz, 1H) 3. 05-3. 14 (br. s, 1H) 3. 25 (dd, J=3. 8, 13. 4Hz, 1H) 

3. 61 (t, J=8. 6Hz, 1H) 3. 67 (sept, J=6. OHz, 1H) 3. 86 (s, 3H) 3. 93 (dd, J=l. 7, 8. 6Hz, 1H) 

4. 44 (in, 1H) 4. 60 (dd, J=5. 2, 14. 1Hz, 1H) 4. 66 (dd, J=5. 2, 14. 1Hz) 

4. 79 (d, J=5. 8Hz, 1H) 5. 42 (d, J=5. 8Hz, 1H) 6. 88 (d. J=8. 7Hz, 1H) 7. 19 (d, J=7. 1Hz, 2H) 
7. 27-7. 33 (ra, 4H) 7. 36 (dd, J=0. 8, 1 1. 1Hz, 1H) 7. 39 (dd, J=2. 0. 8. OHz, 1H) 
7. 44 (d, J=7. 7Hz, 1H) 8. 03 (t, J=7. 7Hz, 1H) 

mrnnzu) 

o 




mmme) i[W]fllfcNl-(5-(2S)-3-[(4S)-4-^>> J ;U-2-^-^V-l, 3-:*3r-tf7^ 
>-3— f;W-l-t K p*->-2-^ vyn**->-3-t*V^n WM-^ H^~>^> 
~J)l)-l-7)VJru-A-(h U 7;i/to^f;H^>X75 HI. 36g^^>tlcM^'H- 
nmrl-*5V^TMitF!l36d) t |W)-©N1- (5- (2S) -3- [ (4S) -4-^>> ? ;U-2- 

3-^^-tfy^>-3-<;H-2— T yXn^y-3-^V7°n^-2-/ H 
^y^>yJW-2-7MD-4-(h'J 7J^o^^;W ^>X75 HI. 30g£&£@ 
fat. LTt#fCo 
§H«J36g) 

F O O 
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m&mic) <h|Wia^Nl-(5-(2S)-3-[(4S)-4-^>> ? ;U-2-^V-l > 

D-4- ( h U 7)V-*u ^>X75 F6. 46g^ <=> t lcMU^C'H-nmrtc&^T^ 

#16a) TTl#fc^-&^i|Wl-© (2S) -3- [3- ( [2-^;^n-4- [h^7 )V3ru *?-)V) ^ 

4. 81g£«€i}W^£ ITifc. HPLC##fK:J:3MS : 97. 7%, : 96. 8Xe. e. 

(OD*7A:dttao. 5ml/min;2-yn/NV-^:^\^>: h 'J :7;H3gtK= 

700:300: 1) o 

HMff!J37 

S^3t^37a) 



2-^ h^y^>y>75 >50mL^cfctXt o U i^>123mL(DN, N-y/fMM7$ 
H (400mL) mmz$-\{Pl\ZXl, 4-y^DO^>vWMn'J F45mL£l. 5f$fcWtT 

— 5^M300mL)£«fctfS?x^;PX— ^;M500iL) lCTffll»U H^SriftSl, v?x^ 
;i/X-^;i/k:T«U Nl- (2-* h^>^>>Ml/) -2, 4-5^ □ d^>X7 5 H 

si. ig&mn&m&tvTmzo 

'H-NMR (CDC1 3 ) 5 : 3.87 (s, 3H) 4.64 (d, J=6. 0Hz, 2H) 6.82 (br, 1H) 6.89 (d, 
J=8. 4Hz, 1H) 6. 92-6. 98 (m, 1H) 7. 26-7. 32 On, 2H) 7. 35 (dd, J=2. 4, 7. 6Hz, 1H) 
7.40 (d, J=2. 4Hz, 1H) 7.65 (d, J=8. 4 Hz, 1H) 
M#l37b). 



CI 0 
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NI-(2-* h^~>^>> ? ;W-2. 4-y^oa^>X'7S H 10. Og<D b U 7^nft8 
(200mL) ^SEtCS^-y-^^U >^ b ^ 5 >9. 04g£ Jn*_> 50°CfcT23l$M WUfco 

;i/SJP-2-^ h^v^>> ? ;i/)-2, 4-y^PD^>X75 F7. 15g£«fiEl^<i:bT 

'H-NMR (CDCI3) 6 : 3.97 (s, 3H) 4.68 (d, J=6. 0Hz, 2H) 6.81 (br, 1H) 7.01 (d, 
J=8. 4Hz, 1H) 7.31 (dd, J=2. 0, 8. 4Hz, 1H) 7.41 (d, J=2. 0Hz, 1H) 7. 68 (d, J=8. 4Hz, 
1H) 7.85 (dd, J=2. 0, 8. 4Hz, 1H) 7.90 (d, J=2. 0Hz, 1H) 9.88 (s, 1H) 



»J37c) 




mrnmm) tmm\z (4S)-4-^>> ? ;i/-3-(2— r y^D^yjt^n-i, 3-^-^ 

+rVn>-2-:*>125. 0gtNl-(5-*;i/=;i/-2-p< h^r^^>^)l) -2, fy^PO^ 

>X75 K 101. 9g^6Nl-(5-(2S)-3-[(4S)-4-^>i^!/-2-:^V-l, 3-^1fV^ 

>-3— OH-l-t KP^rS>-2-f V7'o^^y-3-^V7 s D t>-2-/ h^p->^> 

v;W-2, 4-y^OD^>X75 H 167. Og&ifel^tUTffc, 

■H-NMR (CDC 1 3 ) 6 : 1. 15 (d, J=6. 2Hz, 3H) 1. 20 (d, J=6. 2Hz, 3H) 

2. 71 (dd, J=9. 5, 14. 1Hz, 1H) 3. 06-3. 15 (br. s, 1H) 3. 25 (dd, J=3. 2, 14. 1Hz, 1H) 
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3. 68 (sept, J=6. 2Hz, 1H) 3. 69 (dd, J=7. 8, 8. 5Hz, 1H) 3. 84 (s, 3H) 

3. 97 (dd, J=2. 1, 8. 5Hz. 1H) 4. 44 On, 1H) 4. 58 (dd, J=5. 3, 13. 9Hz, H) 

4. 63 (dd, J=5. 3, 13. 9Hz, 1H) 4. 79 (d. J=5. 6Hz, 1H) 5. 40 (d, J=5. 6Hz, 1H) 

6. 73 (t, J=5. 3Hz, 1H) 6. 85 (d, J=8. 2Hz, 1H) 7. 16 (d, J=7. OHz, 2H) 7. 25-7. 34 On, 5H) 

7. 37 (dd, J=l. 9, 8. 2Hz, 1H) 7. 40 (d. J=l. 9Hz, 1H) 7. 58 (d. J=8. 2Hz, 1H) 




>-%-' r;i/]-i-t v^o#^->-3-^-^vyotr;w-2-^ h^>^> 

y;H-2,4-y^aa^>^7S H 167g^ £>ffi£fi£#j£#* ^tl^jl^T^St^x^ 
;i/550mHw^L, ^SK<££P$-t!-fc^ ^-f V "7°P h°^x-^;i/550ml t^\^1t> 
800ral Zim^zmTL, mtnm^mMi,, Nl-(5-(2S)-3-[(4S)-4-^>> ? ;i/-2-^-^y 
-1, 3-^+i-V^>-3--r;W-2-^ V7°D^+y-3-t+7 7°ot s JW2-/ h^->^ 
>^;i/)-2, 4-y^nn^>X75 H 1 19. 7g£SifiE]#:i: LT#7c 0 
'H-NMR (CDC1 3 ) <5 : 1. 04 (d, J -6. 2Hz, 3H) 1. 17 (d, J =6. 2Hz, 1H) 

2. 96 (dd, J=9. 1, 13. 3Hz, 1H) 2. 89 (dd, J=7. 8, 13. 2Hz, 1H) 2. 94 (dd, J=5. 3, 13. 2Hz, 1H) 

3. 30 (dd, J=3. 1, 13. 3Hz, 1H) 3. 53 (sept, J=6. 2Hz, 1H) 3. 84 (s, 3H) 

4. 02 (t. J=8. 4Hz, 1H) 4. 1 1 (dd, 1=1. 6, 8. 4Hz, 1H) 4. 57 On, 1H) 

4. 59 (dd, J-6. 2, 14. 3Hz, 1H) 4. 63 (dd, J=6. 2, 14. 3Hz, 1H) 5. 34 (dd, J=5. 3, 7. 8Hz, 1H) 

6. 75 (t, J=6. 2Hz, 1H) 6. 80 (d, J=8. 2Hz. 1H) 7. 19 (d, J=8. 3Hz, 2H) 7. 22-7. 33 On, 6H) 

7. 40 (d, J=2. 8Hz, 1H) 7. 63 (d, J=10. 3Hz, 1H) 
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ni- (5- (2S) -3- [ (4S) -4-^>> ? ;u-2-^-^y-i, 3-^1f y-i-^M -2--f V 

124. 9g©^h^t H075X1. 61) SSiRfczMOOml £J0tl, -KTCKH&aslUfcBK 30% 
5flK'ffc7KSl7K184ml £7kg?<fbU 9^A20. 3g©* (150ml) «8t*JB;fcljn*.. 4t:T24B# 
R?U*#Lfc. S^-lO'Cic^iPLfc^, 2MM«l£it^- h U ^AzK»«tl. 51£7JPtL, 5N 

£ yifM-fJV-y^ dd/^ ><£>4 : IS^JJt 1 1 TMHtfflW bfc. 

&s8£j>&ET®3cUfco aas*»itx5 L ;i/-'s^-y->5&^sjie«u, us)-4- 

^>> ? ;P-3- (2-fV7'0^y7t5 : JH-l, 3-*^lf V*D >-2-^>33. 7g£lnIi]X 
Lfc„ 7K»*5Nifil6l?pH&2-3tW«Sb, □ p ^ ^ >1. 51 £0. 51t?*fttii Lfc. 

^zkrait^*^ ATftflftU&SL JgttEfc«JBETSSU tic 
M^(c'H-nmr^4o^TM3t0iJ31b) Tf»3t^*tPI— © (2S) -3- [3- ( [2, 4-i^ n 
P ^ > W JH7S/^fJW-4-^h + y7x - M -2--f V 7"n atf* ~> 7/n A° >^ 
87. 7g£t#fc 0 HPLC^*fH«fcS»E« : 98. 6% (OD#^A;^0. 5ml/min;2-:/n/W 
— ;P:^-U->: hU7;WDWB8=700:300:l). £ (Dit^ £ is V % ¥)Vt> A 9 n 

^h^^y^-izxmmmiamm^^-y-mm^^) @tmx^;Hiomi 

i:'\^>410ml*>e)llilSII'ffr-5itfc«toTHPLC»*f»C«k4*fiflE : 99. 8%, ft¥ 

^ : 99. 7%e. e. ©&£B#61. 6g£t# 7c 0 

SMM38 



4 
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tert-y^N-(5-*;i/^;i/-2-p< h*i<"<>i?M #JW^-h2. 758*5^15(1- 
U7x-M7^7^ i Jt» Til h7JVft F4. 73gCD Ml/X> (5 OmL) 

i|s!«(7)^^TX^;i/5-(3-|[(tert-7>^'>*;i/^-;i/) 757] *3\>H -4-pt h 
+ -2-f yyn^y^>^y X- h630rag^^fe?*^i bTt#7c 0 

'H-NMR(CDC1 3 ) 5: 1.13 (d, J=6. 0Hz, 3H) 1. 19 (d, J=6. 0Hz, 3H) 1.27 (t, J=7. 2Hz, 
3H) 1.44 (s, 9H) 1.50-1.80 (m, 4H) 2.55 (t, J=7. 2Hz, 2H) 3.57 (sept, J=6. 0Hz, 
1H) 3.81 (s. 3H) 3.88 (dd, J =4. 8, 7. 6Hz, 1H) 4.19 (q, J=7. 2Hz, 2H) 4.27 (d, 
J=5. 6Hz, 2H) 5.01 (br, 1H) 6.76 (d, J=8. 0Hz, 1H) 7.00-7.08 (m, 2H) 



x^;V5-(3-|[(tert-y h^->*;i/#-;W 757] pWH-4-p< h*^?*.- 
^)-2-fV7*D^y^>^yi- h50mglc4NHCl/> ? ^-^1t>2mL^t]P^-, 

T3. mmmw^tz, fcmm&mmvrz.Wi, £§££N, N-y^fj^M7s F2muc 

i£#PU ^(Do^\wHz2, 4-^^nP^mS^12mg> ^>T 7 ^^ym^^^l, 
£>£Zfh 5 >17nL£Jnx., ^S{CTl70tratWb7to S^SrTKfCT^ 

mm i,. mymiti- h v o i±7mmo. imizmx., M&zxmmmwvrc 0 Ri&m 

5- (3 I [(2, 4-v^ pp^>V-r;W 75/] p<5P;H -4-^ h^^7jcx;W-2— T V7' 
a#^^>^>^>^5. 02mg£f#fc o 
MS ra/e (ESI) 468 (MH + ) 
gg^ff)39 



J£0»J38b) 
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r 



COOH 



2--f V7'D#4y-5- [4-^ h=^>-3- ( I [ (S-*^)l-2-7 xXJU-l, 3-^77*-^ 

-4— r ;w #;w#x;H 7 5 y ) 7i-jH^>^ >m\tx^)ib- (3- 1 [ (tert- 

MS m/e (ESI) 497 (MH + ) 

M«J40a) 
r ^ r ^ r C00Et 



4-h°U ^>#^^;*7;i/^k F4. 0g£fflVK SfciSM 1 a) 35 <k T$Wk&\ 1 b) 
(Djj&71\ X5 L ;P2— f V7°n#^r^-3-(4-t 0 U 5?;M 7"D/Ui-h4. 88g£3S&?S 

'H-NMR (CDC 1 3 ) 5 : 0. 93 (d, J=6. 0Hz, 3H) 1.15 (d, J=6. 0Hz, 3H) 1.26 (t, J=7. 2Hz, 

3H) 2.92 (dd. J=8. 8, 13. 6Hz, 1H) 3.00 (dd, J =4. 4, 13. 6Hz, 1H) 3.52 (sept, 

J=6. 0Hz, 1H) 4.06 (dd, J=4. 4, 8. 8Hz, 1H) 4.15-4.24 fan, 2H) 7.19 (dd, J=l. 6, 
4.4Hz, 2H) 8.51 (dd, J=l. 6, 4. 4Hz, 2H) 

/^-^COOEt 



x^;i/2— r v 7° d ->-3- (4- tr u >*;m 7"n/v x— h 4. ssg© ^dd/^ 

> (50mL) Jgatfcm-^ □ Dii^,S«m Og^tnA, ^ffifcTl. 5W#Lfe 0 Kj£ 
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x h * ->-2— r v y p y y □ tr;w - 1- f u ^- * a # u- h 

fi£^6. 40g£St&«^£ LTt#fc 0 

'H-NMR (CDC 1 3 ) 5: 0.96 (d. J=6. 0Hz, 3H) 1.16 (d, J=6. OHz, 3H) 1.27 (t, J=7. 2Hz, 

3H) 2. 93 (dd, J=8. 8, 14. OHz, 1H) 3. 00 (dd, J=4. 0, 14. OHz, 1H) 3. 55 (sept, 

J=6. OHz, 1H) 4.03 (dd, J=4. 0. 8. 8Hz. 1H) 4.16-4.25 (m, 2H) 7.20-7.25 (m, 2H) 
8. 16-8. 21 (m, 2H) 



<Dm.±f&ys&. 40g*«t^ h U *3\>U-> U )V^T~ K3. IwLG> s J& □ D * & > (60mL) 
^{C^y^l^WN'SJl^nU F2. 3mL£40#rajWTiRTU&8fc, 11. 5B#r^« 

□ •7h^77^ -UTilL, X^;U3- (2-~>7 / -4-fcf U -2— f V^D^y 
7°oaVx- h3. 87g£SKStfiitM#»£bT*§&. 

'H-NMR (CDCI3) <5: 0.94 (d, J=6. OHz, 3H) 1.17 (d, J=6. OHz, 3H) 1.28 (t, J=7. 2Hz, 
3H) 2. 99 (dd, J=8. 8, 14. OHz, 1H) 3. 06 (dd, J=4. 0, 14. OHz. 1H) 3. 56 (sept, 
J=6. OHz, 1H) 4.06 (dd, J=4. 0, 8. 8Hz, 1H) 4.17-4.26 (in, 2H) 7.43 (dd, J = l. 6, 
5.0Hz, 1H) 7.63 (dd, J=0. 8, 1. 6Hz, 1H) 8.61 (dd, J=0. 8. 5.0Hz, 2H) 
lOtWOd) 



X5PJI/3- (2-*>7/-4-b?U *JM -2— -f yyo^y^D/Vl- M. Og£X^ 
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)Vjo<kZ$ h )VX. >HT*iU, X5P;V3- [2- (75/^ -4- hf U S*;H -2-f V 7° 
D*+y7°D/Vl- h MBM\. 21g*a*J53c*i:L/T#fc 
'H-NMR (DMSO-d 6 ) <5 : 0. 90 (d, J=6. 0Hz, 3H) 1. 07 (d. J=6. 0Hz, 3H) 1. 19 (t. J=7. 2Hz, 
3H) 2. 96 (dd, J=8. 8, 14. OHz, 1H) 3. 08 (dd, J=4. 4, 8. 8Hz, 1H) 3. 55 (sept, J=6. OHz, 
1H) 4.13 (q, J=7. 2Hz, 2H) 4.25 (br, 2H) 4.31 (dd, J=4. 4, 8. 8Hz, 1H) 7.52 (d, 
J=5. 2Hz, 1H) 7. 97 (s, 1H) 8. 63 (d, J=5. 2Hz, 1H) 8. 66-8. 83 (m, 3H) 



ci o 




3- (2- |[(2,4-y^DD^> vA-T M T 5 J ] ^ -4- tf U >W -2--Y V # 

^ 2/ n >m hU7 n [2- (t 5 y * 5=-;w -4- tr u s?;n - 

2-fyyo^y7D/tyi-h W^ffl^, H»J19d) &<ZLUmiMM\9e) £ 

'H-NMR (CDCI3) 5: 1.07 (d, J=6. OHz, 3H) 1.17 (d, J=6. OHz, 3H) 3.27 (d, J=5. 6Hz, 
2H) 3.69 (sept, J=6. OHz, 1H) 4.30 (t, J=5. 6Hz. 1H) 4.80-4.91 (m, 2H) 7.27 (dd, 
J=2. 0. 7.8Hz, 1H) 7. 39 (d, J=2. OHz, 1H) 7. 48 (d, J=7. 8Hz, 1H) 7. 68 (dd, 1=1.6, 
6.0Hz, 1H) 7.93 (d, J=l. 6Hz, 1H) 8.56 (d, J=6. OHz, 1H) 8.60 (t, J=6. OHz, 1H) 
MS m/e (ESI) 440 (MH + ) 



0 




CF3C00H l 

2— T V7°D^^r>'-3-[2-(l [(5-^f;M-7xz;hl, 3-f 7»/-JH-f;W t> 
MzjH7 5/M? JH -4-tTU : JM zfurt>m b U ^JM-ngt^^Kix^jU 
3-[2-(75 7^ -4- 1° U 5?M -2— f v7P^y7°D/Vl- h 
^ HJS^J19d)43«t^Jfi^J19e) t^filO^fe^fc. 

'H-NMR (CDC 1 3 ) <5 : 1.07 (d, J=6. OHz, 3H) 1.19 (d, J=6. OHz, 3H) 2.72 (s, 3H) 3.28 
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(d. J=6. 0Hz. 2H) 3.71 (sept, J=6. OHz, 1H) 4.31 (t, J=5. 6Hz, 1H) 4.84 (dd, 
J=2. 8, 5. 6Hz, 2H) 7.41-7.49 (m, 3H) 7.68 (dd, J=2. 0, 6.0Hz, 1H) 7.88-7.93 (m. 
2H) 7. 94 (d. J= 1.2Hz, 1H) 8. 57 (d, J=6. OHz, 1H) 8.74 (t, J=6. OHz, 1H) 
MS m/e (ESI) 411 (MH + ) 



3- (2- I [ (2-£ □ n-4—f V 7°n^->^>VWJH 7$;] *9-M -4-b° U *?)V) - 
Hyyo^y^D/Oi h 'J 7^n»»ifitti5 1 ;P3- [2- (75 y *3\>M- 
4-t!U> ? ;i/]-2— fv7o^i/7o/Vi-b JfiBfcJfi£fl3H. H;B60yi9d) *5«fctf 
^»J19e) t|WI^©7j?£T#fc 0 
MS m/e (ESI) 435 (MH + ) 



u CF3C00H | 

3- (2- I [ (2-£ n D-4-yn#^>-^>VW;W 757] *3\JH -4-t° U S^M -2--T 
V7°D^y7aA°>t h U 7MaSiISxfJI/3-[2-(7$y ^5P;W-4-t? 
'JyJH-2-fV7°D^y7DA7x-h Jftifc!fi£Jfll^ H*£0ill9d) *«t^J6 

W9e) trnm^m-r-ntzo 

MS m/e (ESI) 435 (MH + ) 



CI 0 





CI o 




3- [2- ( I [2-2 P n-4- d ^ >5p;m-^ -» ^ > ;H 7 5 y 1 ^ -4- tf 

u s?;n -2-r v -7° p -> zfur% >m hU7 ;m- □ ew&tex^us- [2- (75/ 
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MS m/e (ESI) 461 (MH + ) 
0 

COOH 




F 3 C CF3C00H 



;w -4-tru >>vn -2— r yya^y^D/^i h u 7)V*umk&\zx-^m- 

[2- (75 7/^) -4-tf U ~JM -2— T yyD^y7*D/Vl- b ^M^fflt^ 
«M19d) £>J^«#iJ19e) £: |W]#co^STl#fec 
MS m/e (ESI) 429 (MH + ) 
glMM46 



COOH 




CF3C00H 

2--T 7:/n#=^>-3- (2- [ ( I [5-^^;U-2- (4-^^7x-JW -1. V-;W 

4— (M *m-jH7$;) ^^;i/]-4-t°u >>;H 7o/^>i h u ^;i/^-P^±^ 

«X^;W3- [2- (7 5 y ;*5MI/) -4-h° U >?;H -2--T y^o^y^n/Vi- h m. 

MS m/e (ESI) 454 (MH + ) 
HWJ47 



COOH 




CF3C00H 

3- 12- [ ( I [2- (3-^7 d y^-)l) -5-7^Jl/-l, 3-^T V'-;W4-< . 

M t> )V^~m 7$/)^ -A- 1° u >?;H -2-< y^D^y^D >^ h u 
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MS m/e (ESI) 492 (MH + ) 
H^J48 



3- (2- [ ( I [2- (4-^7 d □ 7i^;n V— ;w4--f ;w #;i/#x 

MS m/e (ESI) 474 (MH + ) 
^MMi9 



^ CF3C00H ' 

3- 12- [ ( I [2- (2-^7 d P 7x"JH -5-^ 3\>1/-1, 3-f77-JH--f ;M 

jH7s;) *3\>n-4-tru $?;n -2— r v^p^v-^pa^ h u y)V^umm 
mt^)iz- [2- (ray y^JW -4-fcf u >>;H -2-< yya^^n/vi-h 

MS m/e (ESI) 474 (MH + ) 



3- 12- [ ( [ [2- (2, A-i>9 P P 7iXJH -5-^ 3\H/-1. 3-?7 l /-JH-^ JH tJ 

mm&^m- [2- (75; y -4-t: u -2— r v-7°p^^->7 0 p/i/ x- 





0 
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MS m/e (ESI) 508 (MH + ) 




CF3C00H 1 

2--f V 7°D^+y-3- 12- [ ( I [2- (4-* h^->7i — ;W -5-tWU-I, 3-f77- 

$^«x^;i/3- [2- (7 s y -4-h° u >uw -2— r v yn^^yci/w x- 

MS m/e (ESI) 470 (MH + ) 



o 




2--T 7 7"o^y-3- 12- [ ( I [5-^ Jl/7x"JW -1, %-^7V~)V- 

«x^;i/3- [2- (7 5 /^fJH -4-tf U i?M -2— T V7°D^y7°D/VX- h i& 

MS m/e (ESI) 454 (MH + ) 
H^J53 




2—f V;7°otf;^>-3- 12- [ ( I [5-^5^-2- (2-fl-;H -1, 3-f7y-JM-^ 
';W #;i/#x;H 7S 7) ^^;U-4-b°U >UU :7°DA°>m h U ^xj-ngmi&tex 
^;i/3- [2- (7 5 7 tWM -4- 1° U >?;H -2--f V 7°D^y7 0 o/Vi- h 
£ffl<^ ^l»!jl9d)4oi:^M^19e) t^ti^Tj^Trttfeo 
MS m/e (ESI) 446 (MH + ) 
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m&wt&m^ mmmm) Rtfrnmrnwe) tmrn^m-r:, 2--fV7°o^y- 

3- [4-^ h * ->-3- ( [ (E) -3-7 x - ;i/-2-y □ ^ J <1 M 7 5 J * 7 x — ;W 7 
MS m/e (ESI) 398 (MH + ) 




H»J54i|W]«(D^^T\ 2-^V7°D#^i/-3-[4-^ K3r->-3-([(E)-2-*3\>l' 

'H-NMR (CDC 1 3 ) 6: 1.07 (d, J=6. 0Hz, 3H) 1.17 (d, J-6. 0Hz, 3H) 2.09 (d, J=l. 2Hz, 
3H) 2.92 (dd, J=7. 2, 13. 6Hz, 1H) 3.07 (dd, J=4. 4, 14.0 Hz, 1H) 3.60 (sept, 
J=6. 0Hz, 1H) 3.87 (s, 3H) 4.12 (dd, J =4. 4, 7. 2Hz, 1H) 4.54 (d, J=5. 6Hz, 2H) 
6.46 (br. 1H) 6.82 (d, J=8. 4Hz, 1H) 7. 15 (dd. J=2. 0. 8. 4 Hz, 1H) 7.22 (d, J-2. 4Hz. 
1H) 7. 26-7. 39 (m, 6H) 
MS m/e (ESI) 412 (MH + ) 



mums* 




nis&MMtmmojsm-v, z-fvyo^^-w-y h^->-3-([(E)-3-(2-^o 
d 7 x - ji/-2-7°n^y -f jH7$;^ 7i-;h ^ □ tr* >m£f#7c„ 

'H-NMR (CDC 1 3 ) <5 : 1.07 (d, J=6. 0Hz, 3H) 1.17 (d, J=6. 0Hz, 3H) 2.92 (dd, J =7. 2, 
13.6Hz, 1H) 3.05 (dd, J =4. 4, 14. 0 Hz, 1H) 3.57 (sept. J=6. 0Hz, 1H) 3.86 (s, 



157 



WO 01/25181 



PCT/JPOO/06788 



3H) 4. 11 (t, J=4. 4Hz, 1H) 4.54 (d, J=5. 6Hz, 2H) 6.22 (br, 1H) 6.40 (d, J=16. 0Hz, 
1H) 6.81 (d, J=8. 4Hz, 1H) 7.14 (d, J=8. OHz, 1H) 7.21-7.27 (m. 2H) 7.40 (d, 
J=2. 0, 7.6 Hz, 1H) 7.56 (d, J=7. 6Hz, 1H) 7.97 (d, J=16. OHz, 1H) 
MS m/e (ESI) 432 (MH + ) 



mmmbA^mm(D^mx\ 2-<y7 o D^y-3-[4-/ b^-z-nm-z-iz-^n 

MS m/e (ESI) 432 (MH + ) 



mm^mtmm(D^mT:\ 2— rv^p#^->-3-[4-^ h^^-3-([ce)-3-(4-^p 

MS m/e (ESI) 432 (MH + ) 
^M59 



HJE0U54t|WI^(7)^T, Hy7D*^y-3-[4^ h^Fv-3- ( [ (E) -3- (3, 4-v 5 
^□07i^-2-7D^y^JH7S;^fJH 7l-)H 7 , DKt>S^fc. 
MS m/e (ESI) 466 (MH + ) 

©ifiWOa) 
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C0 2 Et 



r 



^X^;i/*X * y HWOOmg 1 3- [3- (757^ 3^) -4-* h * is 7 x ~M -2— f 
V^ , D7j?^^ybf*>SSX5 1 ;i'X^5 : -;i'969iDg«:N. N-y/^M^AJS KlOmlfc 
»»U ^>yy*7;^>^> ? X^;i/470|JK h UX^75 >1. 07ml£MI#tfjn*.;fc. 

3- [3- ( [2- (yl h^>7tX7t'j;W TttM 757/ -4-/ h + ~> 7 x 
-;H ^ V 7°D#+y7°P k°t>ix^xXT^ 1. 387g£#fc. 
'H-NMR (CDC1 3 ) ' 

5:0. 97 (d, J=6. 0Hz, 3H) 1.15 (d, J=6. 0Hz, 3H) 1.23-1.30 (m, 9H) 2.84 (d, 
J=20. 4Hz, 2H) 2. 85-2. 94 fan, 2H) 3. 48 (sept, J=6. 0Hz, 1H) 3. 84 (s, 3H) 4. 00 
(dd, J =4. 8, 8.4Hz, 1H) 4.03-4.21 (m, 6H) 4.43 (d, J=6. 0Hz. 2H) 6.77 (d, J=8. 0Hz, 
1H) 7. 12-7. 15 (m. 2H) 

mmmm w 



3-[3-([2-(yXh^y7^77tUJW 7t^W7$7/fJH -4-* h^rS>^ 
i-JH -2--f V ^O^^v^P e^->g?X^XX^;H5mgS:T- h7th*077 
>0.4mHC^U TK^'J^^A^mg^JPA, SfiCTO. 5fifH«i$l/fc. 4- ( h 
U 7)l-*n 7?JM^>X7^Tt HlOmgcDN, N-^^fMMTS H (0. 1ml) ig 

fl&EiftSgLfc. 8a££HPLCfcT*MftU 2--T V 7*n^y-3-4-/ h=^>-3- 
[((E) -3- [4-(hU 7MD7fiW 7xXjH-2-7°a^7^JP75 7) 7i 
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MS m/e (ESI) 466 (MH + ) 




l£M$mt.mm<D-ftm'T:\ 2-^7 7°D^y-3-[4-^ h^->-3-([(E)-3-(2, 3-^ 

MS m/e (ESI) 466 (MH + ) 
glMffJ62 



^»!l60t|WIfi|(7)77&T\ 2-^ V7°P^^->-3-4-^ h^^-3- [ ( (E) -3- [2-7 )]/ 
^D-3-(h'j7MD^fJH 7xZJV]-2-7D^;'fJV75y) *^;H 7x~^ 

MS m/e (ESI) 484 (MH + ) 
H^J63 

CIO Q 



mnmQtmmojj&z-c 2— r y7a#^y-3-[4-y h=^>-3-([(E)-3-(2, 4-^ 

MS m/e (ESI) 466 (MH + ) 
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mmwmtmm(Dyomx\ 2--fV7°o*+y-3-[4-/ h+y-3-([(E)-3-(4-yn 
MS m/e (ESI) 494 (MH + ) 




nMwmtmm(Djjm-c\ 2-^v7 , a^+y-3-[M ->-3- ([(E) -3- (2, 5-5* 

MS m/e (ESI) 466 (MH + ) 




nmwm^mm^mT, 2-<v7"n#^y-3-[4-^ h^~>-3-([(E)-3-d-^-^ 

MS m/e (ESI) 448 (MH + ) 

HMffl67 

M^#l67a) 




5 KlOmlfcflStfU y7/ *^*>^x^;i/470nk h U x^T 7 5 >1. 07ml & 
gSW^b^ h U -7A7K, f^T^U fS/K^^^^^^AT-^L, j£$I£tf£EE 



161 



WO 01/25181 



PCT/JP00/06788 



SSLfc. 3-[3-([2-(^Ih + v'7tX7^j;H^Ci/V'fJH 75/^? 
;P)-4-^ h +y 7 x - JH -2-< V 7°o # + y 7° O ft >ilf JUX f Jl^ 1. 310g 

'H-NMR (CDC 1 3 ) 6 :0. 97 (d, J=6. 0Hz, 3H) 1.15 (d, J=6. 0Hz. 3H) 1.24-1.29 (m, 9H) 

1. 40 (dd, J=7. 2, 17. 6Hz, 3H) 2. 79-2. 94 (m, 3H) 3. 50 (sept, 1=6. 0Hz, 1H) 3. 84 

(s, 3H) 3.98-4.2 (m, 7H) 4.43 (d, J=4. 8Hz, 2H) 6.77 (d. J=8. 4Hz, 1H) 7.12 (d, 
J=8. 4Hz, 1H) 7. 16 (s, 1H) 




mmmmt mm^m-?, 3- [3- ( t (e) -3- (2-^7 d d7x-jk -i-^^-^n^ 

J-iMT^J^ 3-)V) -4^h + y7i-JW -2— f V 7° □ -> :/ n tf ^ >Wt&& 
&. 

MS m/e (ESI) 446 (MH + ) 




mffi&mttsimvjjtikT*, 3- [3- ( t (ei -3- (2-* ^7x-;w -2-* ^-7"o^ 
y<jH75;^f;w-4^h*'>7i=;i/]-2-'fy7 , D^->7 , ntt>i6SS 

MS m/e (ESI) 426 (MH + ) 
^^69 




%M60 tB«0*ii-e, 3- [3- ( [ (E) -3- (4-^OD7x — JW -2-/^-70^ 
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y^JH757/ 5FJI/) -4* h * y7 x = JW -2— f V □ 
&. 

MS m/e (ESI) 446 (MH + ) 




MS m/e (ESI) 480 (MH + ) 




mm&m t mm^m-c\ 3- [3- ( [ (E) -3- (2, 3-^^ □ □ 7 x-;w -2-* 
D^y^jujs; ^^;w -4^ h + y 7 x-;n -2--r v -> y □ t°^- >i 

] 

MS m/e (ESI) 480 (MH + ) 
^M^!l72 




#I»J60£N^<D7j&T\ 3-3- [ ( (E) -3- [1-7 )V3ru-Z- ( h U 7)\f*u*J-M 7 
3L-M-2-*3 L )V-2-7°u^;^)VT^ J) *^M-A-* h^'>7i-JH- f 7 7' 

o^->7d tr^->g?*#fco 

MS m/e (ESI) 498 (MH + ) 
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mMmW£.ni6k<Z>-l5&rZ> 3- [3- ( [ (E) -3- (3-7Md-2-/^7i-JH -2-^ 

MS m/e (ESI) 444 (MH + ) 
jHMffJ74 




^»J60tl^#O7^ffitr, 3- [3- ( [ (E) -3- (2, a uy :r ~;W) -2-^^-)V-y° 
MS m/e (ESI) 480 (MH + ) 




mmmmhnU(D-^m'(:\ 3- [3- ( ( (E) -3- (2-7Md-4-7*d ; E7iZJH -2-t< 
MS m/e (ESI) 510 (MH + ) 
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mm&mtmm<Djj&-z\ 3- [3- ( [ (E) -3- (3. d d7xzjh -2-*^)i-y° 
o^y-fjH7$;^ ^) v) -4 * h * > 7 x - ;w -2— r v y □ -> y n^ym 

MS m/e (ESI) 480 (MH + ) 



mmmmhnm(D-^mT:\ MVyn^y-3-[4-^ b^>-3-([(E)-2-^;W 
MS m/e (ESI) 462 (MH + ) 



;W -4-* h*is 7 x - M -2—f V 7°d ~>7° >ixfJVx7 x ;U489mg©7- 
h^k h*D7^>2mUcj§fig*JP^fc^, h Uxf^75 >210nl£Jn7U ^rSlC 

* U * yjp* 7A^D7F izxmm U ^\^r-^>-it^X^;i/ (2 : 1-3 : 2) JglU# 
iHJ:D2-r V7 , o#+'>-3-4-^ h + [ (7"o k^o-f^JS J) ^JH7i 
-;i/7"o e^->^x9 L ;i/X7.^;i/230mg^t#^io 

'H-NMR (CDCI3) 6 :0. 98 (d, 1=6. 0Hz, 3H) 1. 16 (d. J=6. 0Hz, 3H) 1. 25 (t, 1=7. 2Hz, 3H) 
2. 76 (s. 1H) 2. 87 (dd, J=8. 4, 14. 0Hz, 1H) 2. 94 (dd, J =4. 8, 14. 0 Hz. 1H) 3.51 (sept, 





0 
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J=6. OHz, 1H) 3.85 (s. 3H) 4.01 (dd, J=5. 2, 8. 4 Hz. 1H) 4.12 (q, J=8. OHz, 2H) 
4.45 (d, J=6. OHz, 2H) 6.35 (br, 1H) 6.80 (d, J=8. OHz, 1H) 7.13-7.18 (in, 2H) 

mmmm) 



y°u t°^->mx^;UX7;5 : -;H6rag^N, N-y^fMM7$ HO. 6ml IzffifflV, -f 
^ F^>if >15mg, y^nnt'7 l h l J7x-^7^X7^>/t7y | 7A3mg 1 «k 5 
lb$H2mg, mtV^AZag, h UX5^;P7 5 >0. lmlSttlA, ^J!t#fflMT\ 

ISbfco JSiSK^^y— 5mh SN-TKK-fk^-hU^AO. 'lml&JHl*., liStM 

«MgU&. 8«E£HPLCfcTtt«U 2--f V^D^y-3-(4-^ h + ->3-[(3-7x 

MS m/e (ESI) 397 (MH + ) 



H»J78i:|H|tlO^^T, 2— rV^o^->-3-[4-^ b^>-3- ( [3- (4-* h^v' 
MS m/e (ESI) 426 (MH + ) 
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mm&mtmm<Dj}mx\ 2--ryyo^+y-3-[4-/ h^~>-3-([3-(4-p<^7 

MS m/e(ESI) 410 (MH + ) 
HlMffJ81 



5IWJ78t[sltll^^T:\ 2-^fyyp* + y-3-[4-^ h^>-3- ( [3- (A-y)V^u 

MS m/e (ESI) 414 (MH + ) 
^»!182 




H«J78t|W|#©yjS-I:\ 2-^V7"D*^y-3-[4-^ h=t^>-3- ( [3- (3-^ b^~> 
MS m/e (ESI) 426 (MH + ) 



mmmntmmcD^m'r:'. 2— r v^n^^-w-y h^~>-3-([3-(3-^o^E^ 

MS m/e (ESI) 475 (MH + ) 
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MS m/e (ESI) 464 (MH + ) 




mffimntmm<Dj5&-T:\ 2-^rv7D^y-3-[4-^ h^zs-z-az-u-^T-jiy 

MS m/e (ESI) 410 (MH + ) 




mmmntmm(Dy5^\'2-^ y7o^y-3- w-^ h^>--3-([3-(i-^7^ 

MS m/e (ESI) 446 (MH + ) 
Mi£#iJ87a) 




$^#J89e) <h[sJ#07^ffiT3-yD ; e-2, 6-S^ H^v^>X7;U5 :: t: F£ffl^3- 
(3-[(^E7h + y*MrjH7S/] ;>Wl/-2, h + y7x5JH-2-^7 

•H-NMROClj) a : 0. 96 (d, J=6. 0Hz, 3H) 1.15 (d, J=6. 0Hz, 3H) 1.23 (t, J=7. 2Hz, 
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3H) 1. 44 (s, 9H) 2. 87 (dd, J=8. 4, 14. OHz, 1H) 2. 98 (dd, J=5. 6, 14. 0 Hz. 1H) 
3.51 (sept, J=6. 4Hz, 1H) 3.80 (s, 3H) 3.83 (s, 3H) 4.12-4.17 (m, 3H) 4.40 (d, 
J=5. 2Hz, 2H) 5.11 (br. 1H) 6. 60 (d. J=8. 8Hz, 1H) 7.15 (d, J=8. 8Hz, 1H) 



U 3- (3- [(2, 4-y^DD^>^JW7Sy] *3=-;U-2, 4-^* h^y7i-;H -2- 

MS m/e (ESI) 470 (MH + ) 
j^ff]88 



'H-NMR (CDC 1 3 ) 

<5 : 0. 98 (d, J=6. OHz, 3H) 1. 14 (d, J=6. OHz, 3H) 1. 26 (t, J=6. 8Hz, 3H) 1. 43 
(s, 9H) 2.86 (dd, J=8. 8, 18.4Hz, 1H) 2.98 (dd, J=6. 4, 13. 6 Hz, 1H) 3.51 (sept, 
J=6. 4Hz, 1H) 3.83 (s, 3H) 3.84 (s, 3H) 4.08-4.17 (m, 3H) 4.20 (brs, 2H) 4.94 
(br, 1H) 6.40 (s, 1H) 7.02 (s, 1H) 
I£«!l88b) 
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3- (3- [ (i=^ h + V*M-JW 75 y] 6-v 5 ^ h + v7x5JH-2- 

U 3- (5- [(2, 4-y^nn^>^;H 75 7] *^;i/-2, ^->7iz;M-2- 
< y y° o # * v 7° a tf * > * # tz o 
MS m/e (ESI) 470 (MH + ) 

$S[»!l89a) 



5-y*n^E-2, h*y / OX7;Vrt H 10. 67g£-x"h^ti Hoy ^>100mh 

^-2, 3-y^ h^rv^>^;W7;Un-;H0. 27g£f#fc. ^<7)ffi^^#l5. 326g£N, N- 
y^fJ^A7S F50mncjg#?U <5^V-JW.8g, ^E7WPDy7x 
-;w>^>5. 9g^J0A^S^T^mit-bfeo SJfc^^Sl^x^Titmu 

mm^M.J±^V. [(5-y*P^E-2, 3-v 5 * h^zy^>i>)V\)^r=¥^] ( fgHy^JW 
y7 x^i;i/->^>10. 72g£t#7c„ 
'H-NMR (CDC 1 3 ) 

5: 1.10 (s, 9H) 3. 63 (s, 3H) 3.84 (s, 3H) 4.76 (s, 2H) 6.96 (d, J=2. 0Hz, 1H) 
7.33 (d, J=l. 6Hz, 1H) 7.63-7.45 (m, 6H) 7.68-7.71 (m, 4H) 




OMe 
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TBDPSO 




CHO 



10. 72g£7 l h7fc Kn7 7>100ilfc«#U tiIiIT> -78t:(i^£PLfc 0 :/ 
^iJf^A (1. 5M^it>^) 16ml ^iOx, 30^»*^bfc», 4-^;i/5 JV^)l^ 
U >2. 5ml^SP^}to -78t:TiB#Wlt#bfc^lN-^*^^, Bfmx^MdTft&ffl 

>-WBftX^;i/ (2:1—3:2) «fc D 3- ( [1- (^HT'fJH -1. l-v7x^y U 

JW^+^^^W -4, h + -M>X7Jl/rt K9. 4g£?#£io 

'H-NMR (CDC1 3 ) 

6: 1.12 (s, 9H) 3.77 (s, 3H) 3.91 (s, 3H) 4.84 (s, 2H) 7.39-7.44 (m, 7H) 
7. 69-7. 72 (m, 5H) 9. 91 (s, 1H) 



2— f V yn^S^X^yg^^x^USlOmg^ t F □ 7 ^ >20ml fz^M 
U *3dfb^ HJ ^A370mg£iJn*.&. ^i&le:T30$H*#U 3-([l-(i£7*f 

3. 485g©N,N-5?*3SH'*Jl'A7 5 H5ml*«E&ttliLfc. ^fUfcT^&JWU J^JS 

&*ffilfe^*^ATte*U »«ESr«JES5Sbfc. (E, Z) -3- [ [1- ($H7f 
;W-1. l-y7x-Jk>UJH tti/^M-A, h + y7iZ;H-H77"D 

#+y-2-7°n h°^>^X^;kX7;^;i/5. 01g<H#fc OlgSr^r h 5 

t KD77>30mnc»«?b, SWfclmK x h 57^)17 >t-7A7M U H (im 

m i oral sje^ap* tzo Kitm^^mm^jv-vmn^. mmm**, mtumt 




in 
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*7A^P"7hfcT«l4L, ^U->-ita6x5 L ;K2: 1-3:2) »tB»ffl«kt) (E.Z)- 
3-[t FD + y/^W -4, h^y7x^H-2--f Vya^y-2-7*n^ 

•H-NMR (CDC1 3 ) 6 : 1. 24-1. 39 (m, 9H) 3.84, 3.87 (each s, 3H) 3.89, 3.92 (each s, 
3H) 4. 16, 4. 29 (each q, J=7. 2 Hz, 2H) 4. 27, 4. 47 (each sept, J=6. OHz, 1H) 4. 65, 
4. 67 (each s, 2H) 6. 16, 6. 94 (each s, 1H) 6. 79 (s. 1H) 7. 23, 7. 67 (each d, 
J=2. OHz and 1. 6Hz, 1H) 



(E, Z)-3-[th'D+y^^W-4, 5-5>* h^y7x-JH-2-< V7'o^y-2- 
:/n tr^fftx^JPX^rJW. 209g£r h;K£>15mH;:J£fl¥U 7yfty7xzM 
X*U;i/l. 6ml43«tlK^Tit'h*e/^n [5. 4. 0] , 7>-7 :r ir>l. lml^riJPA, l?STi^ 

Ai/D?hi:TffliU '\^rU->-i^iftX^;K2: 1—3:2) »m»H«tO (E, Z)-3- 
[3-(7'^H^?-;i/)-4. h + y7x-JH-2--f V7*o^y-2-7'o h!t>S 

'H-NMR(CDClj) « :1. 14 (t, =6. 8Hz, 3H) 1.30 (d, J=7. 2Hz. 3H) 1.35 (d, J=7. 2Hz. 
3H) 3. 84, 3. 87 (each s, 3H) 3. 90, 3. 92 (each s, 3H) 4. 16, 4. 30 (each q, J=6. 8 
Hz, 2H) 4.35 (d, J=ll. 2 Hz. 2H) 4.50 (sept, J=6. 4Hz, 1H) 6.14, 6.93 (each s, 
1H) 6. 75, 6. 72 (each d, J=2. OHz, 1H) 7. 26. 7. 64 (each d, J=2. OHz, 1H) 
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(E, Z)-3- [3-(7y^^H-4, h+y7i^JH-HV^D^y-2-y 
P t°^->^X^;i/X7;7-;P2. 124g£»«X3 : -;i'50inn;:Jgfl?U i£7*^y*-# 
*-H. 5g, 10%/^5^Ajg*aS800mg§JQ*., zk^ffl^TF, ^U\ZT2mmW;W 

■7 b CTill, ^\^>-mm^^ (5:H4:0 ?&tt!#lSck D 3- (3- [ (fgH:/ h ^ 
->MfcJH7 5/] ^?;i/-4, h^p>--7ai5;W-2-^yya#^->7°ot 0 
t>iXfJH^fJH. 93g£#7c 0 

'H-NMR (CDC1 3 ) <5 : 0. 97 (d, J=6. OHz, 3H) 1.16 (d, J=6. OHz, 3H) 1.26 (t, J=6. 8Hz, 
3H) 1. 44 (s, 9H) 2. 87 (dd, J-8. 4, 14. OHz, 1H) 2. 94 (dd, J=4. 8, 14. 0 Hz, 1H) 
3.51 (sept, J=6. 4Hz, 1H) 3.82 (s, 3H) 3.84 (s, 3H) 4.02 (dd, J=4. 8, 8. 4 Hz, 
1H) 4.13-4.22 (m, 2H) 4.29 (d, J=6. OHz, 2H) 4.94 (br, 1H) 6.76 (s, 1H) 6.78 
(s, 1H) 



3- (3-[(lH7l + y^M^K75;l ^)b-A, b*^7 )l>) -2- 

v 7° a # ^ y n t° ^- >^x^;i/x 7; "r)b £ ffl </ ^THM#!l 3 8 <h IWIH ©7j 8re£i 

J£U 3- (3- [ (2, 4-> ? £'nin^;>V'-1';W 75 7] 5-^ h*~>7x.— 

)V) -2-f VT'n^yyntft^ f#fc „ 

MS m/e (ESI) 470 (MH + ) 

SMM90 
MWOa) 



2-^ > v Jl/*-^ v-5-*;i/5 ^ ^Jl/XX ^;i/39. 1 g£ p< * J —)V 

300ml K:*&fi?-U b^m b 'J pWl^OinK /\°^ h >-;i/^2g^iDA4P#^Sn^jl^ 
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Vfzo MfflZlft&\sit&> h >5ml&m*-, «JEEj»*8Lfc. sat*K 

»ttE**EES*Lfc. 2-K>5?;M"3r>')-5-(> ? * h + y^fJWSlfi^^ 
X^7";i/39. 08g£#fc. 
'H-NMR (CDC1 3 ) 

5: 3.32 (6H, s) 3.88 (s, 3H) 5.19 (s, 2H) 5.37 (s, 1H) 7.03 (d, J-8. 0Hz, 1H) 
7.33-7.41 (m, 3H) 7.47-7.53 (m, 3H) 7.91 (s, 1H) 



MTTKMJJl'StAkF'J F7g£^r t F D 7^ >200mH;:M*i U 2- K 

>^;i/^-^v-) -5- (v 5 ^ h^->^^;w ^iss/fjuxf^ss. osg^-x- h => t 

FD7^>100ml^^JP^feo 5^m#Ufcm7j<, 15%7K^b^-hU^A, tKStSP 
A, flti^Lfco iS$E£MM^U 2-K>v*;V:*-3r-»-5-(>*j* b^r^^W ^ 
>^;i/T^n-;P35. 15g£#fc 0 £.0)®.%.}$.'%}$: h;Wx>250mHC^L^ 7>Mt 
i^^i-jl/^X^U^Og^il/^yif t*->77P [5. 4. 0] ^7>^-te>22ml£:JD7L, ^ 

^7A^a^hi:TiSb, ^^tt>-»ii^ (15:1) mmttm<£ 94- k> 

yM^y)-3-(7yF/^l/)y^ b*5>*?MW^>-fcf >17. 4g£#fc„ £©fe<2 

£ 1 ^-^^cr^gu ->u*y;y^^A77n^ Mc-c¥imu ^+i->-im 

X5P^ (12:1) ^tH^iljck D4- K>> ? ;i/^-^-» -3- (75? H^WM ^>X7^ft 
H9. 39g£t# 7c 0 

•H-NMR (CDCI3) 5: 4. 48 (s, 2H) 5.22 (s, 2H) 7.90 (d. J=8. 8Hz, 1H) 7.37-7.45 (m, 
5H) 7.84-7.86 (m, 2H) 9.90 (s, 1H) 
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BocHN 




C0 2 Et 



r 



fl¥U Tk^T, zk*{t^hU?Al. 7g£Jn*.&. &mzXZ0&m&V, 3, 4-K> 
i^M-^vO -3- (7v K*^;M ^>X7Jl/ft F9. 39gCDN, N-i^^fMM75 

*gj££3&£@5&bfc. (E, Z)-3-[7y H^^;U)-4-K>>?;W^-^rS» 7xnjH-2- 
-f V^07^^r->-2-yntf^->mx^;i/XX^;H6. 7g Z.<Dl&±f$.mn. 46g 

^H7'fJVy*-*^- h8. 3g> 10%/\°^S^Aj^?!l3g£: 

(4:l)^ai^ia«fc0 3-{3-[(^H^ , h^'>*J^-;W 757] *3\>U-4-fc Fo^-> 
7i-JH-2"f V 7°D y 7'D b" t >iX?Jl/X7 fJH. 2g£#fco 
'H-NMR(CDC1 3 ) 5: 0.99 (d, J=6. 0Hz, 3H) 1.15 (d. J=6. 0Hz, 3H) 1.23 (t, J=7. 2Hz. 
3H) 1.44 (s, 9H) 2.84 (dd, J=8. 4, 13. 6Hz. 1H) 2.90 (dd, J=5. 0. 13. 6 Hz, 1H) 
3.50 (sept, J=6. 4Hz, 1H) 3.98 (dd, J=5. 6. 8. 4Hz, 1H) 4.12 (a, J=6. 8Hz. 2H) 
4.19 (d, J=6. 4Hz, 2H) 5. 22 (br, 1H) 6.86 (d, J=8. 4Hz, 1H) 6.94 (d, J=2. 0Hz, 
1H) 7. 08 (dd, =2. 0, 8. 0 Hz, 1H) 8. 77 (br. 1H) 



3-(3-((iH7'h^y*M-JH7$y] *7)V-A-\i h'n+y7x^)-2-f 
V7°a^y7n ti^->^x^;i/Xy;7 : -;i/402mg^7-ti hx h U;W5mlteJg«?U N- 
^□^^ H200mg*3ffl7lfc. MKTllSIHfflM^U Sj£^#)£@mx^ 

;i/T^U wm/i^7X, fiSfa^k^- HU^atK, ^zk^^^v 



MB#J90d) 
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^\^rit>-^x^;i/ (5:1) i^ttl^pJ; 0 3- (3-^D^-5- E K£7> + y*M- 
;W 7 5 7 ] ;* ^;U-4- kHn+y7x XJM -2--f V7'D^y7'o e * >ssx^;p 
xx^;M33mg£f#fc. 

'H-NMR (CDC1 3 ) 5: 0.98 (d. J-6. 0Hz, 3H) 1. 16 (d, J=6. OHz, 3H) 1.25 (t, J=6. 8Hz, 
3H) 1.44 (s, 9H) 2.80 (dd, J=8. 4, 13. 6Hz, 1H) 2.88 (dd, 1=7.2, 14.0 Hz, 1H) 
3.51 (sept, J=6. 4Hz, 1H) 3. 97 (dd, 1=4. 8, 8. 4 Hz, 1H) 4.16-4.22 fan, 2H) 4.24 
(d. J=6. 8Hz. 2H) 5.20 (br, 1H) 6.96 (d, J=l. 6Hz. 1H) 7.35 (d, 1=2. OHz, 1H) 
8.45 (br, 1H) 
SSJBWOe) 




3- (3-:/a^-5-[(mH:7>^#jl^-;i/) Tsy] ^)V-4-\l Ko^y7x- 
;i/)-2-fyya#^>-yPh°^->MX5 L ;i/X7;^;i'944mg^N, N-y/?M;i/A7 
S K5mlfc:S8?#U <*H^^>0. 15mh KBft* U ^A500ng*je^iPAfc. Si&fc 

il^y'J^yM^A^D-TMlTfflil, ^\^i7->-^X^;K4:l)^ffi^I@ 
£D3- (3-7*ot-5-[(^£7h + y*M-;H7$y] h^->7i^ 
M -2— T 7 7°n^+y7°D tf^>^x5 L ;Ux7,^;i'876mg*#feo 
■H-NMR (CDC1 3 ) 5: 0.97 (d, J=6. OHz, 3H) 1. 16 (d, J=6. OHz, 3H) 1.45 (s, 9H) 2.86 
(dd, J=8. 4, 14.0Hz, 1H) 2.93 (dd, 1=4.4, 14. 0 Hz, 1H) 3.51 (sept, J=6. 4Hz, 
1H) 3. 74 (s, 3H) 3. 84 (s, 3H) 4. 02 (dd, 1=4. 8, 8. 4 Hz. 1H) 4. 34 (d, J=6. OHz, 
2H) 4.95 (br, 1H) 7.12 (d, J=l. 6Hz, 1H) 7.37 (d, 1=2. OHz, 1H) 

mm&mt) 
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3- (3-^n^-5- [ (^£y h + y*;^zJH 75 7 ] *=?)V-A-* h^-/7i- 
ST«b> 3- (3-7'ot-5- [ (2, 4-y ^ n D^>W JH 757] *=?)V-A-* b^r 
MS m/e (ESI) 520 (MH + ) 
Slifi0i91a) 



3- (3-7'Dt-5-[^E7> + yAJW-;H 75/] ^^^-4-^ h^>7x- 
;W -2-< Vy'o^y^D t°^>^X5P;i/XX^;k876mg£:/n ¥3r~ h U ;i/5ml 
fcfc&BU y7>ftt h U ^A182mg, rh7+XMJ7x-^7*77^>A 0 7 

* U A^7A^07 h CTflMb, ^\*U->-ftltx^ (4: 1) ^ai^Sii: D 
3- (3-y77-5-[(iH7'h + y^M-JW75 7] ^^;W4-^ h + y7x"JH- 
2— T V:/n#^:/afc°^>mx5P;Wxx^;i/586mg£t#fco 
'H-NMR(CDClj) 5 :0. 95 (d. J=6. 0Hz, 3H) 1. 17 (d. J=6. 0Hz, 3H) 1. 27 (t, J=6. 8Hz, 3H) 
1. 45 (s, 9H) 2. 89 (dd. J=8. 4, 14. 0Hz, 1H) 2. 97 (dd, J=4. 4, 14. 0 Hz. 1H) 3. 53 
(sept, J=6. 4Hz, 1H) 4.00 (dd, J=4. 8. 8. 4 Hz, 1H) 4.07 (s, 3H) 4.21-4.27 fan. 
2H) 4.30 (s, 2H) 4.94 (br, 1H) 7.40 (d, J=2. 4Hz, 1H) 7.42 (d, J=0. 8Hz. 1H) 
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m-cmm u 3- (3- -> r j -5- [ (2, 4- v # □ □ ^ > ;W7s;]^ ^;p-4- * h * 

MS m/e (ESI) 465 (MH + ) 

1IMffJ92 

®M*J92a) 



5-70^-2-7 o o$lfil2g^f h 7 1 Fn77>60mn:ML> tf^>^ h 
h*Q77>3>7"Uy^ (lM^h^t HD7 7>SI» 148. 3g£Jnx.fc„ 

5-7*at-2-7 □ P^>y^7^3-JHl. 46gS»fc. £<Z>aj&£*£»iB0!l89e) 

t [wi«^77?i«s u 3- (3- [ (^£7* h * 7 = ;]^ 3^:7 x 5 

M-l— i 77o^y7a h°^->^x^;UXX^;V^t#fc 0 
•H-NMROClj) <5: 0.95 (d, J=6. 0Hz, 3H) 1.15 (d, J=6. 0Hz, 3H) 1.24 (t, J=7. 2Hz, 
3H) 1. 46 (s, 9H) 2. 93 (dd, J=8. 4, 14. OHz, 1H) 3. 07 (dd. J=4. 8, 14. 0 Hz, 1H) 
3.49 (sept, J=6. 4Hz, 1H) 4.04 (dd, J =4. 8, 8. 4Hz, 1H) 4.12-4.19 (m, 2H) 4.30 
(d, J=5. 2Hz, 2H) 4. 80 (br, 1H) 7.12-7.16 (m, 3H) 7.23 (d, J=8. OHz, 1H) 




850.19 2b) 
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3- (3- [ (^£7' h * )V^=L)V) 75/] ^ x 5 )V) -2— f V 7° □ > ^ 

d t 0 ^>mx^;Px^^;i/^ffll/iTll»!]38ilHl+i^75fe-r5{LSlb, 3- (3- [ (2, 4- 

MS m/e(ESI) 410 (MH + ) 



3- (3-[(fB=^'h^->*;i'#— ;W 757] Fo + ->7i-JH -2—1' 

fci&#U 1tHx^>0. 3mK KBft* U £A200nig&MB;fciJ[lA&. 50*CfcT4I^M 

A7jc, {ctt»U aBTkffiMfcv^s^ATffcJfcU iM£MEE@*Lfc 0 Sit* 
-/'J^yJW^A^nThtTiSl, ^\^>-g^mx^;K8:l)^tti^il<kO 
3- (3-[(i£7h + y*M^H7 5/l ^fJH-Xh + v7xx;K-2-1V^ 
□ # ^ -> y D H ;t >^X5P;i/X X 5^ W 85mg £ #fe o 

'H-NMR (CDCl 3 ) <5: 0. 96 (d, J=6. 0Hz, 3H) l. 15 (d, J=6. 0Hz, 3H) 1.24 (t, J=6. 8Hz, 
3H) 1.42 (t, J=6. 8Hz, 3H) 1.45 (s, 9H) 2.86 (dd, J=8. 4. 14. 0Hz, 1H) 2.93 (dd, 
J=4. 8. 14.0 Hz, 1H) 3.49 (sept, J=6. 4Hz, 1H) 3.98-4.06 (m, 3H) 4.13-4.21 (m. 
2H) 4.29 (d, J=5. 2Hz, 2H) 4.99 (br, 1H) 6.75 (d, J=8. 4Hz, 1H) 7. 14 (d, J=8. 8Hz. 
1H) 7. 14 (s, 1H) 




»J93b) 
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r 



C0,H 



3- (3- [ (IH7' h * )^-)V) 7S;]^ 3^-4-X h * is 7 i-JW -2— Y V 
yD^^^ynh°^>mx^;i/X7>^;u^ffi^T^»!l38ilwi^cD^riT-5asib, 
3- (3- [(2, 4-y^an^>^JH 757] ;*3^-4-x h + y7xZjH-2-fV7° 

'H-NMR(CDC1 3 ) 5 : 1.06 (d, J=6. 0Hz, 3H) 1.17 (d, J=6. OHz, 3H) 1.45 (t, J=7. 2Hz, 
3H) 2. 92 (dd, J=8. 0, 14. 0Hz, 1H) 3. 07 (dd, J=4. 4, 14. 0 Hz, 1H) 3. 58 (sept, 
J=6. OHz, 1H) 4. 06-4. 15 (m, 3H) 4.64 (d. J=6. OHz, 2H) 6.81 (d, J=8. 4Hz, 1H) 
6.88 (br, 1H) 7. 15 (dd, J=2. 4, 8. 4Hz, 1H) 7. 27 (d, J=8. 4 Hz, 2H) 7.42 (d, J=2. 4Hz, 
1H) 7.68 (d, J=8. 4Hz, 1H) 
MS m/e (ESI) 454 (MH + ) 



mmmntmmommz&D, 3-(3-[(i£7'h+->*M-jw 75;] 

-4-7D^+y7i-iH -2— f V7"P^y7'o tf^^Bfex^l/X^-^^^^fc. 
'H-NMR (CDCI3) 5: 0.97 (d, J=6. OHz, 3H) 1.05 (t, J=6. 8Hz, 3H) 1.15 (d, J=6. OHz, 
3H) 1.25 (t, J=6. 8Hz, 3H) 1.44 (s, 9H) 1.78-1.86 (m, 2H) 2.86 (dd, J=8. 4, 14. OHz, 
1H) 2. 93 (dd, J=4. 8,. 14. 0 Hz, 1H) 3. 50 (sept, J=6. 4Hz, 1H) 3. 93 (t, J=6. 4 Hz, 
2H) 4.00 (dd, J =4. 8, 8. 4 Hz, 1H) 4.14-4.21 (m, 2H) 4.30 (d, J=5. 2Hz, 2H) 4.98 
(br, 1H) 6.75 (d, J=8. 4Hz, 1H) 7.09 (dd, J=2. 0, 8. 4Hz, 1H) 7.13 (s. 1H) 




MMMb) 
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3- (3- [ (i£7' h * 7 5 J ] * ^)l-4-~7 □ v 7xZJH -2— f 

V7°p^^i/ya t°^>^x^;pxx^;i-^ffl^TllW!l38i|si^(Z)7??£T-MS 
U 3- (3- [(2, 4->?^nD^>VW;W 75 7] pWl/^-^a^^y^xjW -2--f 
y 7° o * ~> y n k° ^- > & £ # . 

'H-NMR (CDC1 3 ) 6:1. 05 (t, J=7. 2Hz, 3H) 1. 06 (d, J=6. 0Hz, 3H) 1. 18 (d. J=6. 0Hz, 3H) 
1.80-1.87 (m, 2H) 2.91 (dd, J=8. 0. 14.0Hz, 1H) 3.07 (dd, J =4. 4, 14. 0 Hz, 1H) 
3.59 (sept, J=6. 0Hz, 1H) 3.97 (t, J=7. 2Hz, 2H) 4.12 (dd, J =4. 4, 8.0Hz, 1H) 
4.65 (d, J=6. 0Hz, 2H) 6.81-6.84 (m, 2H) 7.15 (dd, J=2. 4, 8. 4Hz. 1H) 7.25 (d, 
J=2. 4 Hz. 1H) 7. 28-7. 33 On, 1H) 7. 42 (d, J=2. 4Hz, 1H) 7. 67 (d, J=9. 6Hz, 1H) 
MS m/e (ESI) 470 (MH + ) 
iil^ffJ95 




-4-< V7*D^y7x^H -2— f v7D^y7°D tf^>^X^XX5F-;l/£t# 

o 

'H-NMR (CDC 1 3 ) 6 : 0.97 (d, J=6. 0Hz, 3H) 1.15 (d, J=6. 0Hz, 3H) 1.24 (t, J=6. 8Hz, 
3H) 1.33 (d, J=6. 0Hz, 6H) 1.44 (s, 9H) 1.78-1.86 (m, 2H) 2.86 (dd, J=8. 4, 14. 0Hz, 
1H) 2. 92 (dd, J=4. 8, 14. 0 Hz, 1H) 3. 50 (sept, J=6. 0Hz, 1H) 4. 00 (dd. J=4. 8, 
8.4 Hz, 1H) 4.13-4.21 (m, 2H) 4.26 (d, J=5. 2Hz, 2H) 4. 54 (sept, J=6. 0Hz, 1H) 
4.96 (br, 1H) 6.77 (d, J=8. 4Hz, 1H) 7.08 (dd, J=2. 4, 8. 4Hz, 1H) 7.13 (s. 1H) 
H«J95b) 
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#LSU 3- (3- [(2, 4-y7on^>vVJH 75y] ^^Hy^D^'>7i = 

MS m/e (ESI) 470 (MH + ) 

M3t^J96a) 




-4-y^P^>?M+v7x-;H -2— T V7o^y7°D t°^->^x^;i/X^^ 

'H-NMR (CDC1 3 ) 6: 0.97 (d, J=6. 0Hz, 3H) 1.15 (d, J=6. 0Hz, 3H) 1.24 (t, J=6. 8Hz, 
3H) 1.44 (s. 9H) 1.63-1.65 (m, 2H) 1.75-1.90 (in, 6H) 2.85 (dd, J=8. 4, 14. 0Hz, 
1H) 2. 92 (dd, J=4. 8, 14. 0 Hz, 1H) 3. 50 (sept, J=6. OHz, 1H) 4. 00 (dd, J=4. 8, 
8.4 Hz, 1H) 4.10-4.21 (m, 2H) 4.25 (d, J=5. 2Hz. 2H) 4.76-4.79 (m, 1H) 4.95 
(br, 1H) 6. 75 (d, J=8. 4Hz, 1H) 7. 07 (d, J=8. 4Hz, 1H) 7. 12 (s, 1H) 
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3- (3- [(2, 4->^nm^>7W;i/) T5./} *7)V-4-i/Z> a^>7)l 
MS m/e (ESI) 494 (MH*) 



3- (3- [ (^et* h ^ ~>;fr;i/#xjy) r ^ y ] * 7)V-4- [ ( h u □ ^ tjp 

7* -;H t+v7x-JK -2— T 77'o^y7'D h°^>^x5 L ;i/XX^;i^329rag 
£ bJl/X>4mH::*&$?U 4-^;i/^-n7^-i;i'^D>^llOmg> fb7^h l J7i 
-;i/7^7;7^ >/N°^^^A74mg, U A440mg^SPA, ^ffffl^TlOOT; 

^b^s^~>u*y;i/77 7A^P^ h^TlfMb, ^-y->-n^x5F-;M6:i)?g 

aS^-HJ; D3-(3-[(g§H:/ b^v-TJJl^XJH 75 /] y^;W4- [ ( b U 7Mo^ 
^;i/) x;P77^--;W ^->7i^H -2- )V^uy 7izji/7o^+ 
~>y°Dh°^->^x^;WXX^;V262mg^#fe 0 

'H-NMR (CDC1 3 ) <5 : 1.01 (d, J=6. 4Hz, 3H) 1.18 (d, J=6. 4Hz, 3H) 1.26 (t, J=7. 2Hz, 
3H) 1.43 (s, 9H) 2.99 (dd, J=8. 8, 13.6Hz, 1H) 3.04 (dd, J=5. 6, 13. 2 Hz, 1H) 
3.56 (sept, J=6. 4Hz, 1H) 4.08-4.24 (111. 5H) 4.60 (br 1H) 7.05-7.15 (m, 4H) 
7. 19-7. 30 (m, 3H) 






F 
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ywtJL^jvjLTs^jv^m^xmmmzztmmo^m-cmm^. 3- (3- [(2, A-vyn 

MS m/e (ESI) 504 (MH + ) 
8&0y98a) 



3- (3-[(I=^h^y*M-JK 75/1 ^^;V-4-k Fd+v7xZJH -2~Y 
3fci$U &7K«EBfc^*->£A-eft»U ?§iiS:fl£lI®5&Lfc. 3-(3-[(l£7> 

^->#;i^x;i/) 75;] ^^;p-4-[(h u ^i^d^^w 7s)V7*—M ttisy 

x.=.)V)-2— f V^D)f^y7°o tf^->^X^X7.-^;V663mg^^fco 
'H-NMR (CDCI3) 5: 0.92 (d. J=6. 0Hz, 3H) 1. 16 (d, J=6. 0Hz, 3H) 1.24 (t. J=6. 8Hz, 
3H) 1.46 (s, 9H) 2.91-3.04 (m, 2H) 3.51 (sept, J=6. 4Hz, 1H) 4.02 (dd, J =4. 4, 
8.8 Hz, 1H) 4.16-4.23 fan, 2H) 4.40 (d, J=6. 0Hz, 2H) 4.95 (br, 1H) 7.17-7.20 
fan, 1H) 7.24-7.25 fan, 1H) 7.40 (s, 1H) 



3- (3- [ (IH-7* h * v#;i^xjM 757]^ ^;W4- KhU7Mo^ tuu 
7*-;Ht+">7i x;W -2-"f 7 7'D^y7°D tf ^ >S?x^ Jl/X 7. 7 r -^334mg 
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U ^^■tf->-K»x^-;i/ (7:1) ^tH^li «k 0 3- (3- [ (iH7'h + y*J^zjH 75 
7 ] 7WI/-4- [ ( h U 7)VJru* ^-M X)17 * —M ^->7xZJH -2- (2-7 U 
;W •/□#^~>7°P ti^->^x^;i/XX7 : -;H80ing$: ; f#7to 

'H-NMR (CDC1 3 ) <5: 0. 96 (d, J=6. 0Hz, 3H) 1.16 (d, J=6. 4Hz, 3H) 1.26 (t, J=6. 8Hz, 
3H) 1.46 (s, 9H) 2.95 (dd, J=8. 8, 13.6Hz, 1H) 3.02 (dd, J=4. 8, 14.0 Hz, 1H) 
3.51 (sept, J=6. 4Hz, 1H) 4.06 (dd, J =4. 8, 8. 8 Hz, 1H) 4.19 (q, J=6. 8Hz, 2H) 
4.47 (s, 2H) 4.95 (br 1H) 6.52 (d, J=20Hz, 2H) 6.98 (s. 1H) 7.21 (d, J=8. 4Hz, 
1H) 7. 32 (s, 1H) 7. 51-7. 53 (m, 2H) 



7*~M t^v7x^JH -2- (2-7 U M 7"o^y7°D t!*>BfeX5 L ;i'X^T-JP 

&m^T^ffiMM£mm(Dj5&T*mmi,. 3-0-K2. 4-y^on^>^jW75 
y ] y ^)v-a- (2-7 u ;w 7i-;m -2— r vyo^yyo t o ^->^?:t#fco 

MS m/e (ESI) 476 (MH + ) 

^01199 

$^J99a) 



2-^ Ho^S/y^JHf U >?>7. 4g£ hJUx>100mHd^L, Tvfc 

>?7jiXJP7Js7n7^U;H3. 8ml*5«t^71ft*'>^a [5. 4. 0] "y* >T r -fe >9. 5ml ^rtiD 



»(J98c) 
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^u-em&mnhtzo Kmmz7k%M7L, six^TSitBbfc. mmm&m 

*~>-3-t: U i?M *J-M 7*J F9. 5g£#fc c 

'H-NMR (CDC1 3 ) 5: 4. 00 (s. 3H) 4.35 (s, 2H) 6.89-6.92 On, 1H) 7.55-7.57 (m, 1H) 
8. 15-8. 16 (m, 1H) 



[(2-* b^v-3-tf'J v;W *3S>M 7i^F9. 5g£@^X^;H00mnc^fl?U JgH 
^)Vi?i3— M3g, 10%/N°^^^A^*3g^iPA, tK^H^T, ^rUtCT 

*7A^D7hCTiSU >-i^X^ (5 : 1H : 1) ^ffi^Ick D 

N-[(2-^ h^->-3-tf>J VM *3-M tl—n-?— h6. 84g£#fc«, Z.(D®.±f& 
m. 916g*T-feh— h'J;U30mH^«?b, N-^D^^H^ F2. 19g£<23X.feo 
^iafcT3BIKI*^Ufc«, SfflE&WJBESicUfc. M££If»X3\>M::Jg#U 

N-l(5-:/n^E-2-* h^rv-3-tf «J5?;W ^JW^-A^-hl. 185g&Wfc. 
'H-NMR (CDCI3) <5: 1.44 (s, 9H) 3.94 (s, 3H) 4.22 (d. J=6. 0Hz, 2H) 5.02 (br, 1H) 
7.62 (s, 1H) 8.01 (s, 1H) 
$OS#J99c) 



N- [ (5-7 p^E-2-^ h^~>-3-t°U >W) *?\>H *-A^- h l. 009g, y^DDl: 
X h U -7ai-;i/^^X7^ >A^:/^A45mg, ^Bt^" h U ^ A325mg, HJ7x- 
Jl/7 * X 7 -f > 17mg£*tf7j<N, N-y7<fJV*^A7 5 K 3ml U — M^mMM 
H^TT110 C C(CT2. 5P#KtR^bfco S«ll5SilfJ^fRb, fllS 
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^;K3. 5:l)^tii^-llJ;D^H^;i/ N- [ (5-*;i/5 h^~>-3-t: U ~J)V) * 

^Mti—n-?— h401mg^t#fco 

'H-NMR (CDC1 3 ) <5: 1.46 (s, 9H) 4.08 (s, 3H) 4.31 (d, J=6. 0Hz, 2H) 5.02 (br, 1H) 
8.01 (d, J=2. 4Hz, 1H) 8.54 (d, J=2. 0Hz, 1H) 



X^;i/ 2-^ V^P^^^^X^y^^X^^SlOmg^r-T- h^k FD77> 
5mHc^?U 7K*{fcT-HJ^A70mg£JnArco ^KT15#jft#U N- [ (5-*;i/ 
5 ;i/-2-pt h^'>-3-bfUi>;W ^M%— AT— h401mgtf>N, N-y^fMM7 
5 F2ml^£iPAfc 0 ^(CT15^>jt#U, MJ^^^Mx^l/T^fRU 

^^^^EE^Lfeo M£@^x5P;i/8mh x^y-;V2mHc^?bl0%/^^> ? ^ 
AEK*200mg£JjOA, 7k3ilff:fflmT. ifiCTMHIf K^^^^i ^ 

-@^X5P;U (4:1-2. 5:1) ?&£±i^lIiJ: 0 3- (5- [ (l£7*h*y*M-JH 75 J 3 

^^;u-6-^ b^->-3-t° u -2— r V7"D^y7*D t°^->^x^;pxy;^;i- 

514mg£#fco 

'H-NMR (CDC1 3 ) 6 : 0. 96 (d, J-6. 0Hz. 3H) 1.16 (d, J=6. 0Hz, 3H) 1.27 (t, J=7. 2Hz, 
3H) 1.45 (s, 9H) 2.85 (dd, J=8. 4, 14.0Hz, 1H) 2.92 (dd, J=4. 8, 14.0 Hz. 1H) 
3.52 (sept, J=6. 0Hz) 3.96 (s, 3H) 3.99 (dd, J=4. 8, 8. 4 Hz, 1H) 4.17-4.24 (m, 
4H) 5. 03 (br, 1H) 7. 47 (s, 1H) 7. 93 (d, J=2. 0Hz, 1H) 




»J99e) 
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CI 0 



CI 




C0 2 H 



U 3- (5- [(2, 4-y^on^>vViH 7$/] ^^-6-^ h ^ v-3- t° U >W -2- 

MS m/e(ESI) 441 (MH+) 

StififtllOOa) 



3- (3-7'Dt-5- [ (IH7* h + y*MxjW 75 y] Hd^->^jc — 

;W -2--Y 77°D^y7 e D t°^->^X^;UXy;^;W253mg^T-fe h-hU ;y3ml 
Jg#U N— f^F** h*157mg£Jnx.7Co SjBKT2. 5 Bjf^bfc©^, SiS 

p^r h fc:T»»U ^\^+)->-^x^;u (4:1) ^tb^HiJ: 0 3- (3— T ^ F-5- 
[(*=7*b+y*Mx;W75y] ;<^;i/-4-t: FD + y7iXJH -2— -f V7"dI 

•H-NMRICDClj) <5: 0.99 (d. J=6. OHz. 3H) 1.16 (d, J=6. OHz, 3H) 1.24 (t, J=6. 8Hz, 
3H) 1.44 (s, 9H) 2.80 (dd, J =8. 0, 13. 6Hz, 1H) 2.86 (dd, J=5. 6. 13. 6 Hz. 1H) 
3.50 (sept, J=6. 4Hz, 1H) 3.96 (dd, J=5. 2, 8. 8 Hz, 1H) 4.15-4.23 fan, 5H) 6.96 
(d, J=l. 6Hz, 1H) 7. 58 (d, J=l. 6Hz, 1H) 
M^llOOb) • 
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BocHN 




C0 2 Et 



HO 



r 



ms 



3- (3-^tF-5-[(i£7*h+y^MrjH 75/1 7<3MU-4-t Fn^->7i^ 
^X^-r >/\°^>^A70mg> ct^-ftffill. 5mg, h U X^7 5 >0. 5ml £ JjPtL, £ 

»aE*^u*y;^7A^n-7hfcT»«b, ^■y->-B*atx5 L ;K6:i)»m^pi 

«fc0 3-3-[{3g=^h^^*;i/3pn;W T^J] *<?)V-A-\i FD + y-5-[2-(l, 1, 1- 
X7WH65mg£:#fco 

'H-NMR (CDC 1 3 ) <5: 0.27 (s, 9H) 0.96 (d, J=6. 0Hz, 3H) 1.15 (d, J=6. 4Hz, 3H) 1.24 
(t, J=7. 2Hz, 3H) 1. 44 (s, 9H) 2. 80 (dd, J=9. 2, 14. 4Hz, 1H) 2. 88 (dd, J=5. 2, 
14.0 Hz, 1H) 3.49 (sept, J=6. 4Hz, 1H) 3.96 (dd, J=4. 8, 8. 8 Hz. 1H) 4.13-4.21 
(m, 3H) 4.24 (d, J=6. 0Hz, 2H) 5.11 (br, 1H) 7.05 (d, J=l. 6Hz, 1H) 7.19 (d, 
J=2. 4Hz, 1H) 
Sl&ffllOOc) 



3-3-[(i£7'h^y*MxjW7 5'7] Ko*'>-5-[2-(l, 1. 1-h 

ij ^^;i->u;v)-i-x^-;i/] 7x-jw v7D^y7D tf*>&x^;i/x 

^A7M'J H (lMxb^t h'D77«)0. 5ml a., ^?£{CT1I1#P«# L7c 0 

£jS^4fc£i1^x3\M/T?&fRU «li^7K> gS?nfiW7K, icTBte^u 
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CT»Kb, / \+"!t>-^iX^ (3:1) ^ai^lj^ 0 3-3- [ (^£7>^y^M" 
hf^->^X^;i/XX7-;H22mg?:#fc. 

•H-NMR (CDC1 3 ) 5: 0.97 (d, J=6. 0Hz, 3H) 1.15 (d, J=6. 4Hz, 3H) 1.26 (t, J=7. 2Hz, 
3H) 1.44 (s, 9H) 2.81 (dd, J=9. 2. 14.4Hz, 1H) 2.88 (dd. J=5. 2, 14.0 Hz, 1H) 
3.36 (s, 1H) 3.50 (sept, J=6. 4Hz, 1H) 3.97 (dd, J =4. 8, 8. 8 Hz, 1H) 4.15-4.22 
(m, 2H) 4. 23 (d, J=6. 8Hz, 2H) 7. 04 (s, 1H) 7. 20 (s. 1H) 
SSSSflllOOd) 



3-3- [ (I£7>^y*M-JH 75;i^fJH-b K n^->-5- (l-x^x;H 
7iz JW2 — f V^n^y^D t: :t >^x^;i/X>; -t^JI/ 1 2 lmg£N, N-S? * ^)V^ 
;UA75 F2nlfc*#U j^m^7U^A50mg*JjPx.feo 60-70t:fcTJR«lt^bfc© 
Ktftfl^fcjSItBftx^Tf^RU fiafp^fc±h'JC7A7jc, KIT 

=y h CT»8l/, ^U-^-Bftex^ (6:1) ^ffi«-ili«fc 0 3- (7- [ (IH 

k^^x^XT^l^mg^ffco 

'H-NMR (CDC 1 3 ) <3 : 0.94 (d, J=6. 0Hz, 3H) 1.15 (d, J=6. 0Hz, 3H) 1.23 (t, J=6. 8Hz, 

3H) 1.46 (s, 9H) 3.01 (dd, J=8. 8. 14. 0Hz, 1H) 3.08 (dd. J=5. 2, 14. 0 Hz, 1H) 

3.49 (sept, J=6. 4Hz, 1H) 4.07 (dd, J =5. 2. 8. 4 Hz, 1H) 4.12-4.19 (m, 2H) 4.60 

(brs, 2H) 5.01 (br. 1H) 6.72 (s, 1H) 7.13 (s. 1H) 7.39 (d, J=l. 6Hz, 1H) 7.61 

(d, J-2. 0Hz, 1H) 
HWJlOOe) 
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OH 



3- (7-[(*=:/h*->#;M*— ;w 75;] /^;K> , /[b]7 5>-5-'f;M -2—r 

L , 3- (7- [ (2, n o ^ > y*-f JH7S7]^ 3^1/^ > V [b] "7 ^ >-5-< ;U) -2- 

-r v ?° u # * -> ^° a t° * > m * ^ o 

MS m/e(ESI) 451 (MH + ) 



3- (7-[(iH7*h + y*M-JH 757] ;*3Ml^>V*[b] 7 7>-5--f;H -2--f 



hffitiiU U 3-(7-[(^=^h + ->*;i/#-;H 75 7] JK 3-y 



27mg£t#fc 0 

'H-NMR (CDC1 3 ) 5: 0.99 (d, J=6. 0Hz, 3H) 1.15 (d, J=6. 0Hz, 3H) 1.25 (t. J=6. 8Hz, 

3H) 1. 45 (s, 9H) 2. 85 (dd, J=8. 4, 14. 0Hz, 1H) 2. 92 (dd, J=4. 8, 14. 0 Hz, 1H) 

3.17 (t, 1=5. 2Hz, 2H) 3.50 (sept, J=6. 0Hz, 1H) 3.98 (dd, J=4. 8, 8. 4 Hz. 1H) 

4.13-4.20 (m. 2H) 4.24 (brs, 2H) 4.57 (t, J=5. 2 Hz. 2H) 4.97 (br, 1H) 6.91 
(s, 1H) 7.00 (s, 1H) 




th'D^>V* [b] 7 7 >-5-< ;W -2— f I 



>^x^;i/X7;^;k 



IWJIOlb) 
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©Tfr&T&SU 3-(7-[(2,4-y^ODA>'/-fJH 757] *^-;P-2. 3-5? t 
> V* [b] 7 5 >-5-^;W -2-< V yn-tf^rz/Zfa bf:*>6&£f#;fc. 
MS n/e (ESI) 481 (MH + ) 




mmmzitmmcD^mx'mmv, 3- [2, 4-5?* h+'>-3-([(5-^w-7i=;i' 

MS m/e (ESI) 499 (MH + ) 




li»J88£TO ©7J&T4MU 3- [2, 4-5?* ( [ (5-^5 1 ;i/-2-7i-JI/ 

-1. 3-f77'-JhMJH*J^-iH 75 7/fJH 7xz;H-2-'fV7 0 o^y 

MS m/e (ESI) 499 (MH*) 
H»J104 




SSM89i|WHiCD7afeTMSL, 3- [3, 4-5?* h + y-5-([(5-^^-2-7x-Jl/ 
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MS ra/e (ESI) 499 (MH + ) 
gH»J105 




«F!l90<h|wl«cD^ft«SL, 3-[3-yD^e-4-^ h^i/-5- ( [ (5-^5^-2-;7 
MS ra/e (ESI) 548 (MH + ) 




HW!l91i|Hl#cD7jST^Sb, 3-[3-^7V-4-* v-5- ( [ (5-^^-2-7 

i - )V- 1, 3-^t v '-;i/-4— r ;w ;w 75;/ 7 x -2—r v 7 d 

MS m/e (ESI) 494 (MH + ) 




m^MntmmcDyj^-vmmv. 2— r v yn#+-3- [3- ( [ (5-^^-2-7 x-;u 
-1, 3-T77-JH--f ;n 75 y /?jh 7i-)Hl 7°Dt"t>i^# 

MS m/e (ESI) 439 (MH + ) 
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mmwrnt. mmwfim-vim u 3- w-x h =t->-3- ( [ (5-/ ^-2-71^- 
1, 3-^Tv-;w-4--r;w ^M-jny^y^^w ?:cx;n -2— r v^p^y 

MS m/e (ESI) 483 (MH + ) 



MS m/e (ESI) 497 (MH + ) 

' ~ ' ^OH 



mm^mtrnm^m-cmmL, 3- [4— r v:/o7t^>'-3-([(5-/^;i/-2-:7;cx 

3-5P7 v -ji/-4--r ;w 7 5// 7 31 - M -2--f 77*0^ 

MS m/e (ESI) 497 (MH + ) 



g^J 1 1 1 
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MS m/e (ESI) 523 (MH + ) 




mm&m tmm<DJ5&-?mmis, 3- [4- (4-7Mq7x-;h -3- < [ (5-^5 l ;p-2- 

□ ^■>7°Dh^>i^fc, 
MS m/e (ESI) 533 (MH + ) 
gig^ffJ113 




nM&miimmo)jj&-?:mmis. 3- [4- (4-7 u m -3- ( [ (5-^^-2-7x-;i/- 

1, 3-f 7 JH *;^^JH 7 5 y ^ ^JH 7i-JH-2--fV7 , n^y 

7 0t't/l^#L 
MS m/e (ESI) 505 (MH + ) 
HJfi0i|114 
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MS ra/e (ESI) 470 (MH + ) 




mS««J100i:l^«O^T?«iaU, 2-f V^b^+y-3-[7-([(5-/f;H-7x 

- 1, 3-5P 7 i/-;i/-4— r ;w # - ;H 7$y^ j-m ^ > V [b] ~? >-5--f 

MS m/e (ESI) 479 (MH + ) 



mi 




Hlfi^J 101 1 l^#©7ji£T£!lJlU 2-' f V yn#^>-3- [7- ( [ (5-^^-2-7 x 
MS m/e (ESI) 480 (MH + ) 

mmmm 



ci o 
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mm&m t mm^m-emm l > 3- (3- [ (2-^ □ n-4-y n > i/-r ;w 7 

5 y] y 3^-4-X h+-/7i-;H -2--T y^n^y^ 
MS m/e (ESI) 498 (MH + ) 
H»jll8 



l£»d93£l^fig<D;£&-«3IU 3- (3- [ dd-H vya^y^>VV 

M r 5 y ] y ^;u-4-x h ->7izji/) -2— r yyp^yyoft >m£#7t 0 

'H-NMR (CDC1 3 ) <5 : 1.04 (d, J=6. 0Hz, 3H) 1.15 (d, J=6. 0Hz, 3H) 1.34 (d, J=6. 0Hz, 
6H) 1. 43 (t, J=7. 2Hz, 3H) 2. 90 (dd, J=8. 0, 14. 0Hz, 1H) 3. 06 (dd, J=4. 4, 14. 0 
Hz, 1H) 3.57 (sept, J=6. 0Hz, 1H) 4.06 (q, J=7. 2Hz, 2H) 4.11 (dd, J=4. 4, 8.0Hz, 
1H) 4.56 (sept, J=6. 0Hz, 1H) 4.62 (d, J=5. 6Hz, 2H) 6.79 (d, J=8. 8Hz, 1H) 6.81 
(dd, J=2. 4, 8. 4Hz, 1H) 6.87 (d, J=2. 8Hz. 1H) 7.07 (br, 1H) 7.12 (dd, J=2. 4, 
8. 4 Hz, 1H) 7. 23 (d, J=2. 4Hz, 1H) 7. 74 (d, J=8. 4Hz, 1H) 
MS m/e (ESI) 478 (MH + ) 



; I) 7 5 J ] y ^;i/-4-X h^y7xz;W-2-^vyD^y^Dft>i^# 

'H-NMR (CDC1 3 ) 6: 1.04 (d, J=6. 0Hz, 3H) 1.15 (d, J-6. 0Hz, 3H) 1.43 (t, J-7. 2Hz, 
3H) 1.61-1.65 (m, 2H) 1.74-1.94 (m, 6H) 2.90 (dd, J=8. 0, 14. 0Hz, 1H) 3.05 (dd, 
J=4. 4, 14.0 Hz, 1H) 3.57 (sept, 1=6. 0Hz, 1H) 4.06 (q, J=7. 2Hz, 2H) 4.10 (dd, 
J=4. 4, 8. 0Hz, 1H) 4. 62 (d, 1=5. 6Hz, 2H) 4. 74-4. 77 (m, 1H) 6. 78 (d, J=8. 0Hz. 
1H) 6.80 (dd, J=2. 4, 8. 4Hz, 1H) 6.86 (d, J=2. 4Hz, 1H) 7.08 (brt, J=5. 6Hz. 1H) 




CI 0 




m^mtrnm^mx-mmi^ 3-(3-[(2-^no-4-> 
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7.12 (dd, J=2.4, 8.4 Hz, 1H) 7.23 (d, J=2. 4Hz, 1H) 7.73 (d, J=8. 4Hz, 1H) 
MS m/e (ESI) 504 (MH + ) 



mm^mtmmcoyjm^mmi,. 3-3-[ ( [2- (4-/^7x -jh -5-/f jki, 3-^ 

7 V*-; W4--T M t> )V#~)V7 5/)^ J-M -4-x h^y7x =.JP-2 — f V7°n^ 

'H-NMR (CDCI3) <5 : 1.06 (d. J=6. 0Hz, 3H) 1.17 (d, J=6. 0Hz, 3H) 1.48 (t, J=7. 2Hz, 
3H) 2.04 (s, 3H) 2.71 (s. 3H) 2.92 (dd, J=8. 0, 14.0Hz, 1H) 3.06 (dd, J=4. 4, 
14. 0 Hz, 1H) 3. 59 (sept, J=6. 0Hz, 1H) 4. 08-4, 13 (m, 3H) 4. 59 (d. J=5. 6Hz. 2H) 
4.74-4.77 (m, 1H) 6.53 (brt, J=6. 4Hz, 1H) 6.81 (d, J=8. 4Hz, 1H) 7. 13 (dd, J=2. 4, 
8. 4Hz, 1H) 7.21 (d, J=2. 4Hz, 1H) 7.24 (d, J=8. 0 Hz, 2H) 7.80 (d, J=8. 4Hz, 2H) 
MS m/e (ESI) 497 (MH + ) 



^mmntrnmoy^mTsmm u 3-3- [ ( [2- (2-7 □ o 7 x-;w -5-^^;wi, 3- 

^ 7 V-JV-A-f ;Hi3Mz;i.7 5/ )^ -4-x h * ~> 7 x x;i/-2— f V 7° □ 



'H-NMR (CDC1 3 ) 6 : 1.06 (d. J=6. 0Hz, 3H) 1.17 (d, J=6. 0Hz, 3H) 1.48 (t, J=7. 2Hz, 
3H) 2.75 (s, 3H) 2. 92 (dd, J=8. 0, 14.0Hz, 1H) 3.06 (dd, J=4. 4, 14. 0 Hz, 1H) 
3.59 (sept, J=6. 0Hz, 1H) 4.08-4.13 (m, 3H) 4.60 (d, J=6. 0Hz, 2H) 6.61 (brt, 
J=6. 4Hz, 1H) 6. 82 (d, J=8. 4Hz, 1H) 7. 14 (dd, J=2. 4, 8. 4Hz, 1H) 7. 22 (d, J=2. 4Hz, 
1H) 7.35-7.40 (m, 1H) 7.48-7.51 (m, 1H) 8.24-8.27 (in, 1H) 



0 
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MS m/e(ESI) 516 (MH + ) 
0 




mmm 1 mm<Djj&-z:mm u 3-3- [(b-ihdp7i ~m -5-* 3\>i/-i, 3- 

'H-NMR (CDCI3) 5: 1.06 (d, J=6. 0Hz, 3H) 1.17 (d, J=6. 0Hz, 3H) 1.48 (t, J=7. 2Hz, 
3H) 2.71 (s. 3H) 2.92 (dd, J=8. 0. 14.0Hz, 1H) 3.06 (dd, J-4. 4. 14.0 Hz, 1H) 
3.59 (sept, J=6. 0Hz, 1H) 4.08-4.13 (m, 3H) 4. 59 (d, J=6. 0Hz, 2H) 6.54 (brt, 
J=5. 6Hz, 1H) 6.82 (d, J=8. 4Hz, 1H) 7. 14 (dd, 1=1. 4, 8. 4Hz, 1H) 7.21 (d, J=2. 4Hz, 
1H) 7.41 (d, J=8. 8Hz, 2H) 7.86 (d, J =8. 8Hz, 2H) 
MS m/e(ESI) 516 (MH + ) 



MM1M 




nffi&mtmmvjjtiz-vmmis, 3-3- 1 ( [2- (2, 4-*?? □ p 7i-jw -s-^^w 

1, 3-f77-JH--fJH ^;i/^njl/T5 7) ^^;H -4-Xh + y7x-M--f7 
MS m/e (ESI) 551 (MH + ) 
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0 




£. 3-4-x h * ~>-3- [ ( [5-^ 3^-2- 

'H-NMR (CDC 1 3 ) 5: 1.06 (d, J=6. 0Hz. 3H) 1.17 (d, J=6. 0Hz, 3H) 1.47 (t, J=7. 2Hz, 
3H) 2. 05 (s, 3H) 2. 92 (dd, J=8. 0. 14. 0Hz, 1H) 3. 06 (dd, J=4. 4, 14. 0 Hz, 1H) 
3.57 (sept, J=6. 0Hz, 1H) 4.08-4.13 On, 3H) 4.58 (d, J=5. 6Hz, 2H) 6.50 (br, 
1H) 6.82 (d, J=8. 0Hz, 1H) 7.09 (dd, J=3. 6, 5. 2Hz, 1H) 7.13 (dd, J=2. 4. 8.0Hz, 
1H) 7.21 (d, J=2. 0Hz, 1H) 7.48 (ddd, J=l. 2, 5.2, 33. 6 Hz, 1H) 
MS m/e (ESI) 489 (MH + ) 




mmmwtmmommT'mmL, 3- (3- [ (2-7 o □-4-^P^^->^>^/-r;w 7 

57]/ ^)l-4-7°ntf* ~> -7 x - )V) -2--f V /o^y7°a >WL&&fto 

MS m/e (ESI) 492 (MH + ) 

glMffJ126 




mm$m tmmomm-emm l . 3- (3- [(2-^00 -A-zfu-g* <>^ > ;w 7 

57]/ ^;W4--f V7"D^y7i-JH -2— Y y^D^yynHt >^ £t#fc„ 
'H-NMR(CDClj) 8: 1.04 (d, J=6. 0Hz, 3H) 1.05 (t, J=7. 2Hz, 3H) 1.16 (d, J=6. 0Hz, 
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3H) 1.33 (d, J=6. 0Hz, 6H) 1.79-1.87 (m, 2H) 2.90 (dd, J=8. 0, 14. 0Hz, 1H) 3.06 
(dd, J=4.4. 14.0 Hz, 1H) 3.57 (sept, J=6. OHz, 1H) 3.95 (t, J=7. 2Hz. 2H) 4.11 
(dd, J=4. 4, 8. OHz, 1H) 4. 56 (sept, J=6. OHz, 1H) 4. 63 (d, J=7. OHz, 2H) 6. 79 
(d, J=8. 8Hz, 1H) 6.81 (dd, J=2. 4. 8. 8Hz, 1H) 6.86 (d, J=2. 8Hz, 1H) 6.99 (br, 
1H) 7.11 (dd, J=2. 4, 8.4Hz, 1H) 7.23 (d, J=2. OHz, 1H) 7.72 (d, J=8. 4Hz, 1H) 
MS m/e (ESI) 492 (MH + ) 



mmmu t mmwzfe-vmm l , 3- (3- 1 a-zun -a- y^n^ >5mm-^ : 
7W ; w 7 s y ] ^ ^;W4- ^d^s/7i-;m -2--r yyn^y^Dft>l?: 

MS m/e (ESI) 518 (MH + ) 
aMLL28 



njfi^j94 1 mmo^m-vmmv. 3-3- [ ( [2- (4-^^7z-;n -5-^^-1, 3- 

5=- 7 7-;w4-< ;n * - ;U7 s/u 7-;H -4-7 □ -> 7 x^;u-2— r v 7 

'H-NMR (CDCI3) <5 : 1.06 (d, J=6. OHz, 3H) 1.09 (t, J=7. 2Hz, 3H) 1.17 (d, 1-6. OHz, 
3H) 1.82-1.91 (m. 2H) 2.40 (s, 3H) 2.71 (s, 3H) 2.92 (dd, J=8. 0. 14.0Hz, 1H) 
3. 06 (dd, J=4. 4, 14. 0 Hz, 1H) 3. 59 (sept, J=6. OHz, 1H) 3. 99 (t, 1=6. 8Hz, 2H) 
4.12 (dd, J=4. 4, 8.0Hz, 1H) 4.59 (d. J-6. OHz, 2H) 6.46 (brt, J=6. 4Hz, 1H) 6.82 
(d, J=8. 2Hz, 1H) 7. 14 (dd, 1-2. 4, 8. 8Hz, 1H) 7. 22 (d, J=2. 4Hz, 1H) 7. 24 (d, 




0 
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J=8. OHz, 2H) 7.80 (d. J=8. 4Hz, 2H) 



MS m/e (ESI) 511 (MH*) 




-J 



r 



C0 2 H 



mmmut mm<D^& tmi u 3-3- [ ( [2- (2-7 d o 7 x -5-* 3- 

'H-NMR(CDC1 3 ) 6: 1.07 (d. J=6. OHz, 3H) 1.09 (t, J=7. 6Hz, 3H) 1.17 (d, J=6. OHz, 
3H) 1.85-1.91 (m, 2H) 2.74 (s, 3H) 2.92 (dd, j=8. 0. 14. OHz, 1H) 3.06 (dd, 1=4. 4, 
14.0 Hz, 1H) 3.59 (sept, J=6. OHz, 1H) 3.99 (t, J=6. 4Hz, 2H) 4.12 (dd, J =4. 4, 
8. OHz, 1H) 4. 60 (d. J=6. OHz. 2H) 6. 57 (brt, J=6. 4Hz, 1H) 6. 82 (d, J=8. 4Hz, 
1H) 7. 14 (dd, J=2. 4, 8. 4Hz, 1H) 7. 22 (d, J=2. 4Hz, 1H) 7. 35-7. 40 (m, 2H) 
7. 48-7. 51 (m, 1H) 8. 24-8. 27 (m, 1H) 
MS m/e (ESI) 531 (MH + ) 



mt&MMtmmommTmmv. 3-3- [ ( b- m-^ d □ 7 x-;w -s-^^^i, 3- 

?7 7-)H--f )H * )^^)I/7 5 7 ) -4-7D^y7i-JV-H77" 

•H-NMR (CDC 1 3 ) 6: 1.06 (d, J=6. OHz, 3H) 1.08 (t, J=7. 6Hz, 3H) 1.17 (d, J=6. OHz, 
3H) 1. 84-1. 89 (m, 2H) 2. 70 (s, 3H) 2. 92 (dd, J=8. 0. 14. OHz, 1H) 3. 05 (dd, J=4. 4, 
14.0 Hz, 1H) 3.60 (sept, J=6. OHz, 1H) 3.99 (t, J=6. 4Hz, 2H) 4.12 (dd, J=4. 4, 
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8.0Hz, 1H) 4.59 (d. J=5. 6Hz, 2H) 6.49 (brt, J=6. 4Hz, 1H) 6.82 (d, J=8. 4Hz, 

1H) 7.14 (dd. J=2.4. 8. 4Hz, 1H) 7.21 (d, 1=2. 4Hz, 1H) 7.41 (d. J=8. 8Hz, 2H) 
7.85 (d, J=8. 8Hz, 2H) 
MS m/e(ESI) 531 (MH + ) 



mnmutmmcD^mx'mm^. 3-3-[([2-(u-/^nn7x-jw-5-^^- 

1, 3-^7 V— JI/-4-- f M ts )V^=-)V7 5 J ) * =3-M -4-7° o x. 

'H-NMROClj) 5 : 1.07 (d, J=6. 0Hz, 3H) 1,07 "(t. J=7. 2Hz, 3H) 1.17 (d, J=6. 0Hz, 
3H) 1. 83-1. 92 (m, 2H) 2. 73 (s, 3H) 2. 92 (dd, J=7. 2, 14. 0Hz, 1H) 3. 06 (dd, J=4. 0, 
14.0 Hz, 1H) 3. 60 (sept. J=6. 0Hz, 1H) 3.99 (t, J=6. 4Hz, 2H) 4.12 (dd, J=4. 4, 
8.0Hz, 1H) 4.60 (d, 1=5. 6Hz, 2H) 6. 55 (brt, J=6. 4Hz, 1H) 6.82 (d, J=8. 4Hz, 
1H) 7. 14 (dd, J=2. 4, 8. 4Hz. 1H) 7. 22 (d, J=2. 4Hz, 1H) 7. 36 (dd, J=2. 4, 8. 8Hz, 
1H) 7.51 (d, J=2. 0Hz, 1H) 8.26 (d, J=8. 4Hz, 1H) 
MS m/e (ESI) 565 (MH + ) 



mm^mtmm^^irmmi,, 3-4-yo^^ ^-3- [ ( [5-^^-2- (2-^x- 

MS m/e (ESI) 503 (MH + ) 
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r 



C0 2 H 



ZmmStft&OJS&'ZBmis* 3- (3- [ (2-^ o D-4-^D^+y^>^ 7 
— T V y □ y 7 x - M -2-< y 7'd y ^ □ ft >i^#fe„ 
'H-NMR (CDCI3) (5 : 1.03 (t, J-7. 2Hz, 3H) 1.04 (d, J=6. 0Hz, 3H) 1.16 (d, J=6. 0Hz, 
3H) 1. 35 (d, J=6. 0Hz, 6H) 1. 78-1. 83 (m, 2H) 2. 90 (dd, J=7. 2, 14. 0Hz, 1H) 3. 05 
(dd, J=4. 0, 14.0 Hz, 1H) 3.57 (sept. J=6. 0Hz, 1H) 3.92 (t, J=6. 4Hz, 2H) 4.10 
(dd, J =4. 0, 7.2Hz, 1H) 4.56-4.61 (m, 3H) 6.80 (d, J-8. 4Hz, 1H) 6.83 (dd, J=2. 4, 
8.4Hz, 1H) 6.89 (d, J-2. 4Hz, 1H) 7.04 (brt. J=5. 2Hz, 1H) 7.11 (dd, 1=2. 4, 8. 4Hz, 
1H) 7.23 (d, J=2. 4Hz, 1H) 7.74 (d, J=8; 8Hz, 1H) 
MS m/e (ESI) 492 (MH + ) 



nmm% t mmoyjmTrmm u 3- (3- [ (2-^7 n p-4-< V7°n^y^> vw m 



75/]^ ^;i/-4--T V7°D^y7x-JW -2--f 77°D^^y7°Ot:t>i^# 

fee 

MS m/e (ESI) 492 (MH + ) 






mmMMtmmojj&T'&mis. 3- (3- [ (2-9 □ 0-4-i^ n^> 
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V/-f M 7 ^ J ] * ^JV-A-t V 7° o # * v 7 x - M -2--f V^D^y7°Dh^> 

'H-NMR (CDC 1 3 ) <5 : 1.04 (d, J=6. 0Hz, 3H) 1.16 (d, J=6. 0Hz, 3H) 1.35 (d, J=6. OHz, 
6H) 1.61-1.65 (m, 2H) 1.75-1.94 (m, 6H) 2.90 (dd, 1=7.2. 14.0Hz, 1H) 3.05 (dd, 
J=4. 0. 14. 0 Hz, 1H) 3. 57 (sept, J=6. OHz, 1H) 4. 10 (dd, J=4. 0. 7. 2Hz, 1H) 4. 60 
(d, J=5. 6Hz, 3H) 4.76 (sept, J=6. OHz, 1H) 6.80 (d, J=8. 8Hz, 1H) 6.81 (d, J=8. 8Hz, 
1H) 6.86 (d, J=2. 4Hz, 1H) 7.05 (brt, J=5. 6Hz, 1H) 7.11 (dd, J=2. 4, 8. 4Hz, 1H) 
7. 23 (d, J=2. OHz, 2H) 7. 73 (d, J=8. 8Hz, 2H) 
MS m/e(ESI) 518 (MH + ) 

o 



mMM% tmmcD^m-cmmv. 3-3- [ ( [2- w-* ^)iy x ~m -5-^;p-i, 3- 
fjy-jH-f ;u ^M-;i/75y)^ -4--r v^d^->7i - ;u-2--r 



■H-NMR (CDCI3) 5: 1.06 (d, J=6. OHz, 3H) 1.17 (d, J=6. OHz, 3H) 1.39 (d, J=6. OHz. 
6H) 2.40 (s, 3H) 2.71 (s, 3H) 2.91 (dd, J=7. 2, 14. OHz, 1H) 3.05 (dd, J=4. 0, 
14.0 Hz, 1H) 3.59 (sept, J=6. OHz, 1H) 4.11 (dd. J=4. 0, 7. 2Hz, 1H) 4.56 (d. 
J=5. 6Hz, 2H) 4.63 (sept, J=6. OHz, 1H) 6.53 (brt, J=5. 6Hz, 1H) 6.83 (d. J=8. 4Hz. 
1H) 7.13 (dd, J=2. 4, 8. 4Hz, . 1H) 7.21 (d, J=2. 4Hz, 1H) 7.24 (d, J=8. 4Hz, 2H) 
7. 80 (d, J=8. 4Hz, 2H) 
MS m/e(ESI) 511 (MH + ) 
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X 



r 



C0 2 H 



mm$m 1 mm^mr-mm u 3-3- [ ( [2- (2-^ n □ 7i^;n -5-p< ^;u-i, 3- 

■H-NMR (CDCI3) 6: 1.07 (d, J=6. 0Hz, 3H) 1.17 (d, J=6. OHz, 3H) 1.40 (d, J=6. OHz, 
6H) 2. 75 (s, 3H) 2. 92 (dd, J=7. 2, 14. 0Hz, 1H) 3. 05 (dd, J-4. 0, 14. 0 Hz. 1H) 
3.60 (sept, J=6. OHz, 1H) 4.12 (dd, J=4. 0. 7.2Hz, 1H) 4.58 (d, J=5. 6Hz, 2H) 
4.64 (sept, J=6. OHz, 1H) 6.63 (brt, J=5. 6Hz, 1H) 6.83 (d, J=8. 4Hz, 1H) 7.13 
(dd, J-2. 4, 8.4Hz, 1H) 7.21 (d, J=2. 4Hz, 1H) 7.35-7.39 (m, 2H) 7.48-7.50 (m, 
1H) 8. 25-8. 27 (m, 1H) 
MS m/e(ESI) 531 (MH + ) 



mmm% t mm^m-cmm u 3-3- [ ( [2- (2, \-v>? o □ 7i-jh 

1, 3-^7V— ;W-4--f ;H *M-JI/75;l ^J-M -4— r 77a^y7x-Jl/- 



'H-NMR (CDC1 3 ) 5: 1.07 (d, J=6. OHz, 3H) 1.17 (d, J=6. OHz, 3H) 1.40 (d, J=6. OHz, 
6H) 2. 74 (s, 3H) 2. 92 (dd. J=7. 2, 14. OHz, 1H) 3. 05 (dd. J=4. 0, 14. 0 Hz, 1H) 
3.60 (sept, J=6. 0Hz, 1H) 4.12 (dd, J=4. 0, 7. 2Hz, 1H) 4.56 (d, J=5. 6Hz, 2H) 
4.64 (sept, J=6. OHz, 1H) 6.63 (brt, J=5. 6Hz, 1H) 6.83 (d, J=8. 4Hz, 1H) 7.13 
(dd, J=2. 4, 8.4Hz, 1H) 7.21 (d, J=2. 4Hz. 1H) 7.36 (dd, J=2. 0. 8. 4Hz, 1H) 7.51 
(d. J=2. 4Hz, 1H) 7. 26 (d, J=8. 8Hz, 2H) 
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MS m/e (ESI) . 565 (MH + ) 




mmm%^mm(D^m-cmm^> 3-4 — r v^p^h-k [5-^^-2- 

MS m/e (ESI) 503 (MH + ) 
^»!I140 



1*1^96 £I^<D7j&^#131U 3- (3- [ (2-^ □ D-4-7°D^^y^>^ JH 7 
3-)W\-=y V u ^ >^;u^-^ -> 7 i — ;W -2— r y7'o^->7°n h: ^ >^ 

MS m/e (ESI) 513 (MH + ) 



|l«y96<hTOcD77&T:5MU 3-(3-[(2-^nn-4-< V7°n^y^>^ 
MS m/e (ESI) 518 (MH + ) 
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nife@mtmm(Djj&T*mMis. 3-3- [ ( [2- (i-*^)i7x. ~m -5-^^;u-i, 3- 

l H-NMR (CDCI3) 6 : 1.06 (d, 1=6. 0Hz, 3H) 1.17 (d, J=6. OHz, 3H) 1.65-1.69 (ra, 2H) 
1.77-2.10 (in, 6H) 2.40 (s, 3H) 2.71 (s, 3H) 2.91 (dd, J=7. 2, 14. OHz, 1H) 3.06 
(dd, J=4. 0, 14.0 Hz, 1H) 3.59 (sept, J=6. OHz, 1H) 4.11 (dd, J=4. 0. 7. 2Hz, 1H) 
4. 54 (d, J=5. 6Hz, 2H) 4. 82-4. 85 (m, 1H) 6. 44 (br, 1H) 6. 82 (d, J=8. 4Hz, 1H) 
7.12 (dd, J=2. 4, 8. 4Hz, 1H) 7.20 (d, J=2. 4Hz, 1H) 7.24 (d, J=7. 2Hz, 2H) 7.80 
(d, J=8. OHz, 2H) 
MS ra/e (ESI) 537 (MH + ) 



208 



WO 01/25181 



PCT/JP00/06788 




mt&mGtmmoyjs&i-eii&mis. 3-3- [ ( [2- (2-^ p n 7 x. -M -5-^wi-i, 3- 

f7V-JH-^f ;W # ;u#n;i/T 5;)^ -4— > ^7 □ ^ >^;w^ -> 7 x - ;i/ 
MS m/e (ESI) 557 (MH + ) 




t mmom-m-emw u 3-3- [ ( [2- (4-^7 a o 7izjh -5-^ 1, 3- 

^77-^-4-^ M ts )V-$-)iT -A-z/ >^ JM-^f ->7i 

MS m/e (ESI) 557 (MH + ) 




mffi&mtmmoijjmismmL, 3-3- [ ( [2- (2, a d7x-jh 
- ;i/-2-r v ^ a -> :/ □ h ^- >m & ntzo 

MS m/e (ESI) 591 (MH + ) 
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m^M%tmm<D^m-vmmi,. 3-4-: v^u^y^-^^-^-i-^-^^-i- 

MS m/e (ESI) 529 (MH + ) 




5 y ] ^;u-4- u;w 7x-jh -2— r v7o^->7d t:^->m^t#fe 0 

MS m/e (ESI) 500 (MH + ) 
HWJ149 



CI 0 0 




mM&mtmm^m-nm^* 3- [3- 1 (2-^ □ n-4-r v 

MS m/e (ESI) 500 (MH + ) 
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cu 




mm^mtmmco^m-vmmv, 3- [3- [ (2-7 □ n-4-->7 □^>^^^-^^>^> 



mmmntmm(D^m-vMm^> 3-4- (2-7 u ;w -3- [ ( [5-^^-2- (4-^^;u7 

MS m/e (ESI) 519 (MH + ) 



HWJ98^|W|=lt(D7jfeT-M U 3-4- (2-7 U ;W -3- [ ( [5-* ^)V-2- (2-7 D P 7 
jc-JW-1, 3-f7 1 /-JM-<;H*M^75 7) *^JH 7i-^-K7 7o 

MS m/e (ESI) 539 (MH + ) 

H»!)153 

SKifi0!ll53a) 



MS m/e (ESI) 526 (MH 4 ) 





211 



WO 01/25181 



PCT/JP00/06788 



BocHN 




C0 2 Et 



r 



[(h U yJV^n^^M 7 Jl^7 t-;H t+y7 xzjW -2- (2-^1' JW -7°p#^ 

'H-NMR (CDC 1 3 ) 6: 1.01 (d, J=6. 0Hz, 3H) 1.18 (d, J=6. 4Hz, 3H) 1.27 (t, J=7. 2Hz, 
3H) 1.46 (s. 9H) 2.91-3.06 (m, 2H) 3.51 (sept, J=6. 4Hz, 1H) 4.10 (dd, J=4. 8, 
8. 8 Hz, 1H) 4. 16-4. 24 (m, 2H) 4. 40 (d, J=5. 6Hz, 2H) 4. 69 (br 1H) 7. 01 (d, J=6. 0Hz. 
1H) 7. 08 (d, J=5. 2Hz, 1H) 7. 13-7. 20 (m, 2H) 7. 24-7. 35 (in, 2H) 



3-(3-[(I£7> + yi3M^H 75/] ^^Jl-A-[(h U 7Md^^JH TUP 
7*~M3r*i/7^-)l)-2- (2-^x-;W 7o*+y7nh't>ix? jH7r 
;U£ffl^T, |I«098£|1TO~MU 3- [3- [(2, 4-y^DD^>vWJH 7S/] 
7^;U-4-(2-^X-;W 7xZJH-HV7 , D^y7'Dk , t>|$|fe„ 
MS m/e (ESI) 492 (MH*) 



iWJ 1 5 3 h W\ m \z m W L > 3- [3- [ (2- y n □ -4- y° a 7tf * -> ^ > J W 7 5 / ] 
/5P;W4- (2-^x-jW -2--f y7n^y7Dh^>l?^l#fco 

MS m/e (ESI) 516 (MH + ) 



»J153b) 




■»J154 
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mmmmtrnmimmi;. 3- [3- [ (2-? n n-4-r vyn^y^>^ juts 

/] *^;i/-4- (2-^x-;w 71-JH -2— r yyp^y^D fcf:*>&£f#fco 
MS m/e (ESI) 516 (MH + ) 

M3£#)J156a) 



®ie0U97 1 mu<ol5fe-ez- (3- [ (iny h * 7$y]^ ^)V-a~ 

[ ( h U yjl^-n^^-M 7,)V7*~M ^y7i-JH -2- (5-^ ^;W2-^x-;w 

•H-NMR (CDCI3) <5: 1.01 (d, J=6. 0Hz, 3H) 1.17 (d, J=6. 4Hz, 3H) 1.25 (t, J=7. 2Hz, 

3H) 1.46 (s, 9H) 2.51 (s, 3H) 2.91-3.05 (in, 2H) 3.51 (sept, J=6. 4Hz, 1H) 4.07 

(dd, J=4. 8, 8. 8 Hz, 1H) 4.18-4.29 (m, 2H) 4.40 (br, 2H) 4.70 (br 1H) 6.73 (s, 
1H) 7. 11-7. 19 (m, 2H) 7. 23-7. 30 (m, 2H) 
H»J156b) 

CI 0 0 
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MS m/e (ESI) 506 (MH + ) 
gHf6gj|157 

0 




mmm\^tmm\zmmv> 3- [3- [ (2- ^ □ d -4-:/ a > vw ;w 7 5 / 1 

MS m/e (ESI) 530 (MH + ) 




1 5 6 1 mm \zmm b , 3- [3- [ (2- ^ o □ -4-< v y □ ^ -> ^ > vw ; w 7 5 
y ] ^ ^;i/-4- (5-y 3^-2-^ x - ; w 71-JH -2-< v 7 n n tr* £ 



MS m/e (ESI) 530 (MH + ) 
^M^J159 



Mr0!ll59a) 




C0 2 Et 



[ { HJ y;i/^-a ^ 7s)V7 ^y7i-JH -2- (5-^ d n^-^xxjl/) 
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'H-NMR (CDC1 3 ) <5 : 1.00 (d, J=6. 0Hz, 3H) 1.17 (d, J=6. 4Hz, 3H) 1.25 (t, J=7. 2Hz, 
3H) 1.45 (s, 9H) 2.51 (s, 3H) 2.91-3.05 (m, 2H) 3.50 (sept, J=6. 0Hz, 1H) 4.08 
(dd, J=4. 8, 8.8 Hz, 1H) 4.21-4.24 (m, 2H) 4.38-4.41 (m, 2H) 4.69 (br 1H) 6.78 
(d. J=3. 6Hz, 1H) 7.17-7.20 (m, 2H) 7.25 (d, J=8. 0Hz, 1H) 7.31 (s, 1H) 
H»!jl59b) 




3- (3- [ (IH7* h ><±))l#-)l) 7$;]^ \>-A- [(h'J7MD/ X )l> 

7*-)l>] ^y7i-JH -2- (5-^ n u-2-.^jl-)V) 7d^->7°d ¥*>m.x. 

^)ijLx^)i*m^TmMmmtmm\zmwis. 3- [3- [ (2, 4->^ n a^>vw 

J]/)75. y] ^ ^)V-A- (5-^ p P-2-^x - M 7 ;n ~M -2- f V 7° n ~> 7*0 t° 

MS m/e (ESI) 526 (MH + ) 
gigWJ160 




%Mm\W£mmz$±Wh, 3- [3- [ (2-^ o D-4-7°n # + y ^ > VW JH 75/] 
7<5P;i/-4- (5-^7 D n-2-^X-;i/) 7^~M -2— f VT'D^yT'D t°:T>M£:# 

MS m/e (ESI) 550 (MH + ) 
glMffJ161 
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mmm 1 59 1 mm izmm v > 3- [3- [ (2-? a □ -4— r vyo#^^> vw ;w r 5 

MS m/e (ESI) 550 (MH*) 

ggMff)162 

M3£#J162a) 

BocHN-^r^r^r c ° 2Et 



KifiW97£lW©:£&T3- (3- h=^>#ji/#x;n 757] ^^;i/-4- 
[(h u 7Mo/^W t+y7x-jn -2- (4-7 ^ji^-^x- 

'H-NMR(CDC1 3 ) <5 : 1.00 (d, J-6. 0Hz. 3H) 1.17 (d, J-6. 4Hz, 3H) 1.26 (t, J=7. 2Hz, 

3H) 1. 45 (s, 9H) 2. 29 (s, 3H) 2. 94-3. 05 (m, 2H) 3. 54 (sept. J=6. 0Hz, 1H) 4. 08 

(dd, J =4. 8, 8.8 Hz, 1H) 4.12-4.24 On, 2H) 4.40 (br, 2H) 4.70 (br 1H) 6.82 (s. 
1H) 7. 14-7. 19 (m, 2H) 7. 28 (d, J=9. 6Hz, 1H) 7. 31 (s, 1H) 



3-(3-[(i£yh^y*M-JK7$;] 7 5PJP-4-[(h U ^;i/xj-p 7^;W 
^^-;H^^v7x-JW -2-(4-7^^-2-^x-;i/) 7°o^y7'nft>ix 
^;i,X7;^;U^ffl^T|l»jl53t|Hllll^^JgL, 3- [3- [ (2, 4-z?>7 P P^>V-f 




»J162b) 
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MS m/e (ESI) 506 (MH + ) 
H»!ll63 



mffimmtmmizmwi,, 3- [3- [ (2-^7 n p-4-^o^y^>^;w 75 /] 

^ ^;i/-4- (4-y ^;W2-^x - m y x -;H -2--f y^o^y^nift >m*n 
MS m/e (ESI) 530 (MH + ) 

CIO 0 



mmm 1 62 <t mmizum. l , 3- ra- [ (2-* □ □ -4— r y^D^y^> ;w 7 s 
y ] * ^;i/-4- (4-* 9^-2-^x - ;w 7 i-;H -2— r y^D^yya tr* >^ £ 

MS m/e (ESI) 530 (MH + ) 



mmm t mm^m-ei- (3- [ 1^57* h ;i/#x;w 757]^ 3^-4- 

[(h U 7)V3ru*3-)V) 7s)V7*—M 3r*z/7 i-JW -2- (3-fi-JH 
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'H-NMR (CDCI3) 6: 1.01 (d, 1=6. 0Hz, 3H) 1.17 (d. J=6. 4Hz, 3H) 1.27 (t, J=7. 2Hz, 
3H) 1. 44 (s, 9H) 2. 95-3. 06 (m, 2H) 3. 55 (sept, J=6. 0Hz, 1H) 4. 09 (dd, J=4. 8, 
8.8 Hz, 1H) 4.14-4.25 (m. 2H) 4.32 (d, J=5. 6Hz, 2H) 4.64 (br 1H) 7.10-7.11 
(ra, 1H) 7. 18-7. 25 (m, 3H) 7. 30 (s. 1H) 7. 37 (dd, J=2. 1, 5. 2Hz, 1H) 




3- (3- [ (fgH 7'h + y*JVfcJH75;]/ 5P;i/-4- [(hU7Mo^ 5P; W * )V 
7 * -M «y7i -2- (3-^x - ;W 7"o^+y7D fcT* >lx^;PX7x 5F- 
JP&ffl^T^JfiM153i:RIfilfc«l3aL, 3- [3- [ (2, 4-v 5 ^ □ n^>V-T ;W 75/] ;* 
^;i/-4- (3-^X-JI/) 7I-JH -2--T V 7"D^y7"D h°^>^^#fc» 
MS m/e (ESI) 492 (MH + ) 
CTffJ166 




^»0165i:|Wl#^mSU, 3-[3-[(2-70D-4-7°n^y^>7 , 'fJW 75 /] 
^^)l-4- 7x - JH -2-^ 77n*+y7"n ft>i^#fc 0 

MS m/e (ESI) 516 (MH + ) 
^MM167 
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y] ^;i-4- (3-^x- ;w 7x-JH -2--T v y°n^yy° a ^ym^ntz. 

MS m/e(ESI) 516 (MH + ) 




M0J97 £ |H)il(D^ST-3- (3- [ (ffSH7 h * z/ft frtf - ;W 757]^ 3^-4- 
[ ( MJ 7Mn^fJH 7JV7 — ;W ^y7i-JH -2- (3-7VJW :7*D7tf^> 

'H-NMR(CDC1 3 ) <5: 1.00 (d, J=6. 0Hz. 3H) 1. 17 (d, J=6. 0Hz, 3H) 1.27 (t, J=7. 2Hz, 

3H) 1.45 (s, 9H) 2.93-3.04 (m, 2H) 3.54 (sept, J=6. 0Hz, 1H) 4.08 (dd, J=6. 8, 

8.0 Hz, 1H) 4.18-4.26 (m, 2H) 4.30-4.41 (m, 2H) 4.67 (br 1H) 6.52 (d, J=4. 0Hz, 

1H) 7.13-7.19 (m, 2H) 7.25-7.28 (m, 2H) 7.49 (d, J=4. 0Hz, 1H) 
HMJ168b) 




3- (3- [ (M=y* h * yft )V#—M 75/]^ ?-)V-A- [(h'J7Mn^ y )V 
y*~M ^->7i-JH -2- (3-7 U M y'u^iyy'u ¥*>m^)l^X : r)l 

^m^T^mmm) tmmizmmv, 3-[3-[(u-y7 0D^>^jn 7$;i * 

^;P-4- (3-7 U JH7I-JH -2--T V7d^->7o 
MS m/e (ESI) 476 (MH + ) 

aMMi69 
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/fJH- (3-7 U M 7i-JH -2--f V7°D^y^p tr^->geS:#fc. 
MS m/e (ESI) 500 (MH + ) 



rnt&M 1 68 1. mm izmm u , 3- [3- [ (2- 7 □ d -4-r v^D^y^> vw ;w 7 5 

J\ (3-7 u jw y^-M -2— f y^n^^o h°^->^&t#feo 

MS m/e (ESI) 500 (MH + ) 



»#J153£|H|iit;:4TOU 3-[3-([2-7Md-4-(FU 7JM-n*3^M ^>V* 
-fJHTS;^ -4- (2-^x -;W 7x-JH -2— f y7'n^y7°nt"t>i^ 

MS m/e (ESI) 510 (MH + ) 
HMffJ172 
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m&M\Mtmm\zmmv, 3- [3- [ (2-^ o n-4-^>^ □^>^;i/^-^~>^>vw 

JW75 7] ^5F;i--4-(2-5PX-;W y x -2— f V ^P^y^D tt>WL&& 

MS m/e (ESI) 542 (MH + ) 
HlMffJ173 



0 0 




uss^i 153 1 mmizmmiss ->-3- [3- [ ( [5-* ^;w-2- (A-^^)iy 

x-;W-l. 3-f7y-JH-f;H *M-Jl/75y) *^;U -4- (2-^x~;W 37 x 

MS m/e (ESI) 535 (MH + ) 
WJ174 




i»j 1 56 1 mm \zmm l > 3- [3- ( [2- 7 ;m- o -4- ( h u 7 ;m- □ ^ 9=-jm ^ > 1/ 

-fjl/]75; -4-(5-^f)h2-?x-JW7x-;H -2— f v7D#+y7n 

MS m/e (ESI) 524 (MH + ) 
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a 0 i 




OH 




mmmiwtmmzmmis* 3- [3- [ (2-^ n n-4->^ o^> 
jW75;]^ (5-* ^;i/-2-^x- ;w 7 x— ;n -2— r 1 

MS m/e (ESI) 556 (MH + ) 



mmmmtmrnzmmi,. 2— r y^o^->-3- [3- [ ( [5-^^-2- m-*^? 
x~;w -1. 3-5Pry-;w4-< ;n *j^-^75y) *^;n -4- (5-^^;i/-2-^x 

MS m/e (ESI) 549 (MH + ) 



mmm\b9tmmizmmv. 3-[3-([2-7Mn-4-(hu :7jm-d^ji/)^>v* 
-r ;H rsy^fjv) -4- (5-^ □ 7x^jh -2— r v/n^^yD 

MS m/e (ESI) 544 (MH + ) 
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nt&mwtmmizmmis. 3- [3- [ (2-? □ n-4-> 

MS m/e (ESI) 576 (MH + ) 





mmmisv tmm-mm\^. 2— r v:/osfl*->-3- [3- [ ( [5-*>;w-2- (4-p<^;i/^ 
3- ^TV-jH-fJH^M^ysy) ^^;H-4-(5-^dd-2-^- 

MS m/e (ESI) 569 (MH + ) 




ni&M\Mtmm\zmmis. 3-[3-U2-:7;i^o-4-(bU 7)V-*u*^)V) 
i"jH7sy^ -4- (4-/ ^;i/-2-^x - ;w 7 x— ;W -2— r v 

MS m/e (ESI) 524 (MH + ) 
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mmm 1 62 t. ra«fc$ag l , 2— r v :/ □ ~>-3- [3- [ ( [5- * 3^-2- (a-^^jv 7 

x-;W-l, 3-f TV'-JH-^ JH *M^JV7S y) ;*3\>H -4- (4-^<^;i/-2-^X 
MS m/e (ESI) 549 (MH + ) 



F 0 0 




mnm mt mm izmM l , 3- [3- ( [2- 7 )v^r □ -a- ( h u 7 )v* □ * ^ > v* 
-fjH7$y *3\>M -4- (3-^x-;i/) 7aix;n -2—r yyo^y^p t?;*>&£ 

MS m/e (ESI) 510 (MH + ) 
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mmmm^mm\zmmh, 2— r [3- [ ( [5-* ^-2- (4-^^)iy 

3-f 7 y-;V-4--f JH ^ J^^JP7 5 7 ) *7~M -A- 7il 

MS m/e (ESI) 535 (MH + ) 
jgflEffiJ186 



F 0 0 




mmm 1 68 ^ to tMi l , 3- [3- ( □ -4- ( h u 7 ;m- □ * ^ ; w ^ > v 

^JHTSy/^JH -4- (3-7 U M 7 -2--f V^D^y/D ¥*>Wt*n 

MS m/e (ESI) 494 (MH + ) 
H»J187 



225 



WO 01/25181 



PCT/JP00/06788 




nnm 1 68 1 mm \zmm v > 3- [3- [ (2- ? □ □ -a- ~> ^ □ ^ >^;i/^-^ ^ > vw 

MS m/e (ESI) 526 (MH + ) 
gg»!)188 



mmm mt mm \z$m u 2— r v :/ d # ^ ->-3- [3- [ ( [5- ^^-2- (4- * 3^ 7 
x-;w-i, 3-^7i/-;w-4— r;H*M*^75y) -4- (3-7'j;w 7^- 

MS m/e (ESI) 519 (MH + ) 

mmrnma) 



*<>z?)M-ft)VS.)l-2-* h + y^>V'x- h2. 95g<h h U7x^Jl/*7*7- 

u^>T-tr hTji/^t K5g^h;px><f-e^^u> ^nmmmwLrco mm* 

3:l)TttJ9U ^>> ? ;U2-^ h*~>-5- (-3-^-+V-l-yn^— ;W ^> N /x— h (E- 
Z mixture) 2. Og£Slfi@#£ LTf#fc. 

'H-NMR (CDCI3) 6 :3. 95+3. 97 (s, 3H) 5. 37 (s, 2H) 6. 61+6. 64 (s, J=8. OHz, 1H) 6. 9 
0-7. 07 (m, 2H) 7. 33-7. 47 (m, 5H) 7. 62+7. 70 (dd, 1=2. 0, 8. OHz, 1H) 7. 95+8. 02 (d, 




0 
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1=2. OHz, 1H) 




h UlW-*X*yyfl/- hO. 77g£N, N-^^^J1/*;UA7^ KKJg&U 
t=lrV-l-^n^-;W^>yi-h (E-Z mixture) 0. 6g£N, N-y^^j^J^TS 

?g?&£j[]7b @i^x5^T-t4ttibfco ^^n^^T-amu »7i<^^^ 

TffiMbfc K^-y->:@t^X^;i/=8:l) 0 tt^tlfefecDSrX^ 7 '—Mz&ML. 10% 

iSU Jg&£MJEETS5feU 5- [4- (x b+->*^-;W a*->;H -2-^ h*->^ 
mSHO. 47g£2&£fa4£#l£ bTfffc. 

'H-NMR (CDC1 3 ) 5 :0. 50 (t, J =8. OHz, 3H) 1. 17 (t. J=8. OHz, 3H) 1. 38-1. 58 (m, 6 
H) 2. 20 (m, 1H) 2. 54 (t, J=8. OHz, 2H) 3. 99 (s, 3H) 4. 07 (q, J=8. OHz, 2H) 7. 90 
(d, J=8. OHz, 1H) 7. 29 (dd, J=2. 0, 8.0Hz, 1H) 7. 91 (d, 1=2. OHz, 1H) 




5- [4- (x h =Y ~>#;i^x;U) A+yJH -2-* h * yglSiO. 47g£4- 
tn^fJW ^>y^7S>0. 27g£fflVA HSfiftllc) d) t^a^&TKJftSfT-S 
£ £\z£ Q % 2-X^;i/-5- [4-* h^>-3- ( [4- ( h U 7)V-*n*^M ^>yJH7 5 
/#;M^x;i/) 7x-jH^>^>^0. 21g£^fi# I §IH£bT#fco 
'H-NMR (CDCI3) 6 :0. 85 (t, J=8. OHz, 3H) 1. 42-1. 59 (m, 6H) 2. 27 (m, 1H) 2. 53 (m, 
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2H) 3. 85 (s. 3H) 4. 66 (d. J=6. 0Hz, 2H) 6. 90 (d, J=7. 0Hz, 1H) 7. 26 On. 1H) 7.4 
7 (d, J=8. OHz, 2H) 7. 59 (d, J=8. OHz, 2H) 8. 04 (d, 1=2. OHz, 1H) 8. 34 (bs, 1H) 

M#J190a) 



'H-NMR (CDC1 3 ) 6:1. 13 (d. J=6. OHz. 3H) 1. 19 (d, J=6. OHz, 3H) 1. 27 (t, J=8. OHz, 
3H) 1.54-1. 74 (m, 4H) 2. 62 (t, J=8. OHz, 2H) 3. 58 (sept, J=6. OHz, 1H) 3. 88 On, 
1H) 4. 05 (s, 3H) 4. 18 (q, J=8. OHz, 2H) 6. 98 (d, J=8. OHz, 1H) 7. 37 (dd, J=2. 0, 

8.0Hz, 1H) 8. 00 (d. J=2. OHz, 1H) 

H560<J19Ob) 

0 



5- (5-xh^y-H V^n^^y-S-t+y^y^H -2-* h^ftSSB&O. 35 
gt4- (h U 7Mn/fJH ^>yjl/75 >0. 18g£/H^ ^S£#Jlc) d) hm%k<Djj 
m-VRfo&ft 5Z.t\z£<0. 5-3- [ K > S / ) * - M x. 

7 7'0^y^>^ >g£0. 18g£**£#MI«<t L-T!#fco 
'H-NMR (CDC 1 3 ) 5 : 1. 20 (d, J=6. OHz. 3H) 1. 21 (d, J=6. OHz, 3H) 1.67-1. 80 (m, 4H) 
2. 63 (t, J=8. OHz, 2H) 3. 69 (sept, J=6. OHz, 1H) 3. 92 (s, 3H) 3. 96 On, 1H) 4. 7 
0(d, J=6. OHz, 2H) 6. 98 (d, J=8. OHz, 1H) 7. 26 On, 1H) 7. 47 (d, J=8. OHz, 1H) 7. 
59 (d, J-8. OHz, 2H) 8. 04 (d, J=2. OHz, 1H) 8. 33 (bs, 1H) 





MM1M 
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■H-NMR (CDCI3) 6 :0. 93 (t, J=8. OHz, 3H) 1.55-1. 64 (m, 2H) 2. 58 (m, 1H) 2. 68 (dd, 
J=4. 5, 14. OHz, 1H) 2. 89 (dd, J=7. 0, 14. OHz, 1H) 3. 78 (s, 3H) 3. 82 (s, 2H) 6. 

73 (d, J=8. OHz, 1H) 6. 84 (dd. J=2. 0, 8. OHz, 1H) 7. 26 On, 1H) 7. 35 (d, J=8. OHz, 
2H) 7. 45 (d. 2.0Hz, 1H) 7. 88 (s, 1H) 8. 19 (d. J=2. OHz, 1H) 



1?ISflll92 




mmmutmucD^mz^ o i-< (4-* h^->-3- 1 [2- (3-7 ;u 

'H-NMR (CDC 1 3 ) 6 : 1.06 (d, J=6. OHz, 3H) 1. 65 (d, J=6. OHz, 3H) 2. 90 (dd, J=7. 0, 
14.0Hz, 1H) 3. 06 (dd, J =4. 5, 14. OHz. 1H) 3. 58 (sept, J=6. OHz, 1H) 3. 78 (s, 2 
H) 3. 80 (s. 3H) 4. 13 On, 1H) 6. 77 (d, J=8. OHz, 1H) 6. 92 (dd, J=2. 0, 8.0Hz, 1 
H) 7. 25 (m, 2H) 7. 61 (t, J=8. OHz, 1H) 7. 76 (s, 1H) 8. 24 (d, J=2. OHz, 1H) 



HWJ193 




mmmu£mm(D-jjmz£.K)2-^ y^a^*->-3- (4-y h^~>-3- 1 [2- (2, 4-^ 

'H-NMR (CDC 1 3 ) 5 : l. 06 (d, J=6. OHz, 3H) l. I5(d, J=6. OHz, 3H) 2. 88 (dd, J=7. 0, 
14.0Hz, 1H) 3. 05 (dd, J=4. 5, 14. OHz. 1H) 3. 57 (sept, J=6. OHz, 1H) 3. 80 (s. 3 
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H) 3. 83 (s, 2H) 4. 12 (m, 1H) 6. 76 (d, J=8. 0Hz, 1H) 6. 90 (dd, J=2. 0, 8. OHz, 1 
H) 7. 27 (dd, 1=2. 0, 8.0Hz, 1H) 7. 36 (d, J=8. OHz, 1H) 7. 46 (d, J=2. OHz, 1H) 7. 
86 (s, 1H) 8. 26 (d, J=2. OHz, 1H) 




o 



C0 2 H 



niMM22£mM<Dj5mz£ K) 2- (4-* h4^>-3- 12-^-^V-2- [2, 4-y7MD7 

'H-NMR(CDC1 3 ) <5 :0. 95 (t, J-8. OHz, 3H) 1. 57-1. 66 (m, 2H) 2. 57 (m, 1H) 2. 70 (dd, 
J=7. 0, 14. OHz, 1H) 2. 89 (dd, J=4. 5, 14. OHz, 1H) 3. 69 (s, 2H) 3. 92 (s, 3H) 6. 
76-6. 87 (m, 3H) 7. 09-7. 12 (m, 2H) 8. 22-8. 29 (m, 2H) 



C0 2 H 




mMM22tmm<Dj5mz£ D 2- (4-* h^'>-3- [2-^5^-4- ( h u 

'H-NMR (CDCI3) 6 :0. 96 (t, J-8. OHz, 3H) 1. 55-1. 70 (m. 2H) 2. 10 (m, 1H) 2. 57 (dd, 
J=4. 5, 14. OHz. 1H) 2. 89 (dd, J=7. 0, 14. OHz, 1H) 3. 73 (s, 3H) 3. 89 (s, 2H) 6. 

88 (d, J=8. OHz. 1H) 7. 12-7. 15 (m, 2H) 7. 26 (t, J-8. OHz, 1H) 7. 39 (d, J=8. OHz, 
2H) 7. 63 (s, 1H) 8. 03 (d. J-8. OHz. 1H) 

mmrnm 

^WJ196a) 



C0 2 Et 




?»J22a)-c) i[sl^(Z)^?i^J;Ox^;i/2-x^;V-3-(4-^ h=^>-3- 12-^ V 
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-2- [2. DD7-U 7] X^;H 7i^;H h £?#fc 0 

•H-NMR (CDC1 3 ) <5 :1. 17 (t, J=8. OHz. 3H) 1. 34 (t, J=8. OHz, 3H) 2. 56 (q, 1=8. OHz, 
2H) 3. 77 (s, 3H) 3. 96 (s, 3H) 4. 26 (q, J=8. OHz, 2H) 6. 98 (d, J=8. OHz, 1H) 7. 
22 (dd, J=2. 0. 8.0Hz, 1H) 7. 31 (d, J=8. OHz, 1H) 7. 37 (dd, J=2. 0, 8.0Hz, 1H) 
7. 58 (s, 1H) 8. 22 (bs. 1H) 8. 37 (d, J=8. OHz, 1H) 




2-X3^-3- (4-y h 3P->-3- 12-** V-2- [2, 4-v 5 ^ o d T - U y ] X5P;H 7 x 
-;W-2-7°o^y X— hO. 9g£x^7— ;H5ml, H^X^;H 5m Hc2g3?U x^l/ 

5Ptp B m#Lfc^/\°^^Aj^*£zlii&U j§^^Mffil§5febfe 0 M£->U;fr^r 
jW7A^07h^77^-TiIU X^;W2-(4-y h*~>-3-l2-:r*V-2-[2, 4 

-y^aoj^uy] x^;n ^ > s^w 7* j x— h o. 44g£ m&mxM t. u x#fc . 

•H-NMR (CDC 1 3 ) 5 :0. 90 (t. J-8. OHz, 3H) 1. 14 (t, J-8. OHz, 3H) 1. 50-1. 68 (m, 2H) 
2. 54 (m, 2H) 2. 68 (dd, J=4. 5, 14. OHz, 1H) 2. 86 (dd, J=4. 5, 14. OHz, 1H) 3. 72 (s, 
2H) 3. 88 (s, 3H) 4. 05 (q, J=8. OHz, 2H) 6. 85 (d, J-8. OHz, 1H) 7. 10 (m, 2H) 7. 20 (d, 
J=8. OHz, 1H) 7. 26 (d, J=8. OHz, 1H) 8. 30 (bs, 1H) 8. 37 (d, J=8. OHz, 1H) 
H«J196c) 




x^;i/2- (4-* h*->-3- l2-**V-2- [2, A-J<7 OP7-U J ) x^;H ^>i> 

;w y x- ho. 27g^x^ y -;nomi izmML. smmit-r h u -y a imi £jnx. 

fc. £j£ffi£^tST24P#p B 1«#Lfc&, tKSJDA, 7KH£^x3^x-5 : -;i/-e»£B 
bfc, TKJiSifii&TBfetefcU BfBftx^Tttfflbfc. imx^Jifc&fn&igTjc 

231 



WO 01/25181 



PCT/JP00/06788 



'H-NMR (CDC1 3 ) 5 :0. 89 (t, J-8. 0Hz, 3H) 1. 49-1. 62 (m, 2H) 2. 50 (m, 2H) 2. 64 (dd, 
J=4. 5, 14. 0Hz, 1H) 2. 84 (dd. J=4. 5, 14. OHz, 1H) 3. 72 (s, 2H) 3. 88 (s, 3H) 6. 

80 (d, J=8. OHz, 1H) 7. 06 (m, 2H) 7. 12 (dd. J=2. 0, 8.0Hz. 1H) 7. 22 (d, J-8. OHz, 
1H) 8. 23 (s, 1H) 8. 28 (d, J=8. OHz, 1H) 



AWKx^jWTttaJbfc. W^Jf^fiSfofcifokTifc^U «7KSimv^T->'7AT- 

U X^;i/-(Z)-4-t: h'D + y-2-^V-4-7x-Jl/-3-^yi- K2. 37g£f#fc 0 
'H-NMR (DMS0-d 6 ) 6:1. 15 (t, J-8. OHz. 3H) 4. 18 (a. J=8. OHz. 2H) 6. 55 (s. 1H) 7. 
35-7. 48 (id, 3H) 7. 80 (m, 2H) 

X^JV- (Z) -4-t Fa^y-2-t+V-4-7x-JV-3-^^yx- hO. 67g£Bt^lO 
mlfc»#U j^Pfc K^>0. 17g£jJP*_f Co SJS*K&2«flHlia^aa£Lfc^ BE 

^KSHt" h U >>A^iS, tS?n^4g7KTr^^> ^K^K^^^A"^**^ Mf± 

x^;u9:iT?x5 l ;i/i-^5 1 ;u-3-7xx;i/-iH-5-t:7V'--;p*;p3H^">i^-- ho. i2g, 
^ij->:Mx^;i/4:iTx^;wi-^^>'U-5-7xx;i/-iH-3-tf^y— ;ptj;u#^ 

~>l/-h0. 55g£f#fc. 
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'H-NMR (CDCI3) 6 :1. 42 (t. J=8. OHz, 3H) 4. 21 (s, 3H) 4. 38 (q, J=8. OHz, 2H) 7.11 
(s, 1H) 7. 32 (t, J=8. OHz, 1H) 7. 40 (t, J=8. OHz, 2H) 8. 79 (d, J=8. OHz, 2H) 



x^;n-^^;w5-^oi-;i/-iH-3-t°^y-;i/^^#^r->i/-h 

'H-NMR (CDC 1 3 ) 6 : 1.41 (t. J=8. OHz, 3H) 3,95 (s, 3H) 4. 43 (q, J=8. OHz, 2H) 6.85 
(s, 1H) 7. 40-7. 53 (m, 5H) 



«te^^^AT!i£*l^> MBE^b, l-^^;W3-^xx;W-lH-5-t° 

^v-;i/#;i^>mo. iig£f#fc 0 

'H-NMR (CDC 1 3 ) 6 : 4. 22 (s, 3H) 7. 22 (s, 1H) 7. 33 (t, J=8. OHz, 1H) 7. 40 (t, J=8. 

OHz, 2H) 8. 80 (d, J=8. OHz, 2H) 

H«!ll97d) 
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'H-NMR(CDC1 3 ) 5 : 1. 06 (d, J=6. 0Hz, 3H) 1. 17 (d, J=6. 0Hz, 3H) 2. 94 (dd, J=7. 0, 
14.0Hz, 1H) 3. 06 (dd. J=4. 5, 14.0. 1H) 3. 88 (s. 3H) 4. 12 (dd. J=4. 0, 7.0Hz. 
1H) 4. 20 (s. 3H) 4. 57 (d, J=6. 0Hz. 3H) 6. 57 (bs. 1H) 6. 73 (s. 1H) 6. 84 (d, J=2. 
0Hz. 1H) 7. 16 (dd, J=2. 0, 8.0Hz, 1H) 7. 22 (d. J=2. 0Hz, 1H) 7. 32 (d. J=8. 0Hz. 
1H) 7. 39 (m, 2H) 7. 76 (m. 2H) 



»!1198 




x^;n-^^;i/-5--7x-;wiH-3-tf )Vtt)V^^v— ho. 55g^x^y 

wmyM^?*iso^mm$i, mee^bu i-^^;u-5-^x-;p-ih-3- 
t°^v-;i/^;i/^>mo. 5g^t#fco 

'H-NMR (CDC1 3 ) <5 : 3. 91 (s. 3H) 6. 82 (s, 1H) 7. 34-7. 45 (m, 5H) 
HWill98b) 
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H»J19d)e) tmmv^mz^r), 2-^v^n*^y-3-[4-/ h^->-3- ( [ (1-* 
^;w-5- 7 x - ju- 1H-3- e 5 v* u ;w * ;w 7sy x^;w 7 x x;u :/ □ a° > 

■H-NMR (CDC1 3 ) a : 1. 04 (d. J=6. 0Hz, 3H) 1. 14 (d, J=6. 0Hz. 3H) 2. 90 (dd, J=7. 0. 
14. 0Hz, 1H) 3. 04 (dd, J=4. 5, 14. 0, 1H) 3. 55 (sept. J=6. OHz, 1H) 3. 86 (s, 3H) 
3. 88 (s, 3H) 4. 09 (dd, J =4. 0, 7. OHz, 1H) 4. 60 (d, J=6. OHz, 3H) 6. 80 (d, J=6. 
OHz, 1H) 6. 84 (s, 1H) 7. 12 (dd. J=2. 0, 8. OHz, 1H) 7. 23 (d, J=2. OHz, 1H) 7. 32 
(bs, 1H) 7. 39-7. 57 (m, 5H) 




7Ai7n-7h^77^-TiSb(^it>:^lX^9:l), x^;P 5-7x-Jl/ 
-4— T V=Ht\/— ;kfcJl^=^>l/— h 1. 2g£f#fc„ 

'H-NMR (CDC lj) <5 : 1. 35 (t, J=8. OHz, 3H) 4. 40 (a. J=8. OHz, 2H) 6. 85 (s. 1H) 7. 36 
-7. 50 (m, 3H) 7. 68-7. 80 (m, 2H) 
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x^;i/ 5-7i-JhH v^-tJ-V— ;u^j;i/#^->i/— hO. 4g£x3?y — ;HOml 

'H-NMR (DMSO-d 6 ) <5 : 7. 32 (s, 1H) 7. 48-7. 57 (m, 3H) 7. 92 (m, 2H) 



H2&W9d)e) hnm^mz^V), 2-^y7'o*^y-3-H-^ h^->-3- ( [ (5-:7 
;r^-3-<7^+J-V*U;U) tDV-R—M 7x~JH 7'D/^|^|L 

'H-NMR (CDC 1 3 ) <5 : 1.04 (d, J=6. 5Hz, 3H) 1. 16 (d. J=6. 5Hz, 3H) 2. 90 (dd, J=7. 0, 
14.0Hz, 1H) 3. 06 (dd. J =4. 5, 14. 0Hz. 1H) 3. 56 (sept, J=6. 0Hz, 1H) 3. 87 (s, 3 
H) 4. 10 (dd. J=4. 5, 7.0Hz, 1H) 4. 61 (d, J=6. 0Hz, 2H) 6. 82 (d, J=8. 0Hz, 1H) 6. 
96 (s, 1H) 7. 15 (dd, J=2. 0, 8.0Hz, 1H) 7. 22 (d, J=2. 0Hz, 1H) 7. 36 (bs, 1H) 7. 
47 (m, 3H) 7. 78 (m, 2H) 



mmm 1 97a) b) 1 98 £ |W|*S<£>?j 8n? 5^-5- (2- tr U - 1H-3- h° y V-)Vti 




StiS^I200a) 




236 



WO 01/25181 



PCT/JPOO/06788 



'H-NMR (DMS0-d 6 ) 6 :4. 18 (s, 3H) 7. 22 (s, 1H) 7. 40 (t, J=6. OHz, 1H) 7. 85-7. 94 (m, 
2H) 8. 68 (d. J=4. 0Hz, 1H) 12. 75 (s, 1H) 



H«J19d)e) tmmvjsmz^r)^ 2-^V7°n#^y-3-4-^ h^>-3- [ ( [1-^ 
?;U-5- (2- tf 'J z?M - 1 H-3- tf ? V* U M t) ;M*— )V7 5 /) ^^~M 7i — □ 

'H-NMR (CDC1 3 ) <5 : 1. 03 (d, J=6. 5Hz, 3H) 1. 34 (d, J=6. 5Hz, 3H) 2. 90 (dd, J=7. 0, 
14. 0Hz, 1H) 3. 05 (dd, J =4. 5, 14. OHz, 1H) 3. 55 (sept, J=6. OHz, 1H) 3. 87 (s, 3 
H) 4. 09 (dd, J =4. 5, 7.0Hz, 1H) 4. 24 (s, 3H) 4. 60 (d, J=6. OHz, 2H) 6. 81 (d, J= 
8.0Hz, 1H) 7. 14 (m. 2H) 7. 23 On, 2H) 7. 34 (bs, 1H) 7. 64 (d, J=8. OHz, 1H) 7.85 
(bs, 1H) 8. 70 (d. J=4. OHz, 1H) 



M3fi#iJ197a) -c) tlRl«©^"Cl-^5 L ;i/-3-(2-fc:'J -lH-5-tf 7'/— )Vts)V 

'H-NMR (DMSO-d 6 ) 5 :4. 13 (s. 3H) 7. 26 (s, 1H) 7. 32 (dd, J=4. 0, 8. OHz, 1H) 7. 82 

(t, J=8. OHz, 1H) 7. 91 (d. J=8. OHz, 1H) 8. 57 (d, J=4. OHz, 1H) 

|fe«J201b) 
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r 



C0 2 H 



^»J19d)e) tmm(DUmz^K). 2-^V^D^^y-3-4-> h=^>-3- [ ( [1-^ 

'H-NMR (CDC 1 3 ) 5 : 1. 03 (d. J=6. 5Hz, 3H) 1. 10 (d. J=6. 5Hz, 3H) 2. 75-3. 00 (m, 2H) 
3. 57 (sept, J=6. 0Hz, 1H) 3. 81 (s, 3H) 4. 05 (dd, J=4. 5, 7.0Hz, 1H) 4. 21 (s, 3 
H) 4. 52 (d. J=6. 0Hz, 2H) 6. 75 (d, J=8. 0Hz, 1H) 7. 08 (m, 2H) 7. 15 (bs, 1H) 7.4 
5(bs, 1H) 7. 84 (s, 1H) 8. 04 (t, J=8. 0Hz, 1H) 8. 24 (d, J=8. 0Hz, 1H) 8. 70 (d, J 
=4. 0Hz, 1H) 



JL^M-^nny± bmm2. 33ml iittzfu tf*|->75 Fl. 5g£x^/ — ;i/30m 

4:1) JL^)V 2-X^;W5-^^;i-l, 3-f77-JH-*J^^y^- hO. 8g£t#fc 0 
'H-NMR (CDCI3) a :1. 34-1. 60 (m, 6H) 2. 98 (q, J=8. 0Hz, 2H) 3. 70 (s, 3H) 4. 29 (q, J=8. 0 
Hz, 2H) 



M^J202a) 
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JL^)V 2-X^;W5-^^;i/-l, Z-^7V-)V-A-f})V^iyV- bO. 8g£x^/ 
•H-NMR (CDCI3) 5 :1. 40 (t, J=8. 0Hz, 3H) 3. 74 (s, 3H) 4. 03 (q, J=8. 0Hz, 2H) 



mmmm)e) tmmommz&K). 3-[3-([(2-x^;p-5-^^;i/-i, 3-^77- 
)V-a-' r;w #;w#xjh -4-* h^>7i^n-2--f yyn*+y^ 

'H-NMR(CDC1 3 ) 5 :0. 98 (d, J=6. 5Hz, 3H) 1. 10 (d, J=6. 5Hz. 3H) 1. 30 (t. J=8. 0Hz, 
3H) 2.56 (s. 3H) 2. 82-3. 01 (m, 4H) 3. 51 (sept, J=6. 0Hz, 1H) 3. 80 (s, 3H) 4.0 

4(dd, J =4. 5, 7.0Hz, 1H) 4. 48d, J=6. 0Hz, 2H) 6. 31 (bs, 1H) 6. 75 (d, J=8. 0Hz, 
1H) 6. 08 (dd, J=2.0. 8.0Hz, 1H) 7. 13 (d. J=2. 0Hz, 1H) 



l^jl/2-i7DD7t h@tmi0mli:g^^>X7$ F lOg^x^ J — JMOOml \ZM 

^yU^WW7A^n7h^77^-tilb (^\^+f>:ltmx5 : -;i/14:l)X^ 
)V 5-^fJl/-2-7xZJV-l, 3-^77- )V-4-jJ)l#3risU-bng&nrco 
'H-NMR (CDC1 3 ) 8 :1. 39 (t, J=8. 0Hz, 3H) 2. 78 (s, 3H) 4. 35 (q, J=8. 0Hz, 2H) 7.45 
(m, 3H) 7. 95 (in, 2H) 




SSSit^J203a) 
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N_.C0 2 H 



X5MP 5-^f;h2-7x-;kl, 3-f7V-JH-*J^+yl/- hO. 8g?:X^ 

T7&^ M7j<^^^>^ATl£^> MJEWHSU 5-p<^;W2-^a:3:;i/-l, 3- 
'H-NMR (DMSO-d 6 ) 5 :2. 66 (s, 3H) 7. 52 (m, 3H) 7. 96 (m, 2H) 



HM0!|19d)e) £Fim<DJvmz£r), [4-p< h^->-3- ( [ (5- 

;*3\>W2-:7:cx;i/-i. 3-f7v*-JM-^JH #;i^x ji/] 7 s y x^;w 7iz;n 

•H-NMR (CDC 1 3 ) <5 :0. 99 (d, J-6. 5Hz, 3H) 1. 10 (d. J=6. 5Hz, 3H) 2. 65 (s, 3H) 2.86 
(dd, J=7. 0, 14.0Hz. 1H) 3. 00 (dd, J=4. 5, 14. OHz, 1H) 3. 52 (sept, J=6. OHz, 1 
H) 3. 82 (s, 3H) 4. 05 {dd, J =4. 5, 7. OHz, 1H) 4. 51 (d, J=6. OHz, 2H) 6. 42 (bs, 1 
H) 6. 77 (d, J=8. OHz, 1H) 7. 09 (dd, J=2. 0, 8.0Hz, 1H) 7. 16 (d, J=2. OHz, 1H) 7. 
37 (m, 3H) 7. 85 On, 2H) 



N-(2, 4-> ?/ 7PD7ai-;i/)-2-(5-*;i/5;i/-2-y h + y7i-JH Til h75 H3. 



WJ203c) 
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lgix5 : -;U2-(^x^;L'*^*'j;W-2-X5 L Jl/T-tx- b3. ZgZnMMla) tmm 
©^ST'IIU, 2-X5P;b-3- (4-* h^>-3-|2-^V-2-[2, 4-^^noTx'J 
y]x^;H 7i^H-2-7*o^;i- h2. 6g£f#fco 

'H-NMR (CDC 1 3 ) 5 : 1. 26 (d, J=6. OHz, 6H) 1. 35 (t, J=8. OHz, 3H) 3. 75 (s, 2H) 3.94 
(s, 3H) 4. 27 (q. J=8. OHz, 2H) 4. 41 (sept, J=6. OHz, 1H) 6.95 (m, 2H) 7.20 (d, 
J=8. OHz. 1H) 7. 30 (d, J=8. OHz, 1H) 7. 79 (d, J=2. OHz, 1H) 7. 85 (dd, J=2. 0, 8. 
OHz, 1H) 8. 18 (bs, 1H) 8. 38 (d, J=8. OHz, 1H) 



H«J196b) tmmcDjimz^ri^ 2-X5P71/-3- (4-^ h^r>--3-(2-^-^y-2-[2, 4 
-y/7DD7-U y]x^JH 7irjK-2-ya^/l- b2gi: D x^;P2- (4-^ h 
^p->-3-l2-^^y-2- [2, 4-yi?DD7-U y]x?MH^>>uw 7^yx-K. 3g 

'H-NMR (CDC 1 3 ) 5 : 0. 88 (d, J=6. OHz. 3H) 1. 06 (d, J=6. OHz, 3H) 1. 15 (t, J=8. OHz, 
3H) 2. 85 (m, 2H) 3. 43 (sept, J=6. OHz. 1H) 3. 65 (s. 3H) 3. 82 (s, 3H) 3. 94 (dd. 
J=4. 0. 8.0Hz. 1H) 4. 09 (q. J-8. OHz, 2H) 6. 80 (d. J=8. OHz, 1H) 7. 13 (m, 3H) 

7. 23 (d. J=8. OHz, 1H) 8. 22 (s, 1H) 8. 28 (d, J=8. OHz, 1H) 



X5PJlx2- (4-^ b^~>-3-(2-:*^V-2-[2, 4-y7oo7-U J\jl^M ^y~J 
M y x- hO. 3g^x37y-;H0mHc^Mb, 5NzK^b^ b U <y<L\m\*mz-fz 0 




M#J204c) 
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mi±'£3kr%miz&K), 2- (4-/ h^~>-3- 12-^7-2- [4- (b u 7;i^n^;w 
7 - u y ] x^;H ^>> ? ;W ^ >mo. i9g£#fc 0 

•H-NMR (CDC 1 3 ) 6 : 0. 95 (d, J=6. OHz. 3H) 1. 08 (d, J=6. OHz, 3H) 2. 86 (dd, J=7. 0. 

14.0Hz, 1H) 3. 00 (dd, J=4. 5, 14. OHz, 1H) 3. 49 (sept, J=6. OHz, 1H) 3. 67 (s. 
3H) 3. 84 (s, 3H) 4. 04 (dd, J-4. 5, 7.0Hz, 1H) 6. 82 (d, J=8. OHz, 1H) 7. 12 (m, 3 
H) 7. 23 (d, J=8. OHz, 1H) 8. 20 (s, 1H) 8. 28 (d. J=8. OHz, 1H) 

§H»J205a) 



'H-NMR (CDCI3) 6 :7. 40 (s, 1H) 7. 43 (m, 2H) 7. 56 (m, 1H) 8. 00 (dd, J=2. 0, 8. OHz, 1H) 
H«J205b) 



mmm 1 9d) e) t mm \z&k> 3-3- k[5-(hdd7x - m -3-1- v 1/ 

'H-NMR (CDC 1 3 ) 6 : 0. 98 (d, J=6. OHz, 3H) 1. 09 (d, J=6. OHz, 3H) 2. 84 (dd, J=7. 0, 

14.0Hz, 1H) 3. 00 (dd, J=4. 5, 14. OHz, 1H) 3. 50 (sept, J=6. OHz, 1H) 3. 81 (s, 
3H) 4. 05 (dd, J=4. 5, 7. OHz, 1H) 4. 46 (d, J=7. OHz, 2H) 6. 76 (d, J=8. OHz, 1H) 7. 
08 (dd, J=2. 0, 8.0Hz, 1H) 7. 16 (d, J=2. OHz, 1H) 7. 29-7. 35 (m, 2H) 7. 46 (dd, J 
=4. 0, 7. 5Hz, 1H) 7. 85 (dd, J=4. 0, 7. 5Hz, 1H) 
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mWLJL^JV 14:1 T X^;i/3- ^ x x;W- 1H-5- tf 7 i/— -> h 

0. 37g, > : fflkX-^JW : 1^X5^5-/ ^hl-7i -)\>- 1H-3- h° 7 »/— ;W 



jLj-)VZ-^)V-\-yx.-)v-m-^-\f.^V—)Vts)V^^-^v— v 

'H-NMR (CDCI3) 5 : 1. 22 (t. J=8. 0Hz, 3H) 2. 35 (s, 3H) 4. 22 (q, J=8. 0Hz, 2H) 6.80 
(s, 1H) 7.42(111, 5H) 



X5^I/5-^ ^)V-\-y x =.JV- 1H-3- k° 7 V-)Vti)V^^ V— h 

'H-NMR (CDC 1 3 ) 6 : 1. 39 (t. J=8. 0Hz, 3H) 2. 34 (s. 3H) 4. 41 (a, J=8. 0Hz, 2H) 6.7 

4 (s, 1H) 7. 40-7. 50 (m, 5H) 

Mi£#J206b) 



X^;P3-^^;U-l-7x-;WlH-5-lf ^V— JP*;i/3H^->U— h 0. 37g£x^/ 
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'H-NMR (CDCI3) <5 : 2. 35 (s, 3H) 6. 87 (s, 1H) 7. 40 (m, 5H) 



mmmme) tmm^mz^D 2-^yyo#+y-3-[4-y h^>-3-([(3-^ 

■H-NMR (CDC 1 3 ) 5 : 0. 98 (d, J=6. 0Hz, 3H) 1. 09 (d, J=6. 0Hz, 3H) 2. 62 (s, 3H) 2.8 
4(dd, J-7. 0, 14.0Hz, 1H) 2. 96 (dd, J=4. 5, 14.0Hz. 1H) 3. 51 (sept. J=6. 0Hz, 
1H) 3. 64 (s, 3H) 4. 03 (dd, J=4. 5, 7. 0Hz. 1H) 4. 38 (d, J=7. 0Hz, 2H) 6. 23 (bs. 1 
H) 6. 67 (d, J=8. 0Hz, 1H) 7. 05-7. 08 On, 2H) 7. 24-7. 32 (in, 5H) 



Mii^J206b) t[Hj#(D^s^ct 05-/^;w-i-^x-;v-iH-3-b°^y-;p^;i-# 

'H-NMR (CDC 1 3 ) 6 : 2. 35 (s. 3H) 6. 79 (s. 1H) 7. 42-7. 52 (m. 5H) 
H«'J207b) 



HIWJ206 




gij£#!!207a) 
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.^jW-l-7x— ;WlH-3-kT^V/UJW jj)Vtf—M 75 7i?JH 7iZJH 7°nA°> 

■H-NMR (CDC 1 3 ) <5 : 0. 96 (d, J=6. 0Hz. 3H) 1. 09 (d, J=6. 0Hz, 3H) 2. 60 (s, 3H) 2.8 
2 (dd. J=7.0, 14.0Hz, 1H) 2. 97 (dd. J=4 5, 14.0Hz, 1H) 3. 47 (sept, J=6. 0Hz, 
1H) 3. 76 (s, 3H) 4. 01 (dd. J =4 5, 7.0Hz, 1H) 4. 51 (d, J=7. 0Hz, 2H) 6. 67 (s, 1 
H) 6. 71 (d. J=8. 0Hz, 1H) 7. 04 (dd, J=8. 0, 2. 0Hz, 1H) 7. 15 (d. J=2. 0Hz, 1H) 7. 
27 (bs, 1H) 7.35-7.38 (ra, 3H) 7. 41-7. 46 (m, 2H) 
^MM208 



|f|»!j208a) 




HWJ28a)-c) tmffi<Djjmz£r). N1-I5-K2. 3-f7V'7>-5- 
-f U5 S » h^y^>yJH -2-7Md-4-^7 d d^>X7 5 F£# 

'H-NMR (DMSO-dg) <5 : 3. 74 (s, 2H) 3. 85 (s, 3H) 7. 12 (d, J=8. 0Hz, 1H) 7. 23 (d, J=8. 
0Hz, 1H) 7. 44 (bs, 1H) 7. 50 (t, J=8. 0Hz, 1H) 7. 66 (s, 1H) 7. 90 t, J=8. OHz, 1 
H) 9. 98 (s, 1H) 



Jfi#J208b) 
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N1-I5-K2. 3-^777>-5-^ iJt» *5f;i/]-2-* b^>^>v 

JH-2-7Md-4-^dd^>X75 HO. 3g^p<^y — ;i/20ml(crg«L, 20mg©3 

mmz.~J^V7u¥)lJL-7-)V&1m7L. ffiMi&WMTZZ-tte^r) Nl- (4-^7 a o- 
2-7>»^ P 7i-JH -2-2-* h *~>-5- [ U >-4-^-^F V-l. 3-^7 V*^ >-5 

— T ;W ^fJW7x-mh75 K80mg£f#fc. 

'H-NMR (DMS0-d 6 ) <5 : 2. 99 (dd, J=10. 0. 14.0Hz, 1H) 3. 27 (m, 1H) 3. 65 (s, 2H) 3.7 

3(s, 3H) 4.81(1. 1H) 6. 91 (d, J=8. 0Hz, 1H) 7. 08-7. 1 1 (in, 2H) 7. 22 (m, 1H) 7. 

47 (m, 1H) 7. 89 fan, 1H) 9. 84 (s, 1H) 

^»J209 

Mit^J209a) 



mm&mstmmoijsmzxQb-* ^)i-2- (3-tr u^w-i. 3-^tv-;w4-^ 

'H-NMR (CDC 1 3 ) 6 : 2. 67 (s, 3H) 7. 54 (dd. J =4. 0. 8.0Hz, 1H) 8. 31 (d, J=8. 0Hz, 1 

H) 8. 70 (d, J=4. 0Hz, 1H) 9. 51 (s, 1H) 

HWJ209b) 



H»J19d) e) tl^«0^ffifc«tt)2— f V7'D#+y-3-4-^ h^->-3- [ ( [5-^5=- 
(3-bTU 5*;W-1. 3-^7y-;W4-yl] *M"^7$y) *3\>H 7 

■H-NMR (CDC 1 3 ) 6 : 1. 01 (d, J=6. 0Hz, 3H) 1. 1 1 (d, J=6. 0Hz, 3H) 2. 66 (s, 3H) 2.8 
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7 (dd. J=7.0, 14.0Hz, 1H) 2. 99 (dd, J=4. 5. 14. OHz. 1H) 3. 55 (sept, J=6. OHz, 
1H) 3. 83 (s, 3H) 4. 06 (dd, J=4. 5, 7. OHz, 1H) 4. 52 (d. J=7. OHz, 2H) 6. 59 (bs, 1 
H) 6. 78 (d, J=8. OHz, 1H) 6. 91 (s, 1H) 7. 09-7. 26 On, 2H) 7. 40 (m, 1H) 7. 60 fan. 
1H) 8. 56 (d, J=7. OHz, 1H) 



\-^)V-Z-yx.=.)V^( 5^V— )VZ. lgfrh?\i KD77>MU -50^1? 
^SPTn-^^l/U^^A (1. 5iol/l^it>»«a 18. 7ml SriffiTLfc. £JfciS&£-2 
0 c CST±#$-&/t ; f^lX-50 c C(C^*PUfc 1 > N,'N-^^fM;VA75 H3. 6ml €:5P 

h^77^f-TffiS!l/ (A+t>:Kixf;H:l) , l-^^;P-5-7xn;u-lH-2--f 
5 yy-^A^sP^^TJPfk HI. 9g&#fc. 

'H-NMR (DMSO-d 6 ) 6 :3. 98 (s, 3H) 7. 28 (t, J=8. OHz, 1H) 7. 40 (t, J=8. OHz, 2H) 8. 

82 (d, J=8. OHz, 2H) 8. 10 (s. 1H) 9. 75 (s, 1H) 

£tifi0921Ob) 



l-^^;i/-5-yxn;i/-lH-2--T S.¥V— MJ^+y7^Tt HI g£15ml©>* 
^^XJU^v-HfC^U U >^7K^* U £ A (lmol/1) 3ml SrflQ^fco ffl&M 
W.-T h U ">A1. 5gW7K^^ : &JDA, £iaT20#|lfU*#b;fc. KJS8?fc:7K£fla*., 6* 
iex^Tiffll/fc. ^x^;P«^^P^7KT^^7K^-^^vr7A-c 
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=Mt > : St^X^;i/=3 : 1- 1 : 4^Mx^;P : j* 5 J —)V=l : 1) > l-^^H-7x- 

'H-NMR (DMSO-d 6 ) 6 : 4. 00 (s, 3H) 7. 26 (t. J=8. 0Hz, 1H) 7. 42 (t. J=8. 0Hz, 2H) 7. 
75 (s, 1H) 8. 82 (d, J=8. 0Hz, 2H) 



mmmm) e) t isi«o^fc«t o 2--r y :/n^v-3- [4-^ b^>-3- ( i a-* 
?-)V-%-7 jL-fr-m-i— r a^/'jjw *j^-;H75;x^h 71-JH y°D/^ 

'H-NMR (CDC 1 3 ) 5 : 0. 97 (d, J=6. 0Hz, 3H) 1. 06 (d, J=6. 0Hz, 3H) 2. 84 (dd, J=7. 0, 

14.0Hz, 1H) 2. 97 (dd, J=4. 5, 14. 0Hz, 1H) 3. 48 (sept, J=6. 0Hz, 1H) 3. 81 (s, 
3H) 4. 02 (e 1H) 4. 03 (s, 3H) 4. 52 (d, J=7. 0Hz, 2H) 6. 75 (d, J=8. 0Hz. 1H) 6.91 
(s, 1H) 7. 06 (dd, J=2. 0, 8.0Hz, 1H) 7. 16 On, 2H) 7. 21 (m, 1H) 7. 31 (t, J=7. 5H 
z, 2H) 7. 68 (d, J=7. 5Hz, 2H) 



HJfi^J28a)-c). 208a), b) if3«©;£8sfc:«k Nl-(2,4-y^P0 7ir:jK-2- 
2-* h^~>-5-[(2-^^U>-4-^-^y-l, 3-f7l/7>-5- OW 7x^ 

'H-NMR (DMSO-d,) fi : 3. 00 (dd, J= 10. 0, 14. 0Hz, 1H) 3. 32 On, 1H) 3. 65 (s, 2H) 3.7 
6 (s. 3H) 4. 82 (dd, J=4. 5, 10. 0Hz, 1H) 6. 93 (d, J=8. 0Hz, 1H) 7.1 Km, 2H) 7. 38 (dd, 
J=2. 5, 8. 0Hz, 1H) 7. 64 (d, J=2. 5Hz, 1H) 7. 80 (d, J=8. 0Hz, 1H) 9. 42 (s, 1H) 
^MM112 
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C0,H 



MfeM2Mtmm<Djjmz£ V 2- (2-X5P;i/-4-k° U 3-?7 7 

'H-NMR (DMS0-d 6 ) 6 : 1. 23 (t, J=8. OHz, 3H) 2. 69 (s, 3H) 2. 83 (a, J=8. OHz, 2H) 7. 
70 (d, J=6. OHz, 1H) 7. 78 (s, 1H) 8. 60 (d. J=6. 0Hz, 1H) 

C0 2 H 




mmmm)e) Lmmco^m^^r, 3-3- [ ( [2- (2-x^jm-i: u yjw -5-^?^- 

'H-NMR (CDC 1 3 ) 5 : 1.07(d, J-6. OHz, 3H) 1. 18 (d. J=6. OHz, 3H) 1. 37 (d, J=7. 5Hz, 
3H) 2. 72 (s, 3H) 2. 94 (m, 3H) 3. 06 (dd, J=4. 5, 14. OHz, 1H) 3. 61 (sept, J=6. 0 
Hz, 1H) 3. 89 (s. 3H) 4. 12 (dd. J=4. 5. 7.0Hz, 1H) 4. 59 (d, J-7. OHz, 2H) 6.55 
(bs, 1H) 6. 84 (d. J=7. OHz, 1H) 7. 18 (d. J=7. OHz, 1H) 7. 22 (s, 1H) 7. 63 On. 1 
H) 7. 72 (s, 1H) 8. 62 (d. J=5. OHz, 1H) 



$^£#J213a) 
NH 




N 



0^ 



C0 2 Et 



-Tilb (^"!t>:SlX^l/=lfl: 1) , X^;P (Z) -3- ( [ (Z) -1-75 M-7i 



249 



WO 01/25181 



PCT/JP00/06788 



'H-NMR (CDCI3) 6 : 1. 30 (t, J=8. 0Hz, 3H) 4. 17 (q. J=8. 0Hz, 2H) 4. 90 (d, J=6. 0Hz, 
1H) 5. 25 (bs, 2H) 7. 38 (d, J=6. 0Hz, 1H) 7. 40-7. 50 (m, 3H) 7. 65 (m, 2H) 
g£ii#J213b) 



M. 5g^> J ^a:-;i/X-^;i'30inHc^b, 200 c CT5P#P^Jn^bfeo S^'&t)^ 

^ 7 ^ -iraSLAW > : H^X^=1 : H^OD^^>:^^y — Jl/=50: 1) , 
X^;i/ 2-7a:x;i/-lH-5-'r S^V-;i/^^^r->l^- h3. 5g£t#fc 0 
'H-NMR (CDCI3) <5 : 1. 39 (t, J=8. 0Hz, 3H) 4. 38 (a, J=8. 0Hz, 2H) 7. 43 (m, 3H) 7.7 
8(s, 1H) 7. 90 (m, 2H) 

x^;i/ 2--7^x;i/-iH-5— r 5^v'-;u^;i/#^vi/- h3. 5g£N, N-i^^^l/^ 
H30mHc|gMb, Tk^TzK^^^ h U £ AO. 71g£jbPX., SIT 1 B^fit 

SJc^ctK, ^fcTz^x^Afg^tn*., Mx^-ettttiLfco §mx5P;ni 

l-^^^-2-7aix;i/-lH-4-'l' 5^V-;i^Jl^=^>l/- hO. 6g£> ^\^1t>:@t^ 
x^jP= 1 : 1 TX5P;i/ 1-^ ^;i/-2- 7 xX )l- 1H-5 — T S )Vti ~> 1/- h 2. 

2g<M#fc<, 





x^ i-^^;w2-7xx;wih-4— r 3^7- jituitf^i/U— h 
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'H-NMR (CDCI3) 5 : 1. 37 (t. J=8. OHz, 3H) 3. 94 (s, 3H) 4. 34 (q, J=8. OHz, 2H) 7.4 

6(m. 3H) 7. 60 (m, 2H) 7. 83 (s, 1H) . 

'H-NMR (CDC 1 3 ) 6 : 1. 39 (t, J=8. OHz, 3H) 3. 77 (s, 3H) 4. 39 (a, J=8. OHz, 2H) 7.4 

5 (m, 3H) 7. 64 (in, 2H) 7. 68 (s, 1H) < 




'H-NMR (CDC 1 3 ) 5 : 3. 77 (s. 3H) 7. 52 (m, 3H) 7. 71 (in, 2H) 8. 06 (s. 1H) 




mmmiMe) t^m<D^mzx<o z-fv^n^v-3-[4-/ b^->-3-([(i-^ 

7-)V-2- 7 x x )V- 1H-5 — T 5 U ;W # JVtf-M 7 s. J 7 x - ;H y a n 

'H-NMR (CDC 1 3 ) 5 : 0. 82 (d, J=6. OHz, 3H) 0. 97 (d, J-6. OHz, 3H) 2. 66 (dd, J=7. 0, 

14.0Hz, 1H) 2. 79 (dd, J =4. 5, 14. OHz, 1H) 3. 41 (sept, J=6. OHz, 1H) 3. 76 (s, 
3H) 3. 78 (s. 3H) 3. 91 (dd, J=4, 5, 7.0Hz, 1H) .4. 37 (d, J=7. OHz, 2H) 6. 87 (d, J 
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=8. 0Hz, 1H) 7. 05-7. 08 (m, 2H) 7. 46-7. 53 (ra, 3H) 7. 72 (d. J=6. 5Hz, 1H) 7. 82 (s, 

1H) 8. 13 (bs, 1H) 
mffiM2\4 



xfJV ji—)l-m-4— f 5^/- )V^})VTfs^i^]y— HO. 6g£x^ 
y-;H0mlK:^MU 5N7K^{b^" h U ^A^lral^JPA, 1 BtP B 1Jn^jl»?tL7Co 

;w2-^x-;p-iH-4--r 5yv-;i/*;i/#>io. 5g£t# tc. 

'H-NMR (CDC 1 3 ) 6 : 3. 86 (s, 3H) 7. 52 (m, 3H) 7. 68 (m, 2H) 7. 83 (s, 1H) 
H»J214b) 



^i«J19d)e) tmm<DjjmzJ:K) 2-^fyyp#+y-3-[4-^ b=^>-3- ( [ (1-/ 

'H-NMR (CDC 1 3 ) 6 : 0. 84 (d, J=6. OHz. 3H) 0. 99 (d, J=6. 0Hz, 3H) 2. 70 (dd, J=7. 0, 
14.0Hz, 1H) 2. 84 (dd, J=4. 5, 14. OHz, 1H) 3. 44 (sept, J=6. OHz, 1H) 3. 79 (s, 3H) 
3. 90 (s, 3H) 3. 96 (dd, J-4. 5, 7. OHz, 1H) 4. 40 (d, J=7. OHz, 2H) 6. 90 (d, J=8. OHz, 
1H) 7.1 Km, 2H) 7. 56-7. 64 (m, 3H) 7. 70-7. 76 (m, 1H) 8. 10 (s, 1H) 8. 97 (bs, 1H) 





fitifi#9215a) 
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3Sii0»J2O3 1 ¥\m(D^&-T:l- (HDD 7x-;H -5-^^-1. 3-^7V-;H- 

'H-NMR (DMS0-d 6 ) 6 :2. 68 (s, 3H) 7. 48-7. 55 (m, 2H) 7. 65 (d, J=8. 0Hz, 1H) 8. 24 (d 
d, J=2. 0, 8.0Hz, 1H) 13. 50 (bs, 1H) 




mm0m tmm^mzx d 3-3- [ ( [2- (2-^ "□ d7x-jk -5-^5^-1, 3-^x 

'H-NMR (CDC 1 3 ) <5: 1. 07 (d, J=6. 0Hz, 3H) 1. 17 (d, J=6. 0Hz, 3H) 2. 74 (s, 3H) 2. 93 (dd, 
J=7. 0, 14. 0Hz, 1H) 3. 07 (dd. J=4. 5, 14. 0Hz, 1H) 3. 60 (sept, J=6. 0Hz, 1H) 3. 89 (s, 
3H) 4. 13 (dd. J=4. 5, 7.0Hz, 1H) 4.59 (d, J=7. 0Hz. 2H) 6. 84 (d. J=8. 0Hz. 1H) 
7. 16 (dd. J=2. 0, 8.0Hz, 1H) 7. 23 (d, J=2. 0Hz, 1H) 7. 35-7. 38 (m, 2H) 7. 48-7. 51 (m, 
1H) 8. 23-8. 26 (m, 1H) 




ffiaifi0iJ2O3 1 m%(D-Ji&-t:2- (4-^dd y x ~ M 3-^7 V—)V-A- 

•H-NMR (DMS0-d 6 ) 6 :2. 66 (s, 3H) 7. 56 (d, J=8. 0Hz, 2H) 7. 98 (d, J=8. 0Hz, 2H) 
HWJ216W 
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r 



C0 2 H 



Mlfe&m£mm<Dj5mz£ o 3-3- [ ( [2- (4-^ □ □ :7.x -;n -5-p< 3-^y 

■H-NMR (CDCI3) 5 : 1. 07 (d, J=6. OHz, 3H) 1. 17 (d, J=6. OHz, 3H) 2. 70 (s, 3H) 2. 93 (dd, 
J=7. 0, 14.0Hz, 1H) 3. 06 {dd, J =4. 5, 14. OHz, 1H) 3. 60 (sept, J=6. OHz, 1H) 3. 90 (s, 
3H) 4. 13 (dd, J=4. 5, 7.0Hz, 1H) 4.58 (d, J-7. OHz. 2H) 6. 52 (bs, 1H) 6. 84 (d, 
J=8. OHz, 1H) 7. 16 (dd, J=2. 0, 8. OHz, 1H) 7. 22 (d, J=2. OHz, 1H) 7. 41 (d, J=9. OHz, 
2H) 7. 86 (d, J=9. OHz, 2H) 

M5g#!l217a) 



§m#J203 1 mm^m-vs-* (2-5^x- m -i, 3-^7 v*-;w4-# 

'H-NMR (DMS0-d 6 ) 6 :2. 60 (s, 3H) 7. 08 (dd, J =4. 0, 5. OHz, 1H) 7. 77 (d, J=8. OHz, 1H) 
7. 80 (d, J=5. OHz, 1H) 38 (bs, 1H) 
lH»y217b) 



'H-NMR (CDC1 3 ) 5 :1. 05 (d, J=6. OHz, 3H) 1. 17 (d,J=6. OHz, 3H) 2. 67 (s, 3H) 2. 93 (dd, J 
=7. 0,14. OHz, 1H) 3. 06 (dd. J =4. 5, 14. OHz, 1H) 3. 59 (sept, J=6. OHz, 1H) 3.89 
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(s, 3H) 4. 11 (dd, J=4. 5, 7.0Hz, 1H) 4.57 (d, J=7. 0Hz, 2H) 6. 49 (bs, 1H) 6.8 
3(d, J=8. OHz, 1H) 7. 08 (dd. J=4. 0, 5.0Hz, 1H) 7. 17 (dd. J=2. 0, 8.0Hz. 1H) 7. 
22 (d. J=2. OHz, 1H) 7. 43 (dd, J = l. 0, 5.0Hz, 1H) 7. 52 (dd, J=l. 0. 4.0Hz. 1H) 
gj»J218 



1, %-VT*f \L s s!?u [5. 4. 0]-7-^>-x-te>8. 9ml£JD*.fco KJSiKfcS 

^T-i5^r B ili^bfemtert-^;i/-N-(5-*;P5;i/-2-^ h^~>^>> ? ;w #;w^ 

~> ^ A nmM L &««JET*ffi b & c M £ ~> "J # y =? A □ v h V zr 7 
^-TjlIl(A^>:SilW:l), pWI- (Z)-2-[K>> ? ;i^^-^i/) ^;i/ 
^-;W73y-3-(3-[(tert-yh^'>*;W#— ;W 757] ^5P;i/-4-;< h^/7i 
~M -2-7'd^;i- h21g£f#fc„ 

'H-NMR (CDC 1 3 ) 6 : 1. 44 (s, 9H) 3. 80 (s, 3H) 3. 86 (s, 3H) 4. 25 (s, 2H) 4. 90 (bs, 1 
H) 5. 13 (s. 2H) 6. 78 (d, J=8. OHz, 1H) 7. 35 (m, 5H) 7. 42 (m, 1H) 7. 49 (m, 1H) 
Stifi0iJ218b) 



* (Z) -2- [ K>vMM"=}f -» iJ)m=-M 7S7-3- (3- [ (tert-y h*->* 



»jfi«fiJ218a) 
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^^iCioTMlfJW 2-75 7-3- (3- [ (tert-:/ h^v^l^n 

;H7Sy] 7^;P-4-7 h+y7i-;H 7°n/Ui- b3. 4g£f#fc. 

'H-NMR (CDC 1 3 ) 5 : 1. 43 (s, 9H) 2. 80 (dd, J=7. 0, 14. 0Hz, 1H) 

3. 69 (dd, J =4. 5, 14. 0Hz, 1H) 3. 72 (s. 3H) 3. 82 (s, 3H) 4. 27 (d, J=6. 0Hz, 2H) 

5. 00 (bs, 1H) 6. 79 (d, J=8. 0Hz, 1H) 7. 06 (m, 2H) 

®J«218c) 



*3-)V 2-T5y-3-(3-[(tert-^H^->^;P#-;W 757] 73MI-4-7 
7i-;W y°P/NVX-h3. 4g^^aa^;i/A30mH3^L, B^Bftl. 7ml<hffim$K 
V75M 35ml£Jjnx., 60'C*^20^M8l*f bfco M/£$t£7kJ$U 7k&tia%.i?# a 

W>:SfllfiH:lK 1- [1- (3- [ (tert-^ M 75 7] 7^;i/-4 

-7 h -2- j* h+y-2-t+7xfJH-l-y7y>-H7A 2. 5g£t# 

fee 

'H-NMR (CDC 1 3 ) 6 : 1. 43 (s, 9H) 3. 78 (s, 3H) 3. 82 (s. 3H) 4. 27 (d. J=6. 0Hz, 1H) 
5. 00 (bs, 1H) 6. 79 (d. J=8. 0Hz, 1H) 7. 11 (m, 2H) 
«^J218d) 



l-[l-(3-[(tert-7>^->7a;i/^-JW 7 5 /] 73^-4 : 7 h^S/^>^;W -2- 
7 h + y-2-^7ifJH-l-y7y>-H7A 2g£n-7°n AV -;i/30ml t»» 
U StlftDv^A (I)25mg^JnAfc 0 £ireil$IH«#U&&«ffiT»ffiU 3£ffi 
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# t>ntz h (D&nm&mt mm^^xmmr^ z t iz £ o , 3- ra- [ (2, 4->^ □ 

7c. 

'H-NMR (CDCI3) 5 : 0. 87 (d, J=8. 0Hz, 3H) 1. 58 (q, J=8. 0Hz, 2H) 2. 97 (dd, J=7. 0, 
14. 0Hz, 1H) 3. 09 (dd, J=4. 5, 14. OHz, 1H) 3. 38 On, 1H) 3. 52 On, 1H) 3. 85 (s, 3H) 
4. 07 (dd. J =4. 5, 7.0Hz. 1H) 4. 60 (d, J=7. OHz, 2H) 6. 82 (m, 2H) 7. 1 6 (dd. J=2. 0, 
8. 0Hz, 1H) 7. 30 (dd, J=2. 0, 8. 0Hz, 1H) 7. 40 (d, J=2. OHz, 1H) 7. 40 (d, J=2. 0Hz, 
1H) 7. 65 (d, J=8. 0Hz, 1H) 

§eg#l219a) 




Mit^J203 1 mm<Djj&T~2- (4-^^7i-JH -5-^ 3-f7y*-;H- 
'H-NMR (CDC 1 3 ) <5 :2. 40 (s, 3H) 2. 77 (s, 3H) 7. 25 (d, J=8. OHz, 2H) 7. 85 (d, J=8. OHz. 2H) 




m&&mtmm(Dj5mz£ o 3-3- [ ( [2- (4-^^;p7x-;w -5-^^-1. 3-^y 

'H-NMR (CDC 1 3 ) 6 : 1. 07 (d. J=6. OHz, 3H) 1. 17 (d. J=6. OHz, 3H) 2. 40 (s, 3H) 2. 70 (s, 
3H) 2. 93 (dd, 1=1. 0, 14. OHz, 1H) 3. 07 (dd, J=4. 5, 14. OHz, 1H) 3. 60 (sept, J=6. OHz, 
1H) 3. 89 (s. 3H) 4. 1 3 (dd. J =4. 5, 7.0Hz. 1H) 4.58 (d. J=7. OHz. 2H) 6. 49 (bs, 1H) 
6. 84 (d, J=8. OHz. 1H) 7. 1 6 (dd. 1=2. 0. 8.0Hz, 1H) 7. 22 (d, J=2. OHz, 1H) 7. 24 (d. 
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J =8. 0Hz, 2H) 7. 81 (d, J =8. OHz, 2H) 




N ^C0 2 H 



1 H-NMR (CDC1 3 ) 6 :2. 80 (s, 3H) 7. 23 (d. J=8. OHz, 1H) 7. 84 (m, 1H) 8. 09 (dd, J=2. 
0, 8. OHz, 1H) 



mmmstmmom mz& o 3-3- [ ( [2- (3-^ □ d4-7Md7x^;h -5-* ^ 

V7"n#+y*M>H^I#fc. 

'H-NMR (CDCI3) 5: 1. 07 (d. J=6. OHz, 3H) 1. 18 (d, J=6. OHz. 3H) 2. 70 (s, 3H) 2. 94 (dd, 
J=7. 0, 14. OHz, 1H) 3. 07 (dd, 1=4. 5, 14. OHz, 1H) 3. 61 (sept, J=6. OHz, 1H) 3. 89 (s, 
3H) 4. 1 3 (dd. J=4.5. 7.0Hz, 1H) 4.58 (d, J=7. OHz, 2H) 6. 52 (bs, 1H) 6. 84 (d, 
J=8. OHz, 1H) 7. 17 (dd, J=2. 0, 8.0Hz, 1H) 7. 21-7. 23 (m, 2H) 7. 76-7. 80 (m. 1H) 
8. 02 (dd, J=2. 0, 8. OHz, 1H) 

mmm22\ 



M&M2M£W\m<DJ5m-C2- (2, 4-i^ □ p 7x-JH -5-* 3^-1. 3-^7 V-JU 
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'H-NMR (DMS0-d 6 ) 6 :2. 67 (s, 3H) 7. 60 (dd, J=2. 0. 8.0Hz, 1H) 7. 86 (d, J=2. 0Hz. 1H) 
8. 28 (d, J= 8. 0Hz, 1H) 



m^mstmm^mz <t o 3-3- 1 ( [2- (2, 4-^ □ □ 7i-;m -5-^^-1, 3- 
7 v/— ;u-4--r jh * j^^^t s ; ) ^ -4-/ h ^ y 7 1 - ;v-2-^ v :/ □ 

'H-NMR (CDCI3) 5 : 1. 07 (d, J=6. OHz, 3H) 1. 17 (d, J=6. 0Hz. 3H) 2. 72 (s, 3H) 2. 94 (dd, 
J=7. 0, 14. 0Hz, 1H) 3. 07 (dd, J=4. 5, 14. OHz, 1H) 3. 60 (sept, J=6. OHz, 1H) 3. 89 (s, 
3H) 4. 13 (dd, J=4. 5, 7. OHz, 1H) 4. 59 (d, J=7. OHz. 2H) 6. 52 (bs, 1H) 6. 84 (d, 
J=8. OHz, 1H) 7. 17 (dd, J=2. 0. 8.0Hz, 1H) 7. 23 (d, J=2. OHz, 1H) 7. 36 (dd, J=2. 0, 
8.0Hz, 1H) 7. 51 (d. J=2. OHz. 1H) 8. 24 (d, J=8. OHz, 1H) 



§Hig#l203 £ mm(D^mX'2- {2-*^)V7 x - M -5-pWI-- 1, 3-5P 7 V-)V-A- 

'H-NMR (CDC 1 3 ) 5:2. 61 (s, 3H) 2. 82 (s, 3H) , 7. 27-7. 33 (ra. 2H) 7. 37 (d, J=8. OHz, 1H) 

7. 80 (d, J=8. OHz. 1H) 

H»J222b) 
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mmm&£mm<D-%m\z& o 3-3- [ ( [2- -s-pwu-i, 3-^7 

'H-NMR (CDC1 3 ) 6 : 1. 07 (d, J=6. 0Hz, 3H) 1. 17 (d, J=6. OHz, 3H) 2. 57 (s. 3H) 2. 72 (s, 
3H) 2. 94 (dd, J=7. 0, 14. OHz, 1H) 3. 07 (dd, J=4. 5, 14. OHz, 1H) 3. 60 (sept, J=6. OHz, 
1H) 3. 89 (s, 3H) 4. 1 2 (dd. J-4. 5. 7.0Hz, 1H) 4.59 (d, J=7. OHz, 2H) 6. 51 (bs, 1H) 

6. 84 (d, J=8. OHz, 1H) 7. 16 (dd, J=2. 0, 8.0Hz, 1H) 7. 24 (d, J=2. OHz, 1H) 

7. 26-7. 38 On, 3H) 7. 70 (dd, J=2. 0, 8. OHz, 1H) 
H»!)223 

Kifi0i223a) 




M3t^!l203<h|W]^cO7^riT i 2-(4-^ h^5/7xz;W-S-^'f;hl, 3-f77'-JH 

'H-NMR (DMS0-d 6 ) <5 :2. 63 (s, 3H) 3. 80 (s, 3H) 7. 04 (d, J=8. OHz, 2H) 

7. 90 (d, J=8. OHz, 2H) 

«#J223b) 




'H-NMR (CDC 1 3 ) 6: 1. 05 (d, J=6. OHz, 3H) 1. 17 (d, J=6. OHz, 3H) 2. 69 (s, 3H) 2. 93 (dd, 
J=7. 0, 14. OHz, 1H) 3. 05 (dd, J=4. 5, 14. OHz, 1H) 3. 59 (sept, J=6. OHz, 1H) 3. 86 (s, 
3H) 3. 89 (s. 3H) 4. 1 2 (dd. J=4. 5. 7.0Hz, 1H) 4. 58 (d, J=7. OHz, 2H) 6. 49 (bs, 1H) 
6. 83 (d, J=8. OHz, 1H) 6. 94 (d, J=8. OHz, 2H ) 7. 17 (dd, J=2. 0, 8. OHz. 1H) 7. 22 (d, 
J=2. OHz, 1H) 7. 86 (d. J=8. OHz, 2H) 
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1feMffJ224 
3Si£0>J224a) 



©jg0!l2O3 1 mmcDjj&X-2- (3-pt ^)Vy x. ~)V) -5-^ 1, 3-3 1 7 V*-^-4- 

'H-NMR (CDC1 3 ) 6 :2. 42 (s, 3H) 2. 81 (s, 3H) 7. 32 (m. 2H) 7. 76 (dd, J=2. 0, 8.0Hz, 1H) 
7. 82 (d, J=2. 0Hz, 1H) 
^M^224b) 



^«J38i|ll#(D^^^J: D3-3- [ ([2- &*?-)\<7 -5-*^;i/-l. 3-5P7 

'H-NMR (CDCI3) 5 : 1. 07 (d, J=6. 0Hz, 3H) 1. 17 (d, J=6. 0Hz, 3H) 2. 41 (s, 3H) 2. 71 (s, 
3H) 2. 93 (dd, J=7. 0, 14. OHz, 1H) 3. 06 (dd, J=4. 5, 14. OHz, 1H) 3. 60 (sept, J=6. OHz, 
1H) 3. 89 (s, 3H) 4. 12 (dd. J=4. 5, 7.0Hz, 1H) 4.58 (d, J=7. OHz. 2H) 6. 49 (bs, 1H) 

6. 84 (d, J=8. OHz, 1H) 7. 17 (dd. J=2. 0, 8.0Hz, 1H) 7. 23 (d. J=2. OHz, 1H) 

7. 25-7. 34 (m, 2H) 7. 70 (d, J-8. OHz, 2H) 7. 76 (bs, 1H) 

amM225 

»t^J225a) 





CO,H 
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■H-NMR (CDCI3) <5 :2. 85 (s, 3H) 7. 16 (t, J=8. OHz, 1H) 7. 87 (t, J=8. OHz, 1H) 



mm&mt mm. ommz & o 3-3- [ ( [2- <4-7ji/tn7x-jn -s-x^iz-i, 3-^ 

MSm/e(ESI) (MH + ) 487 

^MM226 

Mit^J226a) 



«¥U 7k^T28%^-hU^7A^5 1 7-h25g^MTUfco KJfctt£*?frT*C2l$iaJK 

3^8. 5g£ftn*-, 4I^F|KIJn^aSSbfc. RJfcf&^Tk^U tK> T> ; ex77K*Jn^.Tp 

>:B1^X3\>P=4: 1—1:1), Z-7S y-5-^f;hl, S-^TlZ-JH-*^ 

*~>l/-h2. 8g£#fc. 

'H-NMR (CDC 1 3 ) fi :2. 61 (s, 3H) 3. 88 (s, 3H) 5. 02 (bs, 2H) 
SiB^J226b) 



2-75y-5-^f;hl, 3-^7V— ;W-4-7^;P#^r'>U— h2. 8g£^y 



«J225b) 
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-1, 3-^77-JW4-*J^^yl/- h 0. 47g£f#fc 0 
'H-NMR (CDC1 3 ) (5 :2. 74 (s, 3H) 3. 93 (s, 3H) 



a7xXJl/#D>&0. 2g£ h;i/X>t*gfl?U rh7*X hU7x-MX7^ > 

^7A^n-?h^77^-TiSL, 2-(3-^^;i/^^^;w-5-^^;i/-i, 3 

'H-NMR (CDCI3) 5 :2. 83 (s. 3H) 3. 97 (s, 3H) 7. 38 (m, 2H) 7. 77 (dd, J=2. 0, 8. 0Hz, 

1H) 7. 94 (d, J=2. 0Hz, 1H) 
M3£#j226d) 



*?-)V 2-(3-^^;t/^x-;w-5-y<^;i/-i, 3-^y V— ;i/-4-7j;w#^->u— ho. 
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'H-NMR (DMS0-d 6 ) 6 :2. 73 (s, 3H) 7. 55 (in, 2H) 7. 83 (d, J=8. OHz, 1H) 

7. 93 (d, J=2. OHz, 1H) 

HMJ226e) 



i < 



nM@mtmm<DJvmz ^ <o 3-3- [ ( [2- (3-^ ^jiy x -m -5-^ 3-^t 

MSm/e(ESI) 503 (MH + ) 
g|»J227 



CI 

M3t^J226i:|WiacD^^{C c t 0 2- □ d :7;c~ )V) -5-^5P;Wl, 

'H-NMR (DMS0 1 d 6 ) 6 : 2. 74 (s, 3H) 8. 75 (s. 1H) 8. 90 (s, 2H) 
H»!l227b) 



mm®mtmm<D-j5mz. ^ d 3-3- [ ( [2- (3-5-s^ □ □ 71 —m -5-^;i/-i, 3- 
5^ 7 y— ;u-4— r jh # ;i/7 5 j ) * -4-* h ^ -> 7 x — ^-2— r v y n 

MSm/e(ESI) 537 (MH + ) 

1feMffJ228 

®£»J228a) 





CI 
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3k7&m2btm&<Djjmiz& o s-*?-)v-2- (5-^^;w2-^x-;u) -1, 3-^77 

'H-NMR (CDC1 3 ) 5 :2. 53 (s, 3H) 2. 81 (s, 3H) 6. 74 (d, J=5. 0Hz. 1H) 7. 28 (d, J=5.. OHz, 1H) 
H»J228b) 



nm$mtmm.o)j5mz£.K)2— r v7'o#+y-3-4-^ h3r~>-3-[( [5-^^-2 

MSm/e(ESI) 489 (MH + ) 

gjMffJ229 

M3^J229a) 



mmM22Stmm.(Djjm\zJ: 0 5-^^)1-2- (3-5FX-;U)-l, 3-?T7-JH-^ 

'H-NMR (CDC 1 3 ) <5 :2. 84 (s, 3H) 7. 41 (dd, J=l. 0, 5. OHz, 1H) 7. 50 (d, J=l. OHz, 1 

H) 7. 81 (d, J=5. OHz, 1H) 

H»J229b) 



-(3-^x-JW-l, 3-^7^/— ;i/-4— ' r;H *M^7S;i /^JW7xZJ|/7°o 






0 
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MSra/e (ESI) 475 (MH + ) 
sij»J230 

CI V S N^/C0 2 H 

mmM22ti£mm<Dj3mz£ d 2- (5-^ □ D -2-^x-;w -5-^^;u-i, i-j-tv 

'H-NMR (CDC 1 3 ) 6 :2. 83 (s, 3H) 6. 92 (d, J=5. OHz, 1H) 7. 24 (d, J=5. OHz, 1H) 




mmmis^mmcD^miz^ k> 3-3- [ ( [2- (5-^ o u-i-^jl-m -5-y ^jv-i, 3- 

MSm/e(ESI) 509 (MH + ) 
gj»J231 

^ NH 2 

JW7A707 K^77^--effifiL, 1— D^>^>*M^t75 Hi. 8g£ 

'H-NMR (CDC 1 3 ) 6 : 1. 64 (in, 2H) 1. 78-1. 94 (m, 4H) 2. 00 (in, 2H) 2. 95 (qui, J=6. OHz, 
1H) 6. 86 (bs, 1H) 7. 50 (bs, 1H) 
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N ^C0 2 H 

' I 




5 F^itlT 



■H-NMR (CDC 1 3 ) <5 : 1. 70-1. 88 (m, 6H) 2. 20 (m, 2H) 2. 72 (s, 3H) 3. 42 (qui, J=6. 0Hz, 1H) 



w4-< ;w # ;w 7 = y^fJH)-4-^h+y7x-jw -2— r vyn^+ 

MSm/e(ESI) 461 (MH + ) 

gMM232 

*!iig#iJ232a) 



ssigey 2 3 1 1 i^«<o -fim \z «t o 2- s> □ ^ ^>;p-5-^ ^v- 1, 3-9^ 7 v'-;i/-4- 

"H-NMR (CDCI3) 6 : 1. 25-1. 55 (m, 5H) 1. 75 On, 1H) 1. 86 (m, 2H) . 213 (m, 2H) 2. 72 (s, 

3H) 2. 96 (qui, J=6. 0Hz, 1H) 

*»J232b) 






0 
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\tmW<Dj5mz& 9 3- [3- ( [ (2- ~> ^ n^is )],-$- 3-^ TV* 

— ;u-4-' r ;w *M-jH75 7^f;n) -4-* h+«>7i-jn -2— r v^d^ 

MSra/e(ESI) (MH + ) 475 

m»!J233 

®!»J233a) 

SSig0»J23 1 £ mU<D^mz cfc 0 2- (2-^ f;i/7i-JH -5-^ 9^1/- 1, 3-^7 7-^ 

-4-#;i'#>Bi£#fc. 

■H-NMR (CDC1 3 ) S :2. 61 (s, 3H) 2. 82 (s, 3H) 7. 30 (m, 2H) 7. 37 (d, J=8. 0Hz, 1H) 

7. 80 (dd, J=2. 0, 8. 0Hz, 1H) 

^Wd233b) 

C0 2 H 




^JfiW38tl^«©^ffifc«t: 0 3-3- [ ( [2- (2-^Jk7i n;W -5-*3\>l/-l. 3-^T 

MSm/e(ESI) 482 (MH + ) 
HMffJ234 



o- 

SHifi0!l231i:lRl«lO^tcJ:»3 2- (2-* h+y7injH-5-^^-l, 3-9^7 V*- 
;u-4-#;^>g?£t#fc„ 
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'H-NMR (DMSO-d 6 ) 6 :2. 66 (s, 3H) 4. 02 (s, 3H) 7. 10 (t, J=8. 0Hz, 1H) 
7. 25 (d, J=8. 0Hz, 1H) 7. 55 (t, J=8. 0Hz, 1H) 8. 28 (d, J=8. OHz, 1H) 



MI234b) 




r 



C0 2 H 



mmmutmmcD^mz^ o 3-3- 1 ( [2- (2-* h+y7i-;n -5-^^-1. 3-5 1 

MSm/e(ESI) 498 (MH + ) 

glMffJ235 

$Hfittl235a) 



2- yj y -3-^ tT U >2g£ h° U v 5 >30ml , h U X^;P7 5 > 12ml t:^L> 

mtymfi^mmnyi) ^^^Mi : ^5o t cT20#r B i}i^^femMi± 

X3\>P=1:1K 3-/fM-fUy>*;^t75 F2. 6g*t#fc. 

'H-NMR (CDC 1 3 ) a :2. 76 (s, 3H) 7. 28 (m, 1H) 7. 62 (d, J=8. OHz, 1H) 8. 37 (d, J =4. 0Hz, 1H) 

9gjg0iJ235b) 
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'H-NMR (DMS0-d 6 ) <5 :2. 66 (s, 3H) 2. 71 (s, 3H) 7. 42 (dd, J=4. 0, 8. OHz, 1H) 7. 80 

(d, J=8. OHz, 1H) 8. 44 (d, J=4. OHz, 1H) 

^»!J235c) 



nM&mtmmojjmzj: o 3-3- [ ( [2- (3-pwi/-2-tr u >>;w 3- 

MSra/e(ESI) 484 (MH + ) 

1gMff!l236 

MB^J236a) 



6 

3-t°zi U >2g£S^on^>30mH;:MPU m-^ d oifi£,&§&5. 6g£:jjn^U 

mm.^)l:*? y-JV =4:1), 3-h°U >?>N-^-> K2. 4g£r 

'H-NMR (CDCI3) <5 :2. 31 (s, 3H) 7. 10 (d, J=8. OHz, 1H) 7. 17 (dd, J=4. 0, 8. OHz, 1H) 
8. 07 (m, 2H) 



3-tfij >?>N-^-^v H2. 4g^T-iz K U ;i/30ml h U ^^)V^^)Viy 
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-TftKLfc (-\^it>:^x5 1 ^=l : 1) „ j&*JHfc£M3£#J235a) KfeT#L 
IU B-^W-fUyy^MWyS FO. 2g£t#fc. 

' 'H-NMR (CDC1 3 ) a :2. 41 (s, 3H) 7. 63 (d, J=8. 0Hz, 1H) 8. 34 (bs, 1H) 8. 60 (d, J=8. 0Hz, 1H) 



#1203 1 mm^m-vmm-t Z> Z.t.\z^r>2- (5-x^;i/-2- t: U -5-*^;P-l, 3 

'H-NMR (DMS0-d 6 ) <5 :2. 35 (s, 3H) 2. 65 (s, 3H) 7. 78 (dd, J=2. 0, 8.0Hz, 1H) 8.02 
(d, J=8. 0Hz, 1H) 8. 48 (d. J=2. 0Hz, 1H) 



mm^mhnmcD^mz «t o 3-3- [ ( [2- (5-^^-2-H u -5-^^-1, 3- 

MSm/e(ESI) 484 (MH + ) 
gB£#iJ237a) 
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•H-NMR (CDCI3) <5 :1. 37 (t, J=8. OHz, 3H) 3. 24 (q, H=8. OHz, 2H) 7. 40 (m, 2H) 7.52 
(m, 1H) 8. 35 (id, 1H) 

mm&mm 




2mvmtm&<Dj5mz& o 3-3- [ ( [2- (2-^ □ n 7 x - ;w -s-x^-i, 3-^t 

MSm/e(ESI) 517 (MH + ) 

^»J238 

SB£#l238a) 




K»J203<t|s|il©7jtefw t J;«9 2- (4-^DD7in;W-5-l^l. Z-^7V—)V 

'H-NMR (DMS0-d 6 ) 5:1.23 (t, J=8. OHz, 3H) 3. 08 (a, H=8. OHz, 2H) 7. 57 (d, J=8. OHz, 2H) 

8. 00 (d, J=8. OHz, 2H) 

«!0J238b) 




m^mtnm^mzx <o 3-3- [ ( [2- a d 7i-;h -5-x^;i/-i, 3-^7 
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MSm/e(ESI) 517 (MH + ) 

mffiM2Z9 

®JB#J239a) 




M3£#!l203 £ |Wl«cD77fe{lct 9 2- (4-7 ?^7i-JW -5-x3\>Wl, 3-^7 1/-^ 

•H-NMR (DMS0-d 6 ) <5 : 1. 23 (t, J=8. OHz, 3H) 2. 35 (s. 3H) 3. 07 (a. H=8. 0Hz, 2H) 7. 
30 (d, J=8. OHz, 2H) 7. 86 (d. J=8. OHz, 2H) 




mmwmtmmcD^mz^. o 3-3- 1 ( [2- (4-^fjv7x-;n -5-x^;u-i, 3-^7 

V—)V-A-^M 7^;H-4-7 h + y7i"JW 7 7°n^ 

MSm/e(ESI) 497 (MH + ) 

KB#J240a) 




Kii^J235t|Hl#«75ffi{3i: K) 5-x^JI/-2- (3.-73Ml/-2-tf U v*;M -1. 3-f7y 
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■H-NMR (DMS0-d 6 ) 6 : 1. 27 U, J=8. OHz, 3H) 2. 74 (s. 3H) 3. 10 (q, H=8. 0Hz, 2H) 7. 
42 (dd, J=4.0, 8.0Hz, 1H) 7. 81 (d, J=8. OHz, 1H) 8. 48 (d, J =4. OHz, 1H) 
H»J240b) 



mmwm tmmo jj-mz & k> 3-3- [ ( [2- (3-* 3^-2- 1: u &m -s-x^-i, 3- 

MSra/e (ESI) 498 (MH + ) 
8S|jg0»J241a) 

J7-W N-/ C0 2 H 



®M«l236a-c) <h[W)ti(7)^^^J:D2-(5-^^^-2-t:U> ? ;W-5-x^;l/-l, 3-^ 

'H-NMR (DMSO-ds) 5 : 1.24 (t, J=8. OHz, 3H) 2. 35 (s, 3H) 3. 09 (q, H=8. OHz, 2H) 7. 

79 (d, J=8. OHz, 1H) 7. 81 (d, J=8. OHz, 1H) 8. 49 (s, 1H) 

H«J241b) 



nmmt.mm^mz&'o 3-3-[([2-(5-^^;p-2-t°u ^w-s-x^-i, 3- 




0 
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MSm/e(ESI) 498 (MH + ) 



Sfij£0iJ242a) 




mm&ttoztmmoijsmzj: 02- (3-^7 n p-4-7j^o7i^w -5-x^;i/-i, 3 

'H-NMR (CDC1 3 ) <5 : 1. 35 (t. J=8. 0Hz, 3H) 3. 20 (q, H=8. 0Hz, 2H) 7. 21 (d, J=8. 0Hz, 

1H) 7.83(ra, 1H) 8. 10 (dd, J=2. 0, 8.0Hz, 1H) 
H»!l242b) 



mm^m^mm^miz «t v 3-3- [ ( [2- (3-^7 n u4-y)i^ u -?^-m -5-x^ 
v t"d is* >m zmtio 

MSm/e(ESI) 535 (MH + ) 

HlMffiJ243 

$^#J243a) 



Mii#l203 1 |sJ#©77&T5-X5f ;W2- - 1, 3-?77-JH-^) 

'H-NMR (CDC 1 3 ) a :1. 33 (t, J=8. 0Hz, 3H) 3. 18 (q. H=8. 0Hz, 2H) 7. 10 (dd, J=4. 0, 
5. 0Hz. 1H) 7. 47 (d, J=4. 0Hz, 1H) 7. 60 (d. J=5. 0Hz, 1H) 
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Jfc#l243b) 




^;W0!l38£EI«©:#fefc:«k (9 2— T V ^ p^->-3-4-^ b^>--3- [ ( [5-x^;i/-2 

-(2-^x-;w-i, 3-f77-jH-^jH*M-^7$y) ^x-;i/7°D 

MSm/e(ESI) 489 (MH + ) 
g£»244a) 



4- * h ->-3- (2- [4- (hU7 □ ^ 7i^->] x^;n ^ >X7;vt t 

^*~>-3-(4-p< h^~> -3-2- [4- (h U 7i; + y]l^7ii 

'H-NMR (CDCl 3 ) <5 : 0.96 (d, J=6. 0Hz, 3H) 1. 15 (d, J=6. 0Hz, 3H) 1.23 (t, J=7. 

2Hz, 3H) 2. 79 (dd, J=8. 4, 14. OHz, 1H) 2. 95 (dd, J=4. 8, 14. OHz, 1H) 3. 08 

(t, J=7. 6Hz, 2H) 3. 50 (sept. J=6. OHz, 1H) 3. 82 (s, 3H) 4. 00 (dd, J=4. 8, 8. 
4Hz, 1H) 4. 15-4. 20 (m, 4H) 6. 78 (d, J=8. OHz, 1H) 6. 96 (d, J=8. 8Hz, 2H) 7. 

09 (s, 1H) 7. 10 (d, J=8. OHz, 1H) 7. 52 (d, J=8. 8Hz, 2H) 



X^;U2--f V:/D7t?^->-3-(4-^ h*is -3-2-[4-(hU7MD/?JH7x7 
^ ->] X^ 7 x x;w -fun J X- h 1 e) £ |s]$l lC;SM U , 2— f V7°o* 




OEt 




OH 
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* v-3- (4-* h * v-3-2- [4- ( h U 7 ;M" □ * 5P;W 7x;+-/]lf^7x ~ )V) 

'H-NMR (CDC 1 3 ) 5 : 1.02 (d, J=6. OHz, 3H) 1.15 (d, J=6. OHz, 3H) 2.89 (dd, J=7. 
6, 14. OHz, 1H) 3. 07 (dd, J=4. 0, 14. OHz, 1H) 3. 09 (t, J=7. 6Hz, 2H) 3. 56 (se 

pt, J=6. OHz, 1H) 3.83 (s, 3H) 4.10 (dd, J=4. 0, 7. 6Hz, 1H) 4.17 (t, J=7. 6H 

z, 2H) 6. 80 (d, J=8. OHz, 1H) 6. 96 (d, J=8. 8Hz, 2H) 7. 09 (s, 1H) 7. 09 (d, 

J=8. OHz, 1H) 7. 52 (d, J=8. 8Hz, 2H) 
^WJ245 
HM#l245a) 



4-/ h^>-3- ( I [4- ( h U yJV^-n^^jU) -^>^;H ^Mf vl ^)V) ^>X7)V 
rkF^^T, M^Mla) \zm%s Mi£#Jlb) <hlTO<7)77i£T\ I^V 2-fV7° 
□ tf*>--3-[4-^ h^-> -3-([4-(hU 7)V-*u*?-)V) ^>-JM ^^-^^M 
7 3L-M 7°n;wx-h^|#fcc 

'H-NMR (CDC 1 3 ) 6 : 0.96 (d. J=6. OHz, 3H) 1.15 (d, J=6. OHz, 3H) 1.23 (t, J=7. 
2Hz, 3H) 2. 79 (dd, J=8. 4. 14. OHz, 1H) 2. 95 (dd. J=4. 8. 14. OHz, 1H) 3. 50 
(sept, J=6. OHz, 1H) 3.82 (s, 3H) 4.00 (dd, J=4. 8, 8. 4Hz, 1H) 4.15-4.20 (m, 
2H) 4.58 (s, 2H) 4.64 (s. 2H) 6.79 (d, J=8. OHz, 1H) 7.16 (dd, J=2. 4, 8.0 
Hz, 1H) 7. 28 (d, J=2. 4Hz, 1H) 7. 49 (d, J=8. OHz. 2H) 7. 60 (d, J=8. 4Hz, 2H) 
«#J245b) 



JL^Jl Hy7°o^y-3-[4-/h + y -3- ( [4- ( h U 7)^U^)\A 
M^^ci/^^M y^-Jl] 7"o;Vx- b&^M&tte) ilsUf (c^MU 2-< V 7° 
n#^>--3-[4-^ h^~>-3-([4-(h U y)V^U^^)V)^>i>)V}^^riy^^)V) 7 
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'H-NMR (CDC1 3 ) 6 : 1.02 (d, J=6. 0Hz, 3H) 1.15 (d, J=6. 0Hz, 3H) 2.92 (dd, J=7. 
6, 14.0Hz. 1H) 3. 09 (dd, J=4. 0, 14.0Hz, 1H) 3.56 (sept, J=6. OHz, 1H) 3.81 
(s, 3H) 4.12 (dd, J=4. 0, 7. 6Hz, 1H) 4.59 (s, 2H) 4.64 (s, 2H) 6.80 (d, J= 
8. OHz, 1H) 7. 14 (dd, J=2. 4, 8. OHz, 1H) 7. 28 (d, J=2. 4Hz, 1H) 7. 50 (d. J=8. 
4Hz, 2H) 7.60 (d, J=8. 4Hz, 2H) 



ymit-f V U V AAQmg^T- h7tFo77 >2ral tK^Tx^3- [3- 

(k pu*i/*^)l)-4-* F^y7iZjH-2-^V7°0^y7°n/Vl- hO. 51 
gtf^h^t Ho7^>^^(lml)43J;m-^DD^>> ? ;wyD5 HO. 2bmg^Z\(D 

-ffiMjL^)U(4:\)®liifiW£V0. 19g£#7c<, #e»ti7c0. 19g^H»Jle) tmMlz 
3-(3-[(4-^nD^^;W jr*is] *^)l-4-* ^y7x'JW-2-f V7°d 



'H-NMR (CDC 1 3 ) 6 : 1.02 (d, J=6. OHz, 3H) 1.15 (d, J=6. OHz, 3H) 2.92 (dd, J=7. 
6, 14.0Hz, 1H) 3. 09 (dd, J=4. 0, 14. OHz, 1H) 3.56 (sept, J=6. OHz, 1H) 3.81 
(s, 3H) 4.12 (dd, J=4. 0, 7.6Hz, 1H) 4.59 (s, 2H) 4.60 (s, 2H) 6.80 (d, J= 
8.0Hz, 1H) 7.13 (dd, J=2. 4, 8.0Hz, 1H) 7.27 (d, J=2. 4Hz, 1H) 7.32 (s, 4H) 
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AVX-h2. 2g£>^ h^>X^>15mn^#?U Tk^TTHJMfcU >1. 2ml £JP 

d; d x^;p 3- [3- (zf □€ *^jw -4-^ h*y7z=;n -2— r v yn^yyo/i 

7X-h2. 6g£t#fe 0 

'H-NMR(CDC1 3 ) 5 : 0.97 (d, J=6. 0Hz, 3H) 1.15 (d, J=6. 0Hz, 3H) 1.24 (t, J=7. 
2Hz, 3H) 2. 88 (dd, J=8. 4, 14. 0Hz, 1H) 2. 95 (dd, J=5. 2, 14. 0Hz, 1H) 3. 50 (sep 
t, J-6. 0Hz, 1H) 3. 87 (s. 3H) 4. 00 (dd, J=5. 2, 8. 4Hz. 1H) 4. 11-4. 21 (m, 2H) 4. 
53 (d, J=2. 4Hz, 2H) 6. 79 (d, J=8. 8Hz. 1H) 7. 08 (d, J=8. 8Hz, 1H) 7. 12 (s, 1H) 
M3t^!l247b) 



7kmit U AT;P5 - >y- A87mg£7- h7th'D77>7. 5ml teJgflPU tR^TO. 
50gOX^;i/5-^5^;i/-2-^3i— )V-\, 3-^7V-JM-*M^y k- h©r h 7 
t l<a77>»«a 5ml) £*nA, MT3I^IKJ«i*Lfc. RjfcJfcSacJfrbfc^ zK 

^^-icttu '\^u->-i^Kx5 1 ;K2:i)*ai»ia«to (5-^^;u-2-7^-;p 

-1, 3-f7V'-Jh4-'f;W^^y-Jl' 0. 42g£t#fc 0 

'H-NMR (CDC 1 3 ) 5 :2. 46 (s, 3H) 4. 82 (s. 2H) 7. 50^7. 53 (m, 3H) 7. 88-7. 91 (m, 2H) 
*»U247c) 



ymiti- h U •7A24mg£7 = - h^b K o 7 ^ >2iltCffito¥U tK^T3- [3- C7* d^E 
* -4- p< h ^ -> 7 x x M -2—f V 7° □ # * -> y □ / W x - h 0. 1 9g<D t- h 7 t 
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KD77 >2« (lml) *3<fctf (5-^W-7z-;V-l, 3-f7V'-JM-f;H p< ^ 
/-;M). 12rag(Z)^ h7 t: F □ 37 ^ (lml) £ ^©IHM^inA, ^£-ei5iWfi!# 
L7c„ JSJ^^^lN7j<^<b^hU^A7j<?§^2ml^JnA, ^T2Btr B 1it^bfco 

VifcHPLCfcTttJttU 2-< V7°n^^^-3-(4-^ h+y-3-[(5-^?Jh2-7x-;i/ 
MS m/e (ESI) 454 (MH + ) 



'H-NMR(CDC1 3 ) 5 : 0.93 (t, J=8. 0Hz, 3H) 1.31-1.40 (m, 2H) 1.56-1.65 (m, 2H) 

2. 63 (t, J=8. 0Hz, 2H) 4. 73 (s, 2H) 7. 14 (d, J=8. 0Hz, 1H) 7. 50 (d, J=8. OH 
z, 1H) 8.39 (s, 1H) 
HS£#iJ248b) 



(5-7^;w2-k° u -jm * 5> j -)V& ^m- [3- c/d^e^;i/) -4-^ h^->^^ 

-JW-2-- T y7o^v7D/Vl- h£ffl^, H»!l247) <h[WItI©77r£T\ 3- (3 
-{^-•Jj-fr-l-MWM * V^\^)V-A-^ h+y7i^JK-2-'fV7 , a^ 

MS m/e (ESI) 416 (MH + ) 

CT^J249 

M3£#J249a) 
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•H-NMR (CDCI3) <5 : 1.34 (d, J=6. 4Hz, 6H) 4.55 (sept, J=6. 4Hz, 1H) 4.62 (s, 2 

H) 6. 87 (d, J=8. 8Hz, 2H) 7. 22 (d. J=8. 8Hz, 2H) 

^»J249b) 



(4— r y^o^->7i ;* * / — «t 3- [3- (:/ p * -4-y h ^ 

^7i-;H-Hy^o^y^D/VX-H^K SSJE#I247) 
2--fV7°o^y-3- (3-[(4--fy7 , D#^y^>y;H ^^;U-4-^ b^P 

MS m/e (ESI) 417 (MH + ) 

H»025O 

§gi£#l250a) 



4-7on-2-^h + y^lfi$fflt'^ M»J247b) (4-^na 

'H-NMR (CDCI3) 5 : 3.83 (s, 3H) 4.62 (s, 2H) 6.85 (s, 1H) 6.94 (d, J=8. OHz, 

1H) 7.20 (d, J=8. OHz, 1H) 

l£MJ250b) 
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(4-^po-2-p< h + y7iZJH ;—)V&&XSl- [3- C/d^^M -4-* h 
+ i/7x-;H-2-'fvyo^y^P/VX-h^fflK H»"1247) tHi©^ 

MS m/e (ESI) 423 (MH + ) 
S^#J251a) 




2-^pn-4-/h + y^lfi$ffll\ Mat#J247b) <hpg#£)75&T\ (2-^OD- 

'H-NMR (CDC 1 3 ) 5 : 3.80 (s, 3H) 4.70 (s, 2H) 6.80 (d, 1=8. 0Hz, lH) 6.95 (s, 

1H) 7.37 (d, J=8. 0Hz, 1H) 

HWJ251W 




(2-# on-4-^ h + y7x-JH ^ ^ y — ;U*5J;^3- [3- (7'ot^^H -4-* h 
^->:7x-;H-2--f 77n^y7P/Vi- h£JK^> H5£^!l247) £z|p]tlcD7jr£ 
3-(3-[(2-^7EiD-4-^ h^>^>i^l/) jr^-is] *^)V-A-* h^->7xrjH-2 

--r v zf u # -> y □ / \° > m & n it . 

MS m/e (ESI) 423 (MH + ) 
HMffJ252 
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"0 



OH 



~Cs [2-^ h + y-4-(h'J 7)\s-*U*=$-M 7i^]^;-i^#fc. 
'H-NMR(CDC1 3 ) 6 : 3.92 (s, 3H) 4.72 (s, 2H) 7.08 (s, 1H) 7.22 (d, J=8. 0Hz. 
1H) 7.42 (d, J =8. 0Hz, 1H) 



(2-27 DD-4-^ h^y7i-JW — ;U*3ck^3- [3-(yD^Ep<^;W -4-* h 

T\ 3- [3-([2-7;^n-4- ( h U 7)V-*u*^M ^> S JM ttz/^M -4-* h 

4^ S> 77 x - ;u] -2— f y^D^y :/ □ r% >M £ #3t . 

MS m/e (ESI) 457 (MH + ) 

HOTJ253 

«jfiftl253a) 



4-7i7^y^lfi&ffit\ «3fi0>J247b) (4-7x7+y7x 

'H-NMR (CDC1 3 ) <5 :4. 72 (s, 2H) 7. 00-7. 02 (m, 4H) 7. 12 (t, J=8. 0Hz, 1H) 7. 30- 
7. 38 (m, 4H) 
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(4- -y x J * -> -y x. - )V) * $> J ct #3- [3- {7 u ^ ^; v) -A-^h^-^y 

MS m/e (ESI) 451 (MH + ) 




2, 4-v^ □ D^>$*JU7;iO— ;W3«ktf3- [3- -4-^h^>7i 
-JW-2-^V7°D^y7°o/VX-h$ffll\ H»J247) 3- (3 

- [ (2, 4-5?^ □ n^>> ? ;W ^-^r->] *3=\JW4-* h + y7x-;H -2— f 77*0^ 

MS m/e (ESI) 427 (MH + ) 



F 0 




^;W-4-^ h=t ; y7x-JH-2-'fy7 , 0^y7D/VI-h^^, l£M#!j247) 
hmm<D^mx\ 3-[3-([2-^;i/^a-4-(h u 7;i/^n ^>^JH ^-^>-p< 

5P;W-4-^ h + y7x^H-2--fV7D^y7 I D^>i^|fco 
MS m/e (ESI) 445 (MH + ) 
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F 0 




4 _/7 D u-2-y )V^ru^y-j)V7 ;u*3«ttX3- (3- (y'u^^^)V) -4-* 
3- (3- [ (4-^7 d u-2-7)V*u^y~J)V) ttzs] ;>Wl/-4-^ h + -/7i^H -2— f 
MS m/e (ESI) 4 1 1 (MH + ) 




3, 4-v^DD^>^;P7;i/=i-;i/*5ctr/3-[3-(yD ; Ep<^;W -4-j* h^->7i 
n;H -2--f V 7"n^^y 7°o;v x- h $1 ^, H»J247) <h |WUH©7jfeT\ 3- (3 

MS m/e (ESI) 427 (MH + ) 
SMM258 




i-JH-Hy7°P^y7'DA7x-F$fflk HWJ247) £EMS©#src> 2- 
V ^D#^~>-3- (3- [ (4— T V "7°a h°;i/^>> ? ;W :t^>] ;*3MU-4-* h + v7i 

MS m/e (ESI) 40 1 (MH*) 
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0 



4-j* h*->-3-l2-[4-(MJ 7)V*u*^M 7i/+y]ifJH ^>X7Jl/rk 

?£-C\ 5- (4-^ h + y-3-2-[4-(hU7^to^5 1 JH 7xy^y)i5 1 M>yJH- 
1, 3-f7 77>2, 4-5?:* > Sr»fc. 

'H-NMR (DMSO-d 6 ) 6 : 3.09 (t, J=7. 2Hz, 2H) 3.10 (dd, J=9. 2. 14. 0Hz, 1H) 3.45 
(dd, J=4. 0, 14.0Hz, 1H) 3.83 (s, 3H) 4.17 (t, J=7. 6Hz, 2H) 4.49 (dd, J=4. 
0, 9. 2Hz, 1H) 6. 82 (d, J=8. OHz, 1H) 6. 96 (d, J=8. 8Hz, 2H) 7. 08-7. 10 (m, 2 
H) 7. 52 (d, J=8. 8Hz, 2H) 8. 37 (brs, 1H) 



o-'k K:J3<fctf2. 4-?7 1 / 1 Jy>yt>^fflK S»iSW27c) «£*»!l29) iiWSk 
(D^m-V, 5- [4-* b =^>-3- ( [4- ( MJ 7)V*u*^M 1> S JM ttzs ^ 
>z?M-\, 3-5 1 777>-2, 4-^:*>£t#7 t c 0 

'H-NMR (DMS0-d 6 ) <5 : 3.11 (dd, J=10. 0. 14. OHz, 1H) 3.47 (dd, J=4. 0, 14. OHz, 
1H) 3.82 (s, 3H) 4.51 (dd, J=4. 0, 9. 2Hz, 1H) 4.58 (s, 2H) 4.66 (s, 2H) 6. 
82 (d, J=8. OHz, 1H) 7.12 (dd, J=2. 4, 8.0Hz, 1H) 7.24-7.28 (id. 1H) 7.50 (d, 
J=8. OHz, 2H) 7.61 (d, J=8. OHz. 2H) 8.10 (brs, 1H) 

^MM26J 
®£#9261a) 



glMffJ260 
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-5P7VU i?>z?*>Z. 4g£ h;i/X>100mHC^?b, hi^U ^>0. 28g:fe£t/M?0. 
24g£flP*_> T-V->^^-^^^^#bT30#WJlD^MoitLfc o M^^^fS^T- 
tf}£ilVfz&, Wffib/r^^&IIxU h;Ux>Tr$:^bfc^ MiET^U ter 
t-y^)l N-5-[(2, 4-i^^V-l. 3-f777>-H U5 ? » t^M-l-* b=^~> 

^>i^;i/^;wi^- h^#fe 0 ^^Tt#e>nfetert-^;u n-5-[(2, 4-^^-^v-i, 

5 F80mHc^U \0%/^^ i^O AmMB. Og£JiP7L. 50^, 15kg/cm 2 ^7K^ 
JbP/±TT-20fJ#M«« i L,fco M^^ffij©L^^^Mi±lgSLfcm> 7j<£JP*_§1^X^P 

-mm^JV (1 : 1) ^tti^iSJ: V tert-^;W N-5- [ (2, 4-S^rV-l. 3-^777 

M *3-M -2-* h^r->^>> f JI/*;WN^— h8. 2g£t#fc 0 
'H-NMR (CDC 1 3 ) <5 : 1. 45 (s, 9H) 3. 1 1 (dd, J=9. 2, 14.0Hz, 1H) 3.42 (dd, J=3. 6, 14. 
OHz, 1H) 3. 83 (s, 3H) 4. 26 (d, J=6. OHz, 2H) 4. 50 (dd, J=3. 6, 9. 2Hz, 1H) 5. 
00-5.08 (m, 1H) 6.79 (d, J=8. OHz, 1H) 7.09-7.13 (m, 2H) 8.28-8.33 (m, 1H) 
H»!l261b) 



tert-y^ N-5- [(2, A- s J**V-\, 3-^7V7 >-5--f )V) -2-* h^~> 

^>> ? ;W^;W\^— h8. 2gfc4M HCl-dioxane 40ml*iP^.. 10#P B llt# Lfc„ 

«EETft»U ten-Zf^)V N-5- [ (2, 4-^^y-l, 3-f7V7 

>-5— r;w /^;w-2-> h+->^>y^7$ >m.wtm. og&wt. wm&zntz 

ler 1-7*^)1 N-5- [(2, 3-f 7V7>-5^iH ^^]-2-/ h^->^ 

>yjv75>iiio. 20g&xm-* h^~>-4-(h u 7;M-n %&mm. 1 

5g£v*^JI/*;kk7 5 F2. 5mH3i£MU Wy7y*7*>i^xfM 11m 
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h ' — KlttU ^+1t>-fitKX^JI/ (2:1) mttiftm^ 0N1-5- [ (2, 4-^^ 

v-i, 3-^71/7 >-5— f ;w ^^;H-2-pt h=^>^>^;u-2-^ h*->-4-(h u 7 

Mo^fJW^>X75 F 0. 18g£#fc. 

'H-NMR (DMS0-d 6 ) <5 : 2.99 (dd, J=9. 6, 14. 0Hz, 1H) 3.28 (dd, J =4. 0, 14. 0Hz, 1 
H) 3. 79 (s, 3H) 3. 97 (s, 3H) 4. 42 (d, J=6. 0Hz, 2H) 4. 79 (dd, J=4. 0, 9. 6Hz, 
1H) 6.93 (d, J=8. 4Hz, 1H) 7.08-7.13 (m, 2H) 7.37 (d, • J=8. 0Hz, 1H) 7.42 
(s, 1H) 7. 84 (d, J=8. 0Hz, 1H) 8. 64 (t, J=6. 0Hz, 1H) 12. 02 (brs, 1H) 
HMffl262 

CI 0 o 



2-2 dd-4-^ h*i/$:&WWt&<kZtteTt-7'^)l> N-5- [ (2. 4-i^^V-l. 3-^ 
7V7>-5--f/K *7M-2-* h + y^>v;V75>lliMl\ nMM26\) £. 
mm<Dl5&-es Nl-5- [ (2, 4-5WrV-l. 3-?7V7>-5-1'JH *7M-2-* h^r 

'H-NMR (DMS0-d 6 ) <5 : 2.99 (dd, J=9. 6, 14. 0Hz, 1H) 3.28 (dd, J=4. 0, 14. 0Hz, 1 
H) 3. 78 (s, 3H) 3. 79 (s, 3H) 4. 42 (d, J=6. 0Hz, 2H) 4. 79 (dd, J=4. 0, 9. 6Hz. 
1H) 6.93 (d, J=8. 4Hz, 1H) 6.94-6.96 (m, 1H) 7.06 (d, J=2. 4Hz, 1H) 7.08-7. 
13 (m, 2H) 7.43 (d, J=8. 0Hz, 1H) 8.64 (t, J=6. 0Hz, 1H) 12.02 (brs, 1H) 



7+WB&*3«fctftert-:/3 1 ;P N-5- [(2, 4-5^MrV-l, 3-^7 V? >-5— f M 
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h + y^>y^75>MSO^, £260*1261) <hl§J$l©#&T\ N2-5- 

[(2, -u-f7y7>-5-^;w/fJH-2-^ h^v-^>^;i/-5-y^;u 

'H-NMR (DMSO-d 6 ) 6 : 0.89 (t, J=7. 2Hz, 3H) 1.25-1.33 (m, 2H) 1.53-1.60 (in. 2 
H) 2. 67 (t, J=8. OHz, 2H) 2. 99 (dd, J=9. 6, 14. 0Hz, 1H) 3. 28 (dd, J=4. 0, 14. 
OHz, 1H) 3. 79 (s, 3H) 4. 42 (d, J=6. OHz, 2H) 4. 77 (dd, J=4. 0, 9. 6Hz, 1H) 6. 
93 (d, J=8. 4Hz, 1H) 7.03 (d, J=2. 4Hz, 1H) 7.10 (dd, J=2. 4, 8.4Hz, 1H) 7.8 
1 (dd, J=2. 0. 8.0Hz, 1H) 7.95 (d, J=8. OHz. 1H) 8.49 (d. J=2. OHz, 1H) 8.89 
(t, J=6. OHz, 1H) 12. 02 (brs, 1H) 



4— T 'Jy'u^iy^MMma^mert-y'^)]/ N-5- [ (2, 4-v^^rV-l, 3-f77 
7>-5-^f;W t^M-l-* h + y^>y^7S>Mi^ffll\ H»1261) tmm 
(DU ; &~C\ Nl-5-[(2.4-$?:**V-l, 3-^777>-5-<JM *?-M-l-* h^->^ 
>^;i/-4--f V 7n^y^>X7S H *ntc.o 

'H-NMR (DMS0-d 6 ) <5 : 1.26 (d, ■ J=6. OHz, 6H) 2.99 (dd, J=9. 6, 14. OHz, 1H) 3.28 
(dd, J=4. 0, 14. OHz, 1H) 3. 79 (s, 3H) 4. 42 (d, J=6. OHz, 2H) 4. 69 (sept, J 

=6. OHz, 1H) 4. 79 (dd, J=4. 0, 9. 6Hz, 1H) 6.93 (d, J=8. 4Hz, 1H) 6.95 (d, J=8. 

4Hz, 2H) 7. 03 (s, 1H) 7. 08 (d, J=8. 4Hz, 1H) 7. 84 (d, J=8. 4Hz, 2H) 8. 63 (t, 
J=6. OHz, 1H) 12.02 (brs, 1H) 



5-/^-2-7x-;i/-l, Z-3 L 7V-)i'-4-ti)l#>m&£ZSterl-7^)l< N-5- 
1(2, 4-^^-^V-l, 3-^7V'7>-5-fJW *3-M-2-* b^^>i^)^7S. >lfigft 
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J££JB^ SWJ261) tmmo^mX\ N4-5- [ (2, 4-y^V-l,3-f7V7>-5- 
'H-NMR (DMSO-d 6 ) 

<5: 2. 61 (s. 3H) 2.99 (dd, J=9. 6, 14. OHz, 1H) 3.28 (dd, J =4. 0, 14.0Hz, 1H) 
3. 79 (s, 3H) 4. 37 (m, 2H) 4. 77 (dd, J=4. 0, 9. 6Hz, 1H) 6. 93 (d, J=8. 4Hz, 
1H) 7.08-7.13 fan. 2H) 7.46-7.52 (m, 3H) 7.90-7.95 (m, 2H) 8.61 (m, 1H) 12. 
02 (brs, 1H) 




4-7x— J^JRSBt^.fctJftert-y^ N-5- E (2, 4-i^^V-l, 3-f7V7>-5 
— OV) *7M-2-* h + ^>J?;V75 >S»Jt&ffl^, 5I»J261) <h|WU£cD;&?£ 
T\ N1-5-K2. 4-y t*y-l, 3-f7 1 /7 >-5--f JW JH -2-^ h*->^>v;U- 
4-7x"JK>X7 5 F^ttfeo 

'H-NMR (DMS0-d 6 ) <5 : 2.99 (dd, J=9. 6, 14. OHz, 1H) 3.28 (dd, J=4. 0, 14. OHz, 1 
H) 3. 79 (s, 3H) 4. 42 (d, J=6. OHz, 2H) 4. 77 (dd, J=4. 0, 9. 6Hz, 1H) 6. 93 (d, 

J=8. 4Hz, 1H) 7.08-7.13 (m, 2H) 7.39 (t, J=7. 2Hz, 1H) 7.48 (t, J=7. 6Hz, 2 
H) 7. 72 (d, J=7. 6Hz, 2H) 7. 76 (d, J=8. OHz, 2H) 7. 99 (d. J=8. OHz, 2H) 8. 87 

(t, J=6. OHz, 1H) 12.02 (brs, 1H) 




4-7x7 *~>^Mm43cfctftert-y^ N-5- [(2, 4-5**-* V-l, 3-?7V7> 
-5— f )V) *^M-2-* h + y^>y^75>MI^ffl^ H#S#J261) tmm<Djj 
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?£T\ Nl-5-[(2,4-v^V-l, 3-f777>5-f;H^f;H-2-^ h*~>^>v 

'H-NMR (DMS0-d 6 ) 6 : 2. 99 (dd, J=9. 6, 14.0Hz, 1H) 3. 28 (dd, J=4. 0, 14. 0Hz, 1H) 
3. 79 (s, 3H) 4. 42 (d, J=6. 0Hz, 2H) 4. 77 (dd, J=4. 0, 9. 6Hz, 1H) 6. 93 (d, J=8. 
4Hz, 1H) 7. 02 (d, J=8. 8Hz, 2H) 7. 05-7. 10 (in, 4H) 7. 20 (t, J=8. 0Hz, 1H) 7.43 
(t, J=8. 0Hz, 2H) 7. 92 (d, J=8. 8Hz, 2H) 8. 76 (t, J=6. 0Hz, 1H) 12. 02 (brs. 1H) 
HMffJ268 



7 1t;i/^*3 £ tfJL^)VZ- [3-(75y^^W-4-^h + y7x-JH-2--f V 7° D 
^y7"DA7l-h^K lSM#J19d) \zm%nMM\9e) tnm^mT, 3-[3 

- ( [ (5-^;i/-2-t° u 7j;1/^-;i/j 7sy/^JH -4-^ h^y7i^JH -2— r 

7 7'n^y /\° >i§#fc. 



'H-NMR (CDC 1 3 ) <5 : 0.93 (t, J=8. 0Hz, 3H) 1.00 (d, J=6. 0Hz, 3H) 1.12 (d. J=6. 
0Hz, 3H) 1.31-1.40 (m, 2H) 1.56-1.65 (m, 2H) 2.66 (t, J=8. 0Hz, 2H) 2.88 
(dd, J=8. 0, 14.0Hz, 1H) 3.04 (dd, J =4. 4, 14. 0Hz, 1H) 3.53 (sept, J=6. 0Hz, 
1H) 3. 87 (s, 3H) 4. 08 (dd, J=4. 4, 8. 0Hz, 1H) 4. 63 (d. J=6. 4Hz, 2H) 6. 80 
(d, J=8. 0Hz, 1H) 7.12 (dd, J-2. 4, 8.0Hz, 1H) 7.22 (d. J=2. 4Hz, 1H) 7.63 
(dd, J=l. 6, 8.0Hz, 1H) 8.10 (d, J=8. 0Hz, 1H) 8.35 (d, J=l. 6Hz, 1H) 



4— f V7'D#^y^lf|i3j;tfl7^3- [3- (757 h + y7i 

-JH-K7 7a^y7°o/Ux-h^^ H«!ll9d) \zffi^mMMl9e) £M 
momm-C, 2--f 7 7a^+y-3- (3- [ (4--f 7 yo^+y^y^ 7 5 7] *3=- 
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'H-NMR (CDC 1 3 ) (5 : 1.02 (d, J=6. OHz, 3H) 1.15 (d, J=6. OHz, 3H) 1.34 (d, J=6. 
4Hz, 6H) 2. 90 (dd, J=8. 0, 14. OHz, 1H) 3. 05 (dd, J=4. 4, 14. OHz, 1H) 3. 57 
(sept, J=6. OHz, 1H) 3. 86 (s, 3H) 4. 10 (dd, 1=4. 4, 8. OHz, 1H) 4. 58 (d. J=6. 
OHz, 2H) 4.59-4.61 On, 1H) 6.55-6.61 (m, 1H) 6.80 (d. J=8. OHz, 1H) 6.87 
(d, J=8. 8Hz, 2H) 7.13 (dd, J=2. 0, 8.0Hz, 1H) 7.22 (d. J=2. OHz, 1H) 7.69 
(d, J=8. 8Hz, 2H) 



«jJ270 

0 0 




4-7 iL-Jl&MMWi&^U^JlZ- [3- (75 7 7 5PJW -4-7 h*z/7^-M-2 
— ( yy'n^zyy'u^y JL—b^m^. H»J19d) lc^H«J19e) tmmcDjj 
HV7'D^y-3-(4-^ h^rv-3- [ (4-7 ^-Jl^>7'4 Jl) 75 7] 75F- 

)i7x.-)i) y'unym.^ntzo 

'H-NMR (CDC 1 3 ) 8 : 1.03 (d, J=6. OHz, 3H) 1.15 (d, J=6. OHz, 3H) 2.92 (dd, J=8. 
0, 14. OHz, 1H) 3. 06 (dd, J=4. 4, 14. OHz, 1H) 3. 58 (sept, J=6. OHz, 1H) 3. 88 

(s, 3H) 4.11 (dd, J=4. 4, 8.0Hz, 1H) 4. 63 (d, J=6. 4Hz, 2H) 6.68-6.73 (m, 
1H) 6.82 (d, J=8. OHz, 1H) 7.15 (dd, J=2. 0, 8.0Hz, 1H) 7.24 (d, J=2. OHz, 1 
H) 7. 35-7. 40 On, 1H) 7. 46 (t, J=7. 2Hz, 2H) 7. 59 (d, J=7. 2Hz, 2H) 7. 64 (d, 

J=8. OHz, 2H) 7. 82 (d, J=8. OHz, 2H) 



0 0 




-2-f77 , D^y7°D/vi-i>^v\ mmmm) izm^mmmwe) tmmv 

7a 2-4 V 7° D ->-3- (4- 7 h 4- v-3- [(4-7i; + 7^> V4 M 7 5 7 ] 
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•H-NMR (CDCI3) t5 : 1.04 (d, J=6. 0Hz, 3H) 1.15 (d, J=6. OHz, 3H) 2.91 (dd, J=8. 
0, 14. OHz. 1H) 3. 04 (dd, J=4. 4, 14. OHz, 1H) 3. 57 (sept, J=6. OHz, 1H) 3. 86 
(s, 3H) 4.10 (dd, J=4. 4, 8.0Hz, 1H) 4.59 (d, J=6. OHz, 2H) 6. 60-6. 65 (m, 1 
H) 6. 81 (d. J=8. OHz, 1H) 6.98 (d, J=8. OHz, 2H) 7. 03 (d, J=8. OHz, 2H) 7.13-7. 
18 (m, 2H) 7. 22 (d, J=2. OHz, 1H) 7. 37 (t, J=8. OHz, 2H) 7. 72 (d, J=8. OHz, 2H) 



4— f V7°nti;i/^M^4oct^x^^3-[3-(T5y *?M-A-* h=¥i^yx.=i 
JH-2-fyyn^yya/Vx-h^V\ §£«J19d) \zm^nMM\9e) hmU 

2— r y 7°n*+y-3- (3- [ (4--r y 7°ot°jK > y< ^jv-a 
k^->7jl— ;w ^D/t>^$ifc„ 

'H-NMR (CDCI3) <5 : 1.02 (d, J=6. OHz, 3H) 1.15 (d, J=6. OHz, 3H) 1.25 (d, J=6. 

OHz, 6H) 2. 90 (dd, J=8. 0, 14. OHz, 1H) 2. 92 (sept, J=6. OHz, 1H) 3. 04 (dd, 

J=4. 4, 14.0Hz, 1H) 3.56 (sept, J=6. OHz, 1H) 3.86 (s, 3H) 4.10 (dd, J=4. 4. 

8. OHz, 1H) 4. 60 (d, J=6. OHz, 2H) 6. 66-6. 70 (m. 1H) 6. 81 (d, J=8. OHz, 1H) 

7. 14 (dd, J=2. 0, 8. OHz, 1H) 7. 23 (d, J=2. OHz, 1H) 7. 26 (d, J=8. OHz, 2H) 

7. 68 (d. J=8. OHz, 2H) 

^»j273 



2, A-V* h^rv^S§^*5ckD?X^;i/3-[3-(T^y 
M-1-' f V7'n^y7'o/\yx- h£ffi^, ^»J19d) (cM#H»!ll9e) 
(DjjmT% 3- (3- [(2, 4-5F-V h + y^>^JH75;]^^H-^ h + '>7xr: 
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'H-NMR (CDCl 3 ) 6 : l. 02 (d, J=6. 0Hz, 3H) 1. 15 (d. J=6. 0Hz, 3H) 2.90 (dd, J=8. 
0, 14. OHz, 1H) 3. 04 (dd, J=4. 4, 14. OHz. 1H) 3. 56 (sept, J=6. OHz, 1H) 3. 85 

(s, 3H) 3.88 (s. 3H) 3.92 (s, 3H) 4.09 (dd, J =4. 4, 8. OHz, 1H) 4.61-4.63 
(m, 2H) 6.47 (d, J=2. OHz, 1H) 6.59 (dd, J=2. 0. 8. 8Hz, 1H) 6.81 (d, J=8. OH 
z, 1H) 7.13 (dd, J=2. 0, 8.0Hz, 1H) 7.22 (d, J=2. OHz, 1H) 8.19 (d, J=8. 8Hz, 

1H) 8.34-8.39 (m, 1H) 




w\*zs)V&Mmm&&XSJL?-)V 3- [3- ( [ (tert'-y V*zs*l)V&—)V) 

mmmm hmm<D^mx\ 3-(3-[(4->^n^->;^>y-r;w 75/] *=?)v-a 

MS m/e (ESI) 454 (MH + ) 




4- (4'-XfJl/7i^JH £JR§B&:fc<fct*X3 L ;U 3- [3- ( [ (ter t-y" h =^>#;i^- 
JH75;] pWW -4-^ h + y7x-JH-H 77"D^y7°D/VX-h^ 
m«J38) t|W|«©77^T, V 7° □ y-3- [4-^ h + y-3- ( [4- (f-x^ 1 

MS m/e (ESI) 476 (MH + ) 
HMffJ276 
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2-j-7 5> U>tDV^>m^^U^)l 3- [3- ( [ (tert-y b=}p T 

M#I38) <hl&Ht<D^ST> 2--fV7'D^y-3-(4-/ h^~>-3- [ (2-^7^)1*1)17$ 

-)V) 75/] *=?)V7 x-JW 7°0/N 0 >m^f#fco 

MS m/e (ESI) 422 (MH + ) 

HM0J277 

M5£#l277a) 



pp-4-h Fp^^-RW^pWH. 7g£t#7c„ 
S^3t^J277b) 



fi¥U B^ltX^M). 23g£J;tKj*i?# U 7A0. 21gS:JbPA. T8H#IHMl#b;fc. J£ 




CI 0 




295 



WO 01/25181 



PCT/JP00/06788 



u iwM-e+*nLfc&, mm^jvcmmLtzo m^m^mm^ 

->S£,fiMl. 7g£#7 t c„ 

'H-NMR (CDCI3) a : 1.43 (t, J=7. 2Hz, 3H) 4.10 (q, J=7. 2Hz. 2H) 6.84 (dd, J=2. 
8, 8. 8Hz, 1H) 6. 99 (d, J=2. 8Hz, 1H) 8. 03 (d, J=8. 8Hz, 1H) 



2-/7 p a -4-x <££/3- [3- ( [ {tert-7 h^isXJVtf—Jl) 7 5 

#J38) t|W]#0D7jST\ 3- (3- [ (2-7 n D-4-I h + -> ^ > ^ JH 7 5 y ] *^)V-A- 

* ^-M-l— T 77a^y7a^>i$#fc. 

MS m/e (ESI) 450 W) 

H»J278 

Mi£#J278a) 



2 -/7p n -4_ t Ho^^^mS^^^^^tXa^^yoti^^ffl^, M3t#J277 
b) ifs]+I(Z)7jfeT\ 2-^nn-4-yn^=^>3cS«£#fco 
'H-NMR (CDC 1 3 ) 5 : 1.05 (t, J=7. 2Hz, 3H) 1.80-1.86 On, 2H) 3.98 (t. J=6. 4Hz. 
2H) 6. 84 (dd, J=2. 8, 8. 8Hz, 1H) 6. 99 (d, J=2. 8Hz, 1H) 8. 03 (d, J=8. 8Hz, 1H) 
§£«!j278b) 



2-/7 d n-4-7°D* + ->g:Iflfed;r;3- [3- ( [ (tert-^ )V^~)V) 7 5 



£S#J277c) 




CI 0 
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#J38) ilW^yjffiT, 3-(3-[(2-^DD-4-7 , D^y^>^JW7$ J\ 
4-^h + ->7i^H -2--f V -f p -> 7° n n >m £#7c D 

'H-NMR (CDClg) 6 : 1. 03 (t, J=7. 2Hz, 3H) 1. 04 (d, J=6. OHz, 3H) 1.16 (d, J=6. OH 
z, 3H) 1.76-1.85 (m, 2H) 2.91 (dd, J=8. 0, 14. OHz, 1H) 3.06 (dd, J -4. 4, 14. 
OHz. 1H) 3. 57 (sept, J-6. OHz, 1H) 3. 85 (s, 3H) 3. 92 (t, J=6. 4Hz, 2H) 4. 10 
(dd, J=4. 4. 8. OHz, 1H) 4. 61 (d, J=6. OHz, 2H) 6. 80-6. 89 (m, 3H) 6. 95-7. 02 (m, 
1H) 7. 14 (dd, J=2. 0, 8. OHz, 1H) 7. 24 (d, J=2. OHz, 1H) 7. 74 (d, J=8. 8Hz, 1H) 



'H-NMR (CDC 1 3 ) 6 : 1.37 (d, J=6. OHz, 6H) 4.62 (sept, J=6. OHz, 1H) 6.81 (dd, 
J=2. 8, 8.8Hz, 1H) 6.99 (d, J=2. 8Hz, 1H) 8.02 (d, J=8. 8Hz, 1H) 
^#!279b) 



2-^7 d p-4-f V7°D*+^lfi*J;y'3- [3- ( [ (tert-7 h*z/t) 



^MMM) tmm<Djj&H\ 3- (3- [ (2-^7 o D -H V 7"o y ^ > 7^ iH 7 5 

MS m/e (ESI) 464 (MH*) 

M^!l280a) 



g^#1279a) 





7571 *^M-4-* h=^>;7ai-;H-2— f \ 
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CI 0 




OH 



2-^7 □ p-4-t h'D + ->3c,EMp< ^)V& ct 0<JMt; > Z D ^ >^JI/£§^#!J277 

•H-NMR (CDC1 3 ) 5 : 1.76-1.98 (m, 8H) 4.78-4.82 (m, 1H) 6.81 (dd, J=2. 8, 8. 8H 

z, 1H) 6. 99 (d, J=2. 8Hz, 1H) 8. 02 (d, J=8. 8Hz, 1H) 

Hl»l280b) 

CI 0 0 



2-^ p p-4->^ u^y^)V^r^-^M^m.ii^m- [3- ( t (tert-:/ V^-^tDV 
HWJ38) tmm<D^mr\ 3-(3-((2-^PO-4-y^D^>fM^y^ 



>^jH7$y]/ ^;i/-4- ^ h ^ ~> ^ x - ;w -2— r v u ~> y □ /\° >m * ?# 

fee 

'H-NMR (CDC 1 3 ) (5 : 1.03 (d, J=6. 0Hz, 3H) 1.15 (d, J=6. 0Hz, 3H) 1.72-1.95 (m, 
8H) 2.91 (dd, J=8. 0, 14.0Hz, 1H) 3.05 (dd, J =4. 4, 14. 0Hz, 1H) 3.56 (sept. 
J=6. 0Hz, 1H) 3. 85 (s, 3H) 4. 10 (dd, J=4. 4, 8. 0Hz, 1H) 4. 60 (d, J=6. 0Hz, 

2H) 4.74-4.77 (m, 1H) 6.79 -6.86 (m, 3H) 6.95-7.01 (m, 1H) 7.14 (dd, J=2. 

0, 8. 0Hz, 1H) 7. 24 (d. J=2. 0Hz, 1H) 7. 73 (d, J=8. 8Hz, 1H) 

M3£M281a) 



4-^7PP-2-t HD^y^Ifi5. Og&zst^JV&Jlr&TS. F25mH£*§fl?U 3 
^7jtx^JH4. 5g*3«J:tf^&# U ^A12g£iD7t, 70 t CT-8B#r B 1}iM i Lfc„ JR^* 
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7A^n7h^77-f-t#U '\+-tJ->-KBfcx5 : -;K2:l)»tB^lii«fcO, 
d-2-x h + y^,ISiI?M 8g£?#ifc. 

'H-NMR (CDCI3) (5 : 1.48 (t, J=7. 2Hz, 3H) 1.59 (t, J=7. 2Hz, 3H) 4.10 (q, J=7. 
2Hz, 2H) 4. 33 (q, J=7. 2Hz, 2H) 6. 92 (d, J=2. 0Hz, 1H) 6. 94 (dd, J=2. 0, 8. 8 
Hz, 1H) 7.73 (d. J=8. 8Hz, 1H) 



®Wi281b) 




MJ^A2ml£Jnx.> M7?6l^flHia^bfc. lNJfiBrWftlL 
tz&. BHKx^JUTfflffiLfc. WttW&*S*n6*fcKTi5fci*U HJ 1 * A 

Tl£»U J&«&«JBES*LT4-'£nci-2-x h^S^ES^O. 20g£#fc. 
'H-NMR (CDC 1 3 ) 6 : 1.59 (t, J=7. 2Hz, 3H) 4.33 (q, J=7. 2Hz, 2H) 7.04 (d, J=2. 
0Hz. 1H) 7. 13 (dd, J=2. 0, 8. 8Hz, 1H) 8. 13 (d, J =8. 8Hz, 1H) 
.^«J281c) 




4-^ □ d-2-x V^-^Mmm^XSZ- [3- ( [ (tert-y h^->*;P#x;W 7 5 

#J38) tlsHtcDyjfeTf, 3-(3-[(4-^PP-2-X h^y^>7VJW 75 7] *^;i/-4- 
^+y7i x;W -2~f vyo^y^n A , 
MS m/e (ESI) 450 (MH + ) 
jfe^ff!]282 
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2,4-yk Ho^r^5feJftSI6*«J:rXa^bX5 1 ;P«:»3fi#y281a) ®B£#I28 



lb) t|WHfcD^&T\ 2, h^v^mS^^tffco 

'H-NMR(CDC1 3 ) 6 : 1.45 (t, J=7. 2Hz, 3H) 1.56 (t, J=7. 2Hz, 3H) 4.10 (a, J=7. 
2Hz, 2H) 4.28 (a, J=7. 2Hz, 2H) 6.51 (d, J=2. 0Hz, 1H) 6.62 .(dd, J=2. 0, 8.8 
Hz, 1H) 8. 12 (d, J=8. 8Hz, 1H) 
H»J282b) 



;w-4-p< b^y7x-jw-2--fy^ti^yyD/vx-h^K mmmm t 
mm<Djj&T% 3- (3- [ (2, 4-^x h * > vat ;M75;]^ ^;i/-4-* h ^ ^ 
- ; w -2— r v :/ p ^ ~> 7° a ^ >m * n ft . 

MS m/e (ESI) 460 (MH + ) 



2-t Ko + y-4-(MJ 7)V-*U*^)V) ^>X7JVr't F0. 80g£^*3 t ;Mv>l' 
A75 K8ilfcJS#U a^fcx^JW). 78g*5i^S?*U^A0. 69g£5PA> 70*C 

£8, tefPftit7KO®#T«5»U, &7kW»^*^AT?KJ6U ?M£MJEfg 
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;K5:l)^m^li<J:0. 2-x ( h U 7)Vjru*^)V) ^>X7JI/rt HO. 60 

'H-NMR (CDC1 3 ) 6 : 1.57 (t, J=7. 2Hz, 3H) 4.22 (q, J=7. 2Hz, 2H) 7.22 (s, 1H) 

7.29 (d. J=8. 0Hz, 1H) 7.93 (d, J=8. 0Hz. 1H) 10.50 (s, 1H) 

®J5£#J283b) 



2-x ( h U 7Ma / f ;H ^>X7JVr t HO. GOg&iSt^JVXJVft 

3rzs H5ml t U >Wt-*mj- h U V&MmgfcmWL (lml) IMt hU7 

ao. 35g7j<^^ (3mi) $iTbfc. ^wenmmnwwi, fc&imz-. mm.^^jv-c 

;K2:l)^mili^<tO 2-lh + y-4-(h'J 7Mn^?JWSISi0. 55g£#fc 
'H-NMR (CDC1 3 ) <5 : 1.61 (t, J=7. 2Hz, 3H) 4.40 (q, J=7. 2Hz, 2H) 7.28 (s, 1H) 
7. 40 (d, J=8. 0Hz, 1H) 8. 30 (d, J=8. 0Hz, 1H) 



2-x h^~>-4-(b U yfriru^M J;^3- [3- ( [ (terl-7* h^i/fi 

75 7] 77;W-4-7 b+y7xzjH -2— f V7n^y7nyv x— 
h£ffi<^ H5S#138) tmU<D^m~(l\ 3- [3- ( [2-x h ^ ->-4- ( h U 7 JVt □ ^ f JH 
^ > vV ;H 7 5 7 7 -4- 7 h ~> 7 x; H -2— T V7°a^y7'o A° >g? £ 

MS m/e (ESI) 484 (MH*) 




«J283c) 
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H 



§SB£#!]283a) tmm<Djjm-?:\ 2-^D^y-4-(HJ7MD^^W^> 

'H-NMR(CDC1 3 ) <5 : 1.11 (t, J=7. 2Hz, 3H) 1.88-1.96 (m, 2H) 4.10 (t, J=7. 2Hz, 
2H) 7. 22 (s, 1H) 7. 29 (d. J=8. 0Hz, 1H) 7.93 (d, J=8. 0Hz, 1H) 10.50 (s, 1H) 



2--7°d^->-4-(MJ 7MD/fJl/)^>X7^Tt F£ffi<^ ®!5£#!j283b) t. 

'H-NMR(CDC1 3 ) 6 : 1.15 (t, J=7. 2Hz, 3H) 1.94-2.04 (m, 2H) 4.30 (t, J=7. 2Hz. 
2H) 7.28 (s, 1H) 7.40 (d. J=8. 0Hz, 1H) 8.30 (d, J=8. 0Hz, 1H) 
HM^J284c) 



5>-4- ( K U 7)l^u^^)l) ^m§^^=t^'3- [3- ( [ (tert-7' h^^> 
t> - M 7$;]^ ^)V) -4- * h * is 7 x-JH -2-< V7°a^y 7° o /\° J x 
-b£ffll/\ HSg^38) i|Hj^(7)7jST\ 2— T V7'D^y-3-[4-^ h^v-3-([2- 
:/n#=^>-4- ( h U 7)lJm ^)V) ^> S J< M 7 5 J ^^-M 7i'JH 7°un 
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MS m/e (ESI) 498 (MH + ) 




4-7u : E&Bm&&£&tt)M- [3- (T S. J -4-7 h+5/7i-;H -2- 

^yyn^y^DAVx-h^K Sfd&#J19d) £ITO©75&T, x^;V3-[-3- 
([4-7D^>7'fJH75;) 7 5^;W -4- 7 b 4- ~> 7 n; V) -2--f V^D^y 
7"D/VX-h^#L l^fclf jW- [-3- ( [4-7'Dt^>y-f JH 7 

(tf^n^-h) y#n>0. 64g> 1, l-h** (y7x-M77^ /) 7^n-fe> 

mmv, mmmm^r^°c'x:mmmwvrz 0 Kmrn^^-v^mi^tc^ mm 

£S/'JW*7^ P7h^77<-l:#b ^\^+)->-^^x^;p (1 : 1) ?§tB# 
SjctDX^ 2--f7 7'n^y-3-[4-^ b=^>-3- ( [4- (4, 4, 5, 5-r- h 5 
3, 2-yt=lrD-# □ 7 >-2--f JH ^>7-f JW 7 5/ 7iXiH 7o/Vl- 

H. 23g£#fc„ 

'H-NMR(CDC1 3 ) a : 0.96 (t, J=6. 4Hz, 3H) 1.14 (d, J=6. 4Hz, 3H) 1.21-1.27 (in, 
3H) 1.35 (s, 12H) 2.88 (dd, J=8. 4. 14. 0Hz, 1H) 2.94 (dd, J=4. 8, 14.0Hz, 
1H) 3. 50 (sept, J=6. 4Hz. 1H) 3. 86 (s, 3H) 4. 02 (dd, J=4. 8, 8. 4Hz, 1H) 4. 1 
4-4.19 (m, 2H) 4.62 (d. J=5. 6Hz. 2H) 6.65-6.70 (m, 1H) 6.81 (d, J=8. 4Hz, 
1H) 7.16 (dd, J=2.4. 8. 4Hz, 1H) 7.22 (d, J=2. 4Hz, 1H) 7.73 (d, 1=8. 0Hz, 2 
H) 7.85 (d, J=8. 0Hz, 2H) 
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■J60iJ285b) 




X3\M/ 2--T V:/n#*~>-3-[4-;* h^S/-3-([4-(4, 4, 5, 5-r" h 5*^)^-1 3, 2 

3mg, 4-^a :: &y;i/^-P^>if>21iiig. 1, 1-fcf* (i?7i-M77^ 7 ) 
±>i?t?nnrt7W&S. Img&^ZSmMtJVO&ttmg&i?* h3^>x^>l. 5ml 
fc»#U ^»H^T80T;T2B#P^#Lfc o K^«[*Sfi*TJ l &5Wbfca, -fe 

h U h U 7MnKKS*ffl V^cHPLC(cTfflKU2-f 7 7n#+y-3-4- U 

h 3r ~>-3- ( [4- D7x-;W^> , /-fJW75 7)^ ^7 at =. )V\ 7°un 

>^19rag^#feo 

MS m/e (ESI) 466 (MH + ) 

j|»J286 



2-<7 7°o#+->-3-[4-y h * ~>-3- ( [4- (4, 4, 5, 5-fb7^^1, 3, 2 

*5it>'4-7*D^^nD^>-fef>^ffil/i, g^#J285) <h|W11£<7)7jf£T\ 2-f7 7°P^ 
^->-3-4-[* h*->-3-([4- (4'-7oo7i-iH ^>WJH75 7) /f;i/7x~ 

MS m/e (ESI) 482 (MH + ) 



CI 
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x^;i/ 2— T V 7°P7^+y-3- [4-* ~>-3- ( [4- (4, 4, 5, 5-5" h z> 3, 2 

3^>-3-4-[* h^>-3-([4- (2'-t7UW7^-)V) ^>VVJH75y) 

MS m/e (ESI) 482 (MH + ) 
MMM28J 

0 




x^;U 2--f V.^n^^~>-3-[4-^ b^>--3-([4-(4, 4, 5, 5-x h 3, 2 

*3=t^4-^n^ETxV-;U^fflt/^ HSS^J285) i(sj#©^^-e, 2--fV7°o^y 
-3-4- h^~>-3-([4-(4'-^ h^->^oi-;P)^>W;W 757) ^^7iX 

MS m/e (ESI) 478 (MH + ) 
ggMffJ289 




X^;i/ 2--fV7°D^y-3-[4-^ h^~>-3- ( [4- (4, 4, 5, 3, 2 
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->-3-4- h ^ ->-3- [ (4- [4'- (hU7MD^ 1 x^JH ^ > */-f 

MS m/e (ESI) 516 (MH + ) 
m»!)290 



X^JW 2--fV7D^y-3-[4-^ h^->-3- ( [4- (4, 4, 5, 3. 2 

-5>^-9-#d^>-2— r;W^>VW;W 75/^fJW 7xzjl/]7"D/Vi- h 

-3- [4-/ h^->-3-[([4-u, 3-^tV— ;p-2— fjw^>7-r;H7$y) 7 

MS m/e (ESI) 455 (MH + ) 
^^J291 



x^;W 2-^V7a^+y-3-[4-/ h ^ f>-3- ( [4- (4, 4, 5. 5-^h5^^;Wl, 3, 2 
-^:t3r1t^n^>-2-^;W^>\AOM 75 7 p<5^;W) T7:c-;H 7o/\7x- h 

^^m-y'a^^^^y^m^, mM&ms) tmrnvjofe-c, 2— r v7n^y-3 

-[4-;* h + 7-3- [ ( [4- (2- 1" 'J y JH ^> V'-f ;H 7 5 ; ) 7x')H 7°da° 

MS m/e (ESI) 449 (MH + ) 

H»!l292 

M3£#J292a) 
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CI 0 




4-^D^E-2-^ODSfeJ&SBfcl.0g*ffl^ §g»J277a) $B£#J285) £1*1 

2— OW ^> S /X- hO. 91g£#fc. 

•H-NMR(CDC1 3 ) <5 : 1. 25 (s, 6H) 1.36 (s, 6H) 1.14 (d, J=6. 4Hz, 3H) 3.94 (s, 3 
H) 7. 70 (d, J=8. 0Hz, 1H) 7. 79 (d, J=8. 0Hz, 1H) 7. 84 (s, 1H) 



/W^DD-4-(4, 4, 5, 5-^h^^^-l, 3, 2-v^^l^P ^ >-2— f ;W ^ 
>V'X-h0.30g, yn^E^>if >0. 19g, 1, 1-HX (y7i-M77^y) :7x 
D-fe>> ? ^PDA°^^^A57mg^Dcfc^M^^ U ^AO. 55g*S** h3^>x^>15ml 

^>U*W7A^D"7^77-{-}:#U >\^1f>-6H»x9\>M5:l)igaj# 
j® «t 0 2- d7 p □ -4- 7 x x JV^c * ;P £ # fc . ^ T# e> nfc 2- ^ d P -4- 7 
xX^J&SBfc*^***/— JMmlfcJgtfU lNTKK-fb^hU >7 A2ral £Sn*., 
£i&-e6l5M*#Lfc. £j£^^tj£*i$U lNJft»T«f?Pbfc«, WB&X^UT 

SSi l/T2-^ □ D-4-7 i-;^Sf 10. 12g£#fc 0 

'H-NMR(CDClj) <5 : 7.44-7.52 (m, 3H) 7.56-7.63 (m. 3H) 7.73 (d, J=l. 6Hz, 3H) 
8. 05 (d. J=8. 0Hz, 1H) 




OH 
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»J292c) 




l-fp d P-4-7i^mti*i^X^ 3- [3- ( [ (tert-^ h^>#;Vfc 
M 757] t^M-A-* h+y7i-;H-2-fV^D^^O/VX-h^ 
^ «#J38) 3- (3- [ (2-^7 D D-4-7x- jK>y-f JW 75 

* ;i/-4- ^h + y7x^jW -2--T V ^ P is /\° >M £#7Co 
MS m/e (ESI) 482 (MH + ) 
Hj»J293 
M#J293a) 



^^2-^7Dn-4- (4. 4, 5, 5-r h 7*^)1-1 3, 2-v ? ^^P^>-2--r ;W ^ 
>V*x- h^^m-yo^E^DO^>-tf>^ffii/^ iS3t^J292b) <hlTO<D:/i}£T\ 2 

n p-4- (4-^7 d P7xZJH ^m#^S:#7Co 
'H-NMR (DMSO-d 6 ) <5 : 7.54 (d, J=8. 8Hz, 2H) 7.72 (dd. J=l. 6, 8.0Hz, 2H) 7.78 
(d, J=8. 8Hz, 2H) 7.84 (d, J=l. 6Hz, 2H) 7.87 (d, J=8. OHz, 1H) 
^»J293b) 



2-^7 □ o-4- (4-^7 p o 7ir;H ^cSS^^x^ 3- [3- ( [ (tert-^ h ^ 
y*M-JW7 5;] *3\>M-4-* h + '>7xZJH -2— f V7o^y7°D/V 



CI 0 




OH 




308 
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I-KSfflK HWJ38) tmm<DJjtikT\ 3-(3-[2-^DD-4-(4'-^OD7i-JH 



(4, 4. 5, 5-7=- *?-)\r-\,Z t 2-v^^-tf-tf a 5 >-2— f ;M ^ 
>yx-h*«ktJt4-^a^ h;PX>£fflV^ MiiM292b) £|W]fil©77&-e. 

>H-NMR(CDC1 3 ) <5 : 2.42 (s, 3H) 7.29 (d, J=8. 0Hz, 2H) 7.52 (d, J=8. 0Hz, 2H) 
7.56 (dd. J=l. 6, 8.4Hz, 1H) 7.71 (d, J=l. 6Hz, 1H) 8.09 (d, J=8. 4Hz, 1H) 



2-# D p-4- (4'-*?)V7x.=.M glfBt^i^Xf;!/ 3- [3- ( [ (tert-y 

X— hSrffl^, «#J38) tmm<D^m-C. Z-(Z-[2-^ua-A-{4'-^^)ly^—)V) 
^>7-< ;H 75 / ^fJW -4-^ h+y 7x-JH -2-f 77D#^y7°n^>i^ 



MS m/e (ESI) 516 (MH + ) 



i^B^J294a) 





MS m/e (ESI) 496 (MH + ) 



®lifi#!]295a) 
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4-/7DO-2-lf4y^lfltxfM 50g. 7i-i^a >m. 31g> 1, 1-tfT. 
(y7iZM7 7^ /) 7xat>^aO" y ^r;]/85mg& <££/U >^7jU^A 

(9:1) igfcBixHU 0 2-1 h + y-4-7i-J^If i^J^ifc- ^ 
-7snt>ntz.2-X. h^->-4-7 x^If KX^^S:!^ 7 - JMml fc^ib, INzK 

'J^AT^it, ^i^iffi@*bT2-X h+y-4-7x-;^l§SI0. 22g£#fc 0 
'H-NMR (CDC1 3 ) 6 : 1.61 (t, J=7. 2Hz, 3H) 4.42 (q, J=7. 2Hz, 2H) 7.21 (d, J=l. 
6Hz, 1H) 7.36 (dd, J=l. 6, 8.4Hz. 1H) 7.43-7.51 (m, 3H) 7.59-7.61 (m, 1H) 
8.25 (d, J=8. 4Hz. 1H) 



2-X f^y-4-7x^l» cfct/X^ 3- [3- ( [ (tert-7* h 

ffl^, ^»J38) tmm^m-c, 3- 0- [ (2-1 ^*>-4-7i-;k>^ ;w 75 

y] y^;W4-y< h^y7x^)-2-^77nt^y7 , o^>i^ifco 
MS m/e (ESI) 492 (MH + ) 



»iJ295b) 




310 
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M5£#I295) <h|WUi©^£nr, 2-x h + ->-4- (4'-7MD7 x-;W $JIS8*^. 
'H-NMROCls) 5 : 1.61 (t, J-7. 2Hz, 3H) 4.42 (q, J=7. 2Hz, 2H) 7.15-7.20 (m, 
3H) 7. 30 (dd, J=l. 6, 8. 0Hz, 1H) 7. 55-7. 59 (m, 2H) 8. 24 (d, J=8. 0Hz. 1H) 
^»J296b) 




2-Xh^y-4- (4'-7MD7i=;M SlSi^<ti;x^ 3- [3- ( [ (tert-7* 
h + y^j^-jH7$y] *3\/M-4-,* h*5/7ix;H-2-f y7n^y7'a 
/VI-hSl^ HM#J38) t|WJ#CD77^T\ 3-(3-[2-Xh^y-4-(4'-7Mo 
7 re - ;W ^ > \7-f ; W 7 57 J* -4-^ h 4^ ~> 7 a: - ;W -2--T 7 7°D#+y7 

MS m/e (ESI) 510 (MH + ) 




4-/7 □ d-2-X h y^ftl^x^; J; l£4- ;* h ^ v^. >if >^ □ >m^m </\ 
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•H-NMR(CDC1 3 ) 6 : 1.61 (t. J=7. 2Hz, 3H) 3.87 (s, 3H) 4.41 (q. J=7. 2Hz, 2H) 

7.01 (d, J=8. 0Hz, 2H) 7.17 (d, J=l. 6Hz. 1H) 7.31 (dd, J=l. 6, 8. 4Hz, 1H) 7. 
55 (d, J=8. 0Hz, 2H) 8. 22 (d, J=8. 4Hz, 1H) 

mm&mm 




2-Xh^y-4-(4'-^ H+^7xz;W$lSi*J;^I^ 3-[3-([(tert-^ 

A° yi-h^ffi Vi, HB^J38 i: R^^Tj T\ 3- (3- [2-x b ^ ~>-4- (4'-* h^i^y 
x-;W^>^JW7^y^^W-4-^h+y7i-;W-2-'fV7 , n^y7'a 

MS m/e (ESI) 522 (MH + ) 
H^M298 



F 0 Q 




5f|M#J218<hlTO<7)7j&T, 3-[3-([2-7Mn-4-(hU7Mn^5 L JH^>7 
<JH75;^?;H-4-/h+y7 ^ ~ ;H -2-7° n -> :/ □ A° >g? £f#fco 
'H-NMR (CDC 1 3 ) <5 : 0.86 (t, J=7. 2Hz, 3H) 1.51-1.61 On, 2H) 2.97 (dd, J=8. 0, 
14. OHz, 1H) 3. 07 (dd. J=4. 4, 14. 0Hz, 1H) 3. 35 (dt, J=6. 4, 8. 8Hz, 1H) 3. 50 

(dt, J=6.4, 8.8Hz, 1H) 3.89 (s, 3H) 4.04 (dd, J=4. 4, 8.0Hz, 1H) 4.64 (d, 
J=6. OHz, 2H) 6.82 (d, J=8. OHz, 1H) 7.17 (dd, J=2. 0. 8.0Hz. 1H) 7.22 (d. 
J=2. OHz, 1H) 7.38 (d. J=12. OHz. 1H) 7.37-7.45 (m, 1H) 7,52 (d. J=8. OHz, 1 
H) 8.23 (t, J=8. OHz. 1H) 
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mMW2U£mm<DJj&~e^ 3- (3- [ (4-^ □ □-2-7Mn^>^;W75y] ^ 
5=- ;u-4- ^ h * -> 7 x - ; W -2- 7° P # * -> y D A° >W 
MS m/e (ESI) 424 (MH + ) 
H^J300 




* /— ;i/-4— r ;W # )W—M 7 5. J * ~? x -2-^ o tf* z/zfu k >m £ 
MS m/e (ESI) 469 (MH + ) 




nffiM2\S£mm<Djjtix-C\ . 3- (3- [ (2-^ p D-4-^D#^y) 757] ^^^-4-^ 
h if 7 x :n; W -2- 7° a * ^ ^ a ^ >^ * 
MS m/e (ESI) 464 (MH + ) 
»ffll302 




H»!l218t|Wl#ro^T, 3- [3- ( [2-i7 a d-4- (z/t? n^>^)ljr*is) ^>V* 
-f ;H 75 7 -4-* h^:7:c-jl/]-2-7°n#^>:7 0 0A°>^£:t#fc 0 

MS m/e (ESI) 490 (MH + ) 
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MS m/e (ESI) 454 (MH + ) 




CI 



|IM#J218£ITOCD:£&T\ 3-3-[([2-(2-^on^ai-;W-5-^^-l, 3-f7^/ 

MS m/e (ESI) 503 (MH*) 
HM#iJ305 

H»J218t|sjil©^^T:\ 3-4-^ H^v-3-[([5-^^;U-2-(4-^5 1 ;U7 3i-;i/) 
-1, 3-f 77-JH-f JW *M-Jl/7 5 / ) 7rc-;i/-2-^D#^~>yD 

MS m/e (ESI) 483 (MH + ) 
HMffJ306 




mmi 18 <h PiO^gT, 3- (3- [ (2, 4-v * n D ^ > JW7S/]^ 3^-4- 
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MS m/e (ESI) 426 (MH + ) 




OH 



MS m/e (ESI) 455 (MH*) 
jjjfcffJ308 



gl|»J218£l^«(D?jfe-^ 3- (3- [(2. 4-v ? ^PD^>y-r;i/) 757] ^)V-A- 
MS ra/e (ESI) 454 (MH + ) 



mMmmtmm<D?5®k7:\ 2— r v^h^>--3-[4-^ h^->-3-([ (5-^^-2-7 

MS m/e (ESI) 483 (MH + ) 
j|fi6fly310 




0 



0 
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C0 2 H 



h ^ > VV M 7 5. J * ^ > *?M ~J$> J -T y * 7 > S> H £#fc 0 
6: 0.94 (t. J=7. 2Hz, 3H) 1.51-1.71 (m, 2H) 2.51-2.58 On, 1H) 2.70 (dd, J 
=5.8, 14.0Hz, 1H) 2.88 (dd, J=8. 4, 14. 0Hz, 1H) 3.84 (s, 3H) 4.57 (d. J=5. 
6Hz, 2H) 6.75 (t, J=5. 6Hz, 1H) 6.80 (d, J=8. 4Hz, 1H) 7. 09 (dd, J=2. 0. 8. 4H 
z, 1H) 7. 15 (d. J=2. 0Hz, 1H) 7. 23 (d, 8. 4Hz, 2H) 7. 79 (dt, J=2. 0, 8. 4Hz. 2H) 



mmm\6), ie) ^mmco^m-irmmv. 2-(4-^ h^i/-3-((2-t75 i JWM^ 

'H-NMR (CDC1 3 ) <5 : 0.96 (t, J=7. 2Hz. 3H) 2. 53-2.62 (m, 1H) 2.73 (dd. J=5. 8. 
14. 0Hz, 1H) 2. 89 (dd, J=8. 6, 14. 0Hz. 1H) 2. 89 (dd, J=8. 6, 14. 0Hz, 1H) 3. 8 
7 (s. 3H) 4. 64 (d, J=6. 0Hz, 2H) 6. 82 (d, J=8. 4Hz, 1H) 6. 85 (t, 1=6. 0Hz, 1 
H) 7.10 (dd, 2^2, 8. 4Hz, 1H) 7.22 (d, J=2. 2Hz, 1H), 7.4-7.58 (m, 2H) 7.78 
-7.94 (m, 4H) 8.27 (s, 1H) 



HJSfllld), le) tlBli^ST^lb, 2- [4-* h^^-3- ( [ (l-^^-lH-2-^ 
> H U M 13 7 5 J * J-M *>>i?M 7$ J -f v 9 7 ~> y F 
'H-NMR (CDCI3) <5 : 0.95 (t, J=7. 2Hz. 3H) 1.51-1.62 (m, 2H) 2.53-2.62 On, 1H) 
2. 72 (dd, J=6. 4, 14. 0 Hz, 1H) 2. 89 (dd, J=4. 4, 14. 0Hz, 1H) 3. 86 (s, 3H) 
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4. 04 (s, 3H) 4. 57 (d, J=5. 6Hz, 2H) 6. 77 (t. J=5. 6Hz, 1H) 6. 79-6. 83 (m, 2 

H) 7.06-7.18 (id, 3H) 7.27-7.33 (m. 1H) 7.37 (d, J=8. 4Hz, 1H) 7.61 (d, J=8. 
0Hz, 1H) 

mmrnm 




'H-NMR(CDC1 3 ) 6 : 0.94 (t, J=7..2Hz, 3H) 1.50-1.71 (m, 2H) 2.49-2.58 (m, 1H) 
2. 70 (dd, J=6. 0, 14. 0 Hz. 1H) 2. 86 (dd, J=4. 4, 14. 0Hz, 1H) 3. 84 (s, 3H) 
3. 86 (s, 3H) 3. 90 (s, 3H) 4. 59 (d, J=6. 0Hz, 1H) 4. 60 (d, J=6. 0Hz, 1H) 6. 4 
6 (d, J=2.4Hz, 1H) 6.58 (dd, J=2. 4, 8. 8Hz, 1H) 6.78 (d, J=8. 4Hz, 1H) 7.05 
(dd, J=2.4, 8.4Hz, 1H) 7.17 (d, J=2. 4Hz, 1H) 8.16 (d, J=8. 8Hz, 1H) 8.35 
(t, J=6. 0Hz, 1H) 



0 




nMMitt. le) tmm^m-vmmv. 2-[3-([(5-y^;w2-t°u^;w^;u#- 

'H-NMR(CDC1 3 ) 6 : 0.90-1.00 (m, 6H) 1.30-1.42 On, 2H) 1.50-1.71 (m. 4H) 2.5 
0-2.59 (m, 1H) 2.65 (t. J=8. 0Hz, 2H) 2.70 (dd, J=6. 4, 14.0Hz, 1H) 2.86 (d 
d, J=8.4. 14.0Hz, 1H) 3.86 (s, 3H) 4.61 (d, J=6. 4Hz, 2H) 6.78 (d, J=8. 4Hz, 
1H) 7.06 (dd, J=2.4, 8. 4Hz, 1H) 7.17 (d, J=2. 4Hz, 1H) 7.62 (dd, J=2. 0, 8. 
0Hz, 1H) 8.10 (d, J=8. 0Hz, 1H) 8.35 (d, J=2. 0Hz, 1H) 8. 42 (t, J=6. 4Hz. 1H) 
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^ > W JW7$y]^ > 79 J -4 v 9 7 -> y H €r#^io 

'H-NMR(CDC1 3 ) 5 : 0.93 (t, J=7. 6Hz, 3H) 1.50-1.70 (m, 2H) 2.50-2.58 (m, 1H) 
2.69 (dd, J=6. 0, 13. 6Hz, 1H) 2.88 (dd, J=8. 4, 13. 6Hz, 1H) 3.86 (s, 3H) 3. 
88 (s, 3H) 3.91 (s, 3H) 3.92 (s, 3H) 4.60 (d, J=6. OHz, 2H) 6. 49 (s, 1H) 6. 
78 (d, J=8. OHz, 1H) 7. 06 (dd, J=2. 0, 8. OHz, 1H) 7. 17 (d, J=2. OHz, 1H) 7. 7 
5 (s, 1H) 8.45 (t, J=6. OHz, 1H) 
«M316 




mmmw). ie) tmmv-zm-vmmv, 2-(3-[(2, 4-y^^^>^^75y] 

^J-)V-A-^ b^~>^>^;W 79 J ^ v97 s sy F£#fco 

•H-NMR (CDC1 3 ) 6 : 0.94 (t. J=7. 2Hz, 3H) 1.50-1.71 (in, 2H) 2.31 (s, 3H) 2.36 

(s. 3H) 2.50-2.59 (m, 1H) 2.70 (dd, J=6. 6, 14. OHz, 1H) 2.88 (dd, J=8. 4, 
14.0Hz. 1H) 3.81 (s. 3H) 4.54 (d, J=6. OHz, 1H) 4.55 (d, J=6. OHz, 1H) 6.29 
(t, J=6. OHz, 1H) 6. 78 (d, J=8. 6Hz, 1H) 6. 98 (d, J=7. 6Hz, 1H) 7. 00 (s, 1H) 7. 
08 (dd, J=2. 0, 8.6Hz, 1H) 7. 18 (d, J=2. OHz, 1H) 7.24 (d, J=7. 6Hz, 1H) 



0 




m&mi)* le) 2- [4-* h^v-3-([(5-^^-2-h°37>? 
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'H-NMR (CDC1 3 ) <5 : 0.94 (t, J=7. 2Hz, 3H) 1.50-1.70 (m, 2H) 2.50-2.58 (m. 1H) 
2.69 (dd. J=6. 8, 14.0Hz, 1H) 2.88 (dd, J=8. 4, 14.0Hz, 1H) 3.85 (s, 3H) 4. 
61 (d, J=6. OHz, 2H) 6.79 (d, J=8. 4Hz, 1H) 7.08 (dd, J=2. 0, 8. 4Hz, 1H) 7.1 
5 (d, J=2. OHz. 1H) 8.21 (t, J=6. OHz, 1H) 8.36 (s, 1H) 9.26 (s, 1H) 




H«Jld), le) tHttC^jait, 2- (4-* h^>-3-[(2-^7 
M 7 5 J ] * ^JW05?JW J -f v & 7 zs y F 

'H-NMR(CDCl 3 ) <5 : 0.93 (t, J=7. 2Hz, 3H) 1. 50-1. 70 (m. 2H) 2. 51-2. 60 (m, 1H) 
2.70 (dd. J=6.4, 13. 4Hz, 1H) 2.89 (dd, "J =8. 6, 13.4Hz, 1H) 3.87 (s, 3H) 4. 
68 (d, J=6. 4Hz, 2H) 6.80 (d, J=8. 2Hz, 1H) 7.07 (dd. J =2. 2, 8. 2Hz, 1H) 7.2 
l(d, J=2. 2Hz. 1H) 7. 69 (t. J =8. OHz, 1H) 7. 76 (t. J -8. OHz. 1H) 7. 97 (d, J=8. 0 
Hz, 1H) 8. 01 (d, J=8. OHz, 1H) 8. 62 (s. 1H) 8. 67 (t, J=6. 4Hz, 1H) 9. 15 (s, 1H) 
^»J319 



0 




'H-NMR(CDC1 3 ) 6 : 0.91 (t, J=7. 6Hz, 3H) 1.47-1.70 (m, 2H) 2.47-2.56 (m. 1H) 
2.69 (dd, J=6. 0. 14. OHz, 1H) 2.84 (dd. J=8. 8, 14. OHz, 1H) 3.79 (s, 3H) 4. 

57 (d, J=6. OHz. 2H) 6. 75 (d, J=8. OHz, 1H) 6. 84 (t, J=6. OHz, 1H) 7. 05 (dd, 
J=2. 0, 8.0Hz. 1H) 7.17 (d. J=2. OHz. 1H) 7.34 (dd. J =4. 4. 8. 4Hz, 1H) 7.88 
(dd. J=2. 0. 8. 8Hz, 1H) 7. 96 (t, J=8. 8Hz, 1H) 8. 06 (d. J=8. 4Hz, 1H) 8. 10 

(s. 1H) 8. 86 (d, J=2. 8Hz, 1H) 

^MffJ320 
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F ? 



2- (3- [(2. 6-5^:7 ;M-D-4-* h*v"*>lAf ;M 757] **f-)V-i-* h^r~>^> 

'H-NMR (CDC 1 3 ) a : 0. 95 (t, J=7. 6Hz, 3H) 1. 53-1. 71 (m, 2H) 2. 52-2. 59 (m, 1H) 2. 

70 (dd. J=6. 6, 14. OHz, 1H) 2. 88 (dd, J=8. 4, 14. OHz, 1H) 3. 79 (s. 3H) 3. 83 (s, 
3H) 4. 57 (d, J=5. 6Hz, 1H) 4.57 (d, J=5. 6Hz, 1H) 6.44 (s. 1H) 6.46 (s, 1H) 
6. 78 (d, J=8. OHz, 1H) 7. 07 (dd, J=2. 0, 8. OHz, 1H) 7. 17 (d, J=2. OHz, 1H) 



nmm\6). 10 tmmoy^mxmmv, h^->-3-u(5-^ h^>t: o u^ 

Tc 0 

'H-NMR (CDC 1 3 ) 6 : 0.93 (t, J=7. 2Hz, 3H) 1.48-1.70 (m, 2H) 2.48-2.57 (m, 1H) 
2.69 (dd, J=6. 6, 13. 6Hz, 1H) 2.87 (dd, J=8. 4. 13. 6Hz, 1H) 3.85 (s, 3H) 3. 
89 (s, 3H) 4.59 (d, J=6. OHz, 2H) 6.78 (d, J=8. OHz, 1H) 7.06 (dd, J=2. 0, 8. 
OHz, 1H) 7.16 (d, J=2. OHz, 1H) 7.26 (dd, J =3. 2. 8. 4Hz, 1H) 8.14 (d, J-8. 4 
Hz, 1H) 8. 19 (d, J=3. 2Hz, 1H) 8. 30 (t, J=6. OHz, 1H) 



MMMld). \e) tmU<DjsikT~mm\s. 2-[3-([(3,5-^np-2-t:'Ji?;W*Jl/ 
'H-NMR (CDC 1 3 ) <5 : 0. 94 (t, J=7. 2Hz, 3H) 1.51-1. 70 (m, 2H) 2. 50-2. 59 On. 1H) 2. 




Mffl322 
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69 (dd, J=6.4, 13.6Hz, 1H) 2. 87 (dd, J=8. 4, 13. 6Hz, 1H) 3.85 (s, 3H) 4.57 
(d, J=6. 4Hz, 2H) 6.78 (d, J=8. 4Hz, 1H) 7.07 (dd. J=2. 2, 8. 4Hz. 1H) 7.16 
(s, 1H) 7.82 (d, J=2. OHz, 1H) 8. 09 (t, J=6. 4Hz. 1H) 8. 40 (d. J=2. OHz, 1H) 




mMm\A)> ie) tmmcD^mxmm^. 2-[3-([(4-^Do^>>/[b]7 7>-H 

'H-NMR (CDC1 3 ) a : 0. 94 (t. J=7. 2Hz, 3H) 1.50-1.71 (m, 2H) 2.50-2.60 (in, 1H) 
2. 71 (dd. J=6. 0, 13.8Hz, 1H) 2. 87 (dd, J=8. 8, 13. 8Hz, 1H) 3.89 (s, 3H) 4.69 
(d, J=6. OHz, 1H) 4.70 (d, J=6. OHz, 1H) 6.81 (d, J=8. 4Hz, 1H) 6.96 (d, J=2. 
OHz. 1H) 7.08 (dd, J=2. 0, 8. 4Hz, 1H) 7.20 (d, J=2. OHz, 1H) 7.33 (d, J=8. 0 
Hz, 1H) 7.71 (d. J=2. OHz, 1H) 8.01 (t, J=6. OHz, 1H) 8.04 (d, J=8. OHz, 1H) 
^f?EflU324 




mmm\6), ie) tmrn^m-vmrnv. 3-(3-[(4-~>y/^>vw;WT5y] * 

'H-NMR(CDC1 3 ) 5 : 1.04 (d. J-6. OHz. 3H) 1.16 (d, J=6. OHz, 3H) 2.92 (dd, J=7. 
2, 14. OHz, 1H) 3. 03 (dd. J=4. 4, 14. OHz, 1H) 3. 59 (sept. J=6. OHz, 1H) 3. 86 
(s, 3H) 4.11 (dd, J=4. 4, 7. 2Hz, 1H) 4.60 (d, J=6. OHz, 2H) 6.77 (br, 1H) 6. 
82 (d, J=8.4Hz, 1H) 7. 1 6 (dd. J=2. 0. 8. 4Hz. 1H) 7.21 (d, J=2. OHz. 1H) 7.70 
(d, J=8. OHz, 2H) 7.84 (d, J=8. OHz, 2H) 
gglSffJ325 
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HWJld), le) £mm(D-%m-cmmi^ 3-[3-([3-7Mn-4-(hU7MD/ 

l H-NMR (CDCI3) <5 : 1. 03 (d. J=6. 0Hz, 3H) 1. 16 (d, J=6. 0Hz, 3H) 2. 92 (dd, J=7. 4, 

14.0Hz, 1H) 3. 03 (dd, J =4. 6, 14. 0Hz, 1H) 3. 58 (sept, J=6. 0Hz, 1H) 3. 87 (s, 
3H) 4. IKdd, J=4. 6. 7. 4Hz, 1H) 4. 60 (d, J=6. 0Hz, 2H) 6. 75 for, 1H) 6. 83 (d, J 
=8. 4Hz, 1H) 7. 17 (dd, J=2. 0, 8. 4Hz, 1H) 7. 21 (d, J=2. 0Hz, 1H) 7. 56-7. 70 (m, 3H) 
^fl5fliJ326 



COOH 




mmm\6), ie) tmrn^mx-mmv. 3-(3-[(2-^;i/^-o-4-^ 

'H-NMR(CDC1 3 ) 6 : 1.00 (d. J=6. 0Hz. 3H) 1.14 (d, J=6. 0Hz. 3H) 2.89 (dd, J=8. 

0, 14. 0Hz, 1H) 3. 04 (dd, J=4. 0, 14. 0Hz, 1H) 3. 54 (sept, J=6. 0Hz, 1H) 3. 83 

(s, 3H) 3.86 (s, 3H) 4.09 (dd, J=4. 0. 8.0Hz, 1H) 4.62 (d, J=6. 0Hz. 2H) 6. 

59 (dd, J=2. 4, 14.0Hz, 1H) 6.77 (dd. J=2. 4, 8. 8Hz, 1H) 6.81 (d, J=8. 0Hz, 

1H) 7.13 (dd, J=2. 0, 8. 4Hz, 1H) 7.21 (d, J=2. 0Hz. 1H) 7.27-7.36 (m, 1H) 8. 
05 (t, J=8. 8Hz. 1H) 
jtUfeffJ327 



CI 0 



COOH 




mm\6). le) £m&<Dj5fcV9HM\s\ 3-(3-[(2-#on-4-.* h^r^>"M JV) 
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•H-NMR (CDC1 3 ) <5 : 1.02 (d, J=6. 0Hz, 3H) 1.15 (d, J=6. 0Hz, 3H) 2.90 (dd, J=7. 
6, 14.0Hz. 1H) 3.05 (dd, J=4. 4. 14.0Hz, 1H) 3.56 (sept, J=6. 0Hz. 1H) 3.81 
(s, 3H) 3.84 (s, 3H) 4.09 (dd, J =4. 4, 7. 6Hz, 1H) 4.61 (d, J=5. 6Hz, 2H) 6. 
59 (dd, J=2. 4, 14. 0Hz, 1H) 6. 80 (d, J=8. 4Hz, 1H) 6. 84 (dd, J=2. 8, 8. 8Hz, 
1H) 6. 88 (d, J=2. 8Hz, 1H) 6. 97 (t, J=5. 6Hz, 1H) 7. 14 (dd, J=2. 0, 8. 4Hz, 1 
H) 7.24 (d, J=2. 0Hz, 1H) 7.74 (d, J=8. 8Hz, 1H) 



OTJ328 




mmmd). ie) tmmo^m-vmmv, 2-^v^n^y-3-(4-^ h=^>-3-[(2, 

4, 6- h 'J ^ o a^>^ JW 75 ;] ^7i-;H 7°a/V^'^7y7 F£r 

•H-NMR (CDC 1 3 ) <5 : 1.04 (d, J=6. 0Hz, 3H) 1.16 (d, J=6. 0Hz. 3H) 2. 91 (dd, J=7. 
6. 14. 0Hz. 1H) 3. 05 (dd, J=4. 4, 14. 0Hz, 1H) 3. 57 (sept, J=6. 0Hz, 1H) 3. 82 

(s, 3H) 4.11 (dd, J =4. 4, 7. 6Hz, 1H) 4.61 (d. J=6. 0Hz. 2H) 6.40 (br, 1H) 
6.80 (d, J=8. 4Hz, 1H) 7.16 (dd, J=2. 4, 8. 4Hz, 1H) 7.27 (d, J=2. 4Hz, 1H) 7. 
26 (s, 1H) 7.32 (s, 1H) 




&660JldK le) t|W]#CD75feT-^JiL-. 2— T V7" o#3^>-3-4-;* h^~>-3- [ ( (6 
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'H-NMR (CDCI3) 6 : 1.05 (d, J=6. 0Hz, 3H) 1.16 (d, J=6. OHz,. 3H) 2.93 (dd, J=7. 
2, 14. OHz, 1H) 3. 04 (dd, J=4. 4, 14. OHz, 1H) 3. 59 (sept, J=6. OHz, 1H) 3. 86 
(s, 3H) 4. 10 (dd, J=4. 4, 7. 2Hz, 1H) 4. 63 (d, J=6. OHz, 2H) 6. 83 (d, J=8. 4 
Hz, 1H) 6. 93 (br. 1H) 7. 17 (dd, J=2. 0, 8. 4Hz, 1H) 7. 22 (d. J=2. OHz, 1H) 7. 
75 (d, J=8.4Hz, 1H) 8.29 (dd, J=l. 2, 8. 4Hz, 1H) 9.02 (s. 1H) 




3-3- [([3-!7DD-5-(hg7Mn^ ^)V) -2- tf U i?M t> )V&—)Vr 5^)/? 

■H-NMR (CDC 1 3 ) 6 : 1.02 (d, J=6. OHz, 3H) 1.15 (d, J=6. OHz, 3H) 2.90 (dd, J=7. 
6, 14. OHz, 1H) 3. 04 (dd. J=4. 4, 14. OHz, 1H) 3. 56 (sept, J=6. OHz, 1H) 3. 86 
(s, 3H) 4.09 (dd, J =4. 4, 7. 6Hz, 1H) 4.61 (d. J=6. OHz, 2H) 6.82 (d, J =8. 2 
Hz, 1H) 7. 15 (dd, J=2. 0, 8. 2Hz, 1H) 7. 23 (d, J=2. OHz, 1H) 8. 05 (d, J=0. 8H 
z, 1H) 8. 14 (t, J=6. OHz, 1H) 8. 70 (d, J=0. 8Hz, 1H) 




nmmA)* ie) tmm^m-vmmv, 3-[3-u(2, 4->^ h+->-5-t'j$^ 

'H-NMR (CDC 1 3 ) 5 : 1.04 (d, J-6. OHz. 3H) 1.16 (d. J=6. OHz, 3H) 2.91 (dd. J=7. 
4, 14. OHz, 1H) 3. 04 (dd, J=4. 2, 14. OHz, 1H) 3. 58 (sept. J=6. OHz. 1H) 3. 89 
(s, 3H) 4. 10 (dd. J =4. 2. 7. 4Hz, 1H) 4. 60 (d, J=6. OHz. 2H) 6. 82 (d, 1=8. 4 
Hz. 1H) 7.14 (dd, J=2. 0. 8. 4Hz. 1H) 7. 19 (d. J=2. OHz. 1H) 7.96 (t. J=6. OH 
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z, 1H) 9. 10 (s, 1H) 
$Jjg0y332a) 




3-7'D ; E-4-7MD^>X7Jl'TtF 25g£j*^y — ;W300mlK:Jgfl¥U 

h^rBthu^^-jMOg, /ubzsjvwt.zg&iia*-* mr^mmm^vrco Kfo^m* 

*gU 2-7*Dt-4-(y^ b^r->^^;W^>-tf>30g?r#7to -<DM£fi£#l£5r h ^ 

4 7NP\=Ht- 60ml£tPAfco lB#M*#b;fcSk N, N-5?^mM75 F20 
ml£tJPA> tfi*f#Itfc. S^^fc. 7K£JptL, IHRX^fcTffltBbfc. 

/fJH^>X7il/rt K25g£#fc„ £©3|&£j£4£j<&x^ 7 — ;P200mlfc»»b, 
tK^T, 7K^k*^7*^-hU^A3. 3g£SP7Lfc 0 MfcT2P#HJK#U tR^PtL. 
g^mx^{3TWtiiUfCo &*«HK^*5^Afc:T«J!feU *£«:«JEEii*8U 
2-7;W*p-5-(^^ K^tWW ^>-J)V7)Vn— ;i/25g£#fc 0 Z\<DU$LJ&W%: 
h ;vx>400ml l:^it, 7^b^7xx;W7jN^3j? U ;U32ml*ck^7'1f t: o 
[5. 4. 0] ^>a-*-fe>22ml£JP*-, &ifi"ei2B&ISH!t#b&. R*SS-&«fc*&JDA, 

Bt^x^jvrfttfflbfc. w«8HSrfiafn^7jcT«fe#b, &zKfl£Br7^*^A'T?$fc 
jftU ^fJKSr^EEfi^bfc. 2-7y F/f ;H-(y / h + ->^fJH 7Ma^> 
i£>30g£f#7co dCffi^JBKWSxh^t HD7-7>500mHc^b, 7K50ml*3 
h>J7xx;i/^t7>f>45gSrUP^ 50«C"e3B#IHH*#b;fc:. »«*«EES*b, 2- 
7 ;i/^-D-5- (v 5 ^ h=^>7WW ^>yJl/7 5 >70g£#f Co £N, N-v 5 ^^- 

;U*;i/A7S H200mlfc:J§<Bb» teH^;^* — h55g, HJX3Ml/X^> 
43ml ^JOA, MJCT4BW»tfbfc. JR^S^% fc7k£JQ*., KBIx^^TWffi 
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(lO:W2:l)ig{±!#iIi<fc >5iH^Jl^ N- [5- (v 5 * h^^^^W -2-^;^D 
^>v;W #-A*^- b30g£#£:„ 

'H-NMR (CDCI3) <5 : l. 44 (s. 9H) 3.30 (s, 6H) 4.36 (d, J=5. 2Hz, 2H) 4.90 (br, 

lH) 5.34 (s. lH) 7.02 (t. J=9. 2Hz. lH) 7. 1 6-7. 46 (id, 2H) 
Mi£^332b) 



%,=7^)V N-[5-(>^ b^~>^^;W-2-7;^n^>> 5 ;H^-;^T-h30g§: 
h^t Ha^^>300mUc^b, lN-^80ml ^i)n^7K^T20^jt^bfe o fgfn 

m&v, wkmm.^tf*i/V2±~?$Lmis. mmzufrtg^v, n-(2-^ 

'H-NMR (CDCI3) 6 : l. 45 (s, 9H) 4.43 (d, >5. 6Hz, 2H) 4.98 (br, lH) 7. 19 (t, 
J=8. 8Hz, 1H) 7.79-7.85 (m, 1H) 7.90 (dd, J=2. 0, 7. 2Hz, 1H) 
M^332c) 



i£7^ N-(2-7MD-5-*JV5JH *-/U-h$ffiHT, §^#1261 tm 

m<D^m^9BMv. n-5- [ (2, v-i, 3-^777 >-5--f ;w 

'H-NMR (DMS0-d 6 ) 6 : 1.38 (s, 9H) 3.06 (dd, J=9. 2, 14. 0Hz, 1H) 3.34 (dd, J=4. 
0, 14. 0Hz, 1H) 4. 12 (d. J=5. 6Hz, 2H) 4. 81 (dd, J=4. 0, 9. 2Hz) 7. 05-7. 20 (in. 
2H) 7. 35 (t, J=5. 6Hz, 1H) 7. 93 (s, 1H) 





»>J332d) 
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nifc&mitmmo-zmT'mmu ni-s- [ (2, 4-s^Mrv-i, 3-^7^7 >-5-r 

)V) *^M-2-7)Vitu^>z;)V-% 4-^DD^>X75 K£#fc„ 
'H-NMR(CDC1 3 ) 5 : 3.17 (dd, J=8. 4. 14. 4Hz, 1H) 3.26 (dd, J=4. 4. 14. 4Hz. 1H) 
4.45 (dd, J=4. 4, 8. 4Hz) 4.59 (d, J=6. OHz. 2H) 6.61 (br, 1H) 6.96 (t, J=9. 
2Hz, 1H) 7.04-7.11 (m, 1H) 7.20-7.29 (m, 2H) 7.36 (d, J=2. OHz, 1H) 7.80 
(d, J=8.4Hz, 1H) 




mMM2Q\tmU(Dj3&7:mmis, Nl-5-[(2, A-V**V-\, 3-?777>5- r 
M * s f-M-l-7)V3ru-*>i?)V-l-9UU-4-* h^y<>X7 5 F£r#fco 
'H-NMR(CDC1 3 ) <5 : 3.15 (dd, J=8. 6, 14. OHz, 1H) 3.32 (dd, J=4. 2. 14. OHz, 1H) 
3. 76 (s, 3H) 4. 44 (dd, J=4. 2, 8. 6Hz, 1H) 4. 59 (d, J=6. 4Hz, 2H) 6. 76-6. 86 

(m. 3H) 6.95 (t. J=8. 4Hz, 1H) 7.03-7.08 (m, 1H) 7.27 (dd, 1=2.0, 7. 2Hz, 
1H) 7. 69 (d, J=8. 4Hz. 1H) 8. 46 (br, 1H) 
H»!)334 




mmmmhmm<D-%m~i:98M\s, N1-5-K2. 4-iWfv-i. 3-^tv^>-5-< 

M )V^u^y~j)V-A-y dp-2-^ h^y^>X7S F 

'H-NMR (DMS0-d 6 ) 6 : 3.07 (dd, J=8. 8. 14. OHz, 1H) 3.34 (dd. J =4. 4, 14. OHz, 1 
H) 3. 90 (s, 3H) 4. 47 (d, J=6. OHz, 2H) 4. 82 (dd, J=4. 4, 8. 8Hz. 1H) 7. 00-7. 
30 (m, 5H) 7.70 (d, J-8. OHz, 1H) 8.63 (t, J=5. 6Hz, 1H) 12.03 (s, 1H) 
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'H-NMR (CDCI3) 6 : 3.07 (dd, J=9. 6, 14.0Hz, 1H) 3.34 (dd, J=4. 4, 14. 0Hz, 1H) 

3.97 (s. 3H) 4.50 (d, J=6. OHz, 2H) 4.83 (dd, J =4. 4, 9. 2Hz, 1H) 7.08-7.20 

(m, 3H) 8. 07-8. 14 (m, 1H) 8. 26-8. 33 (m, 1H) 8. 74 <t, J=6. 0Hz, 1H) 12. 03 
(s, 1H) 



ifeffJ336 




mm&mitmm.cD^-vmmv, N3-5-[(2,4-> ? ^-^y-i, 3-3 L 7v*^>-5--f 

'H-NMR (CDC 1 3 ) 8 : 2.43 (3H, s) 3.07 (dd, J =9. 4, 14. OHz, 1H) 3.40 (dd, J=4. 0. 

14. OHz. 1H) 3. 96 (s, 3H) 4. 49 (d, J=5. 6Hz, 2H) 4. 82 (dd, J=4. 0, 9. 4Hz, 1 

H) 6.94-7.00 (m, 1H) 7.10-7.30 On, 3H) 8.02-8.10 On. 1H) 8.64 (t, J=5. 6Hz, 

1H) 12.02 (s, 1H) 




nmM2s\ tmmojj &T*mmis, N3-5-N2, 4-s^^v-i, 3-^y v^>-5— r 

'H-NMR (CDC 1 3 ) 6 : 3.02-3.10 On, 1H) 3.27-3.36 On, 1H) 3.90 (d, J=2. OHz, 3H) 
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4. 10 (d, J=2. 0Hz. 3H) 4. 49 (d. J=5. 6Hz, 2H) 4. 79-4. 84 (m, 1H) 6. 48 (d, J 

=8. 0Hz, 1H) 7.08-7.27 (m, 3H) 8.13 (d, J=8. OHz, 1H) 8.48 (t, J=5. 6Hz, 1H) 

12.01 (s, 1H) 
g^M338 




nM&mitmm<Djjm-emmv, N3-5- [ (2, 4-^^v-i, 3-^y v^>-5--r 

'H-NMR (DMS0-d 6 ) 6 : 1.33 (t. J=7. 2Hz, 3H) 3.07 (dd. J=9. 6, 14. OHz, 1H) 3.35 
(dd, J=4.4, 14.0Hz, 1H) 4.43 (q, J=7. 2Hz, 2H) 4.49 (d. J=5. 6Hz. 2H) 4.85 
(dd, J=4. 4, 9.6Hz, 1H) 7.06-7.30 (m, 4H) 8.12 (dd, J=2. 0, 7.6Hz, 1H) 8.2 

7 (dd, J=2. 0, 4. 8Hz, 1H) 8. 63 (t, J=5. 6Hz, 1H) 

^WJ339 




mffim2Qitmm<Djir}k~cmmis, N4-5- [ (2. 4->^*v-i. 3-^yv^>-5-< 

)V) *3-M -2-7MD^>^H-^^Jh2-7xZJl/-l, 3-^TV*-;W4-^;i/# 

'H-NMR (DMSO-d 6 ) <5 : 2.61 (s, 3H) 3.09 (dd, J=9. 6, 14. OHz, 1H) 3.35 (dd, J=4. 

4, 14.0Hz, 1H) 4.44 (d. J=5. 6Hz, 2H) 4.85 (dd, J=4. 4. 9. 6Hz, 1H) 7.10-7.2 

9 (m. 3H) 7.46-7.55 (m, 3H) 7.90-7.96 (m, 2H) 8.81 (t, J-5. 6Hz, 1H) 12.03 
(s, 1H) 
HMffJ340 
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0 



0 




nmmibitmmvjy&'vmmis, N1-5-K2. 3-^71/7 >-5-< 

;W ^fJl/]-2-7J^a^>yJM-^V7°nt°JK>X'75 K£t#fc„ 
'H-NMR (CDCI3) a : 1. 25 (d, J-7. 2Hz, 6H) 2.94 (sept, J=7. 2Hz, 1H) 3.19 (dd, 
J=8. 8, 14. OHz, 1H) 3. 36 (dd, J=4. 4, 14. OHz, 1H) 4. 50 (dd, J=4. 4, 8. 8Hz, 1 
H) 4. 64 (d. J=6. OHz, 2H) 6. 61 (t, J=6. OHz, 1H) 7. 00 (dd, J=8. 6, 9. 6Hz, 1 
H) 7. 08-7. 14 On, 1H) 7. 25-7. 35 On, 3H) 7. 68-7. 74 (m, 2H) 9. 04 (br. 1H) 



mn^mnzmm^m-^mmv. N7-5-M2, 4-i^Mpv-i. 3-?7^7>-5- r 

'H-NMR (CDC 1 3 ) 6 : 3.19 (dd, J=8. 8, 14. OHz. 1H) 3.39 (dd. J =4. 4, 14. OHz, 1H) 

4.50 (dd, J =4. 4. 8. 8Hz. 1H) 4. 76 (d, J=6. OHz, 2H) 6.98 (d, J=2. OHz, 1H) 

7.03 (t, J=9. OHz, 1H) 7. 10-7. 16 (m, 1H) 7.30-7.42 (m, 2H) 7.77 (d, 1=2. OH 
z, 1H) 7.83 (t, J=6. OHz. 1H) 8.06 (d, J=8. 8Hz. 1H) 



SI«J261£R#©7a&T£aJIU Nl-5-[(2, 4->?^V-l. 3-f7V7 >-5— f 

;W ;* ^ M -2-7 )V3r u^y i?)V-2- 7 )l3r d-4-(MJ7 □ ^ 
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'H-NMR (CDC 1 3 ) a : 3.14 (dd, J=8. 8, 14. OHz, 1H) 3.33 (dd, J=4. 4, 14. OHz, 1H) 
4. 44 (dd, J=4. 4, 8. 8Hz, 1H) 4. 62 (d, J=5. 6Hz, 2H) 6. 97 (t. J=9. OHz, 1H) 
7.04-7.16 (in, 2H) 7.23 (dd, J=2. 2, 7. 2Hz, 1H) 7.35 (d, J=ll. 6Hz, 2H) 7.48 
(d, J=8. OHz. 1H) 8. 17 (t, J=8. OHz, 1H) 



J£ffiJ343 




mmm2Mtmm(D^m^mmv, N3-5-[(2,4-^^v-i, 3-f7y7>-H 

'H-NMR (DMS0-d 6 ) <5 : 3.00 (dd, J=9. 6. 14. OHz, 1H) 3.28 (dd, J =4. 4, 14. OHz, 1 
H) 3.84 (s, 3H) 3.91 (s, 3H) 4.03 (s, 3H) 4. 42 (d, J=5. 6Hz, 2H) 4.80 (dd, 
J=4. 0, 9.6Hz, 1H) 6.49 (d. J=8. 4Hz, 1H) 6.95 (d, J=8. 4Hz, 1H) 7.06-7.15 
(m, 2H) 8.17 (d, J=8. 4Hz, 1H) 8.40 (t, J=5. 6Hz, 1H) 




missel trnmcD^mx-mmv. N3-5- [ (2, 4-sWrv-i, 3-5P7 v/^ >-5— r 

;W *^M-2-* h^v^>> ? ;i/-2-^ b^~>~ 13^^-5 F£#fc„ 
'H-NMR (DMS0-d 6 ) 5 : 3. 03 (dd, J=9. 6. 14. OHz, 1H) 3.30 (dd, J=4. 0, 14. OHz, 1 
H) 3. 87 (s, 3H) 3. 99 (s, 3H) 4. 43 (d, J=6. OHz, 2H) 4. 80 (dd, J=4. 0, 9. 6Hz, 
1H) 6.95 (d, J=8. 8Hz, 1H) 7.05-7.20 (in, 3H) 8.13-8.20 (m, 1H) 8.27-8.33 
(m, 1H) 8. 63 (t, >6. OHz, 1H) 12. 01 (br, 1H) 
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NH 



'H-NMR (DMS0-d 6 ) 6 : 2. 54 (s, 3H) 2. 98 (dd. J=9. 6, 14. OHz, 1H) 3.24-3.31 (m, 1 
H) 3. 82 (s, 3H) 4. 44 (d, J=6. 4Hz, 2H) 4. 79 (dd, J=4. 4, 9. 6Hz, 1H) 6. 95 (d, 
J=8.4Hz, 1H) 7.05 (d, J=l. 6Hz, 1H) 7.11 {dd, J=l. 6, 8. 4Hz, 1H) 7.45 (dd, 
J=l. 6, 6.8Hz, 1H) 7.80-7.90 (m, 2H) 8.85 (t, J=6. 4Hz, 1H) 11.99 (br, 1H) 

CI 0 0 



'H-NMR (DMS0-d 6 ) <5 : 2. 98 (dd, J=9. 6, 14. OHz, 1H) 3. 30 (dd, J =4. 6, 14. OHz, 1H) 
3. 79 (s, 3H) 4. 38 (d, J=6. OHz, 2H) 4. 78 (dd, J=4. 6, 9. 6Hz, 1H) 6. 94 (d, 
J=8. 2Hz, 1H) 7. 13 (d. J=8. 2Hz, 1H) 7.15 (s. 1H) 8.35 (d. J=2. OHz, 1H) 8.64 
(s, 1H) 8.94 (t, J=6. OHz, 1H) 12.02 (br, 1H) 



ni&W2bl£m&<DJ5&-?9BM^ N2-5- [ (2, 4-^^V-l, 3-5 1 7V7>-H 

'H-NMR (DMSO-d 6 ) 6 : 2.31 (s, 3H) 2.52 (s, 3H) 2.97 (dd, J =9. 6, 14. OHz, 1H) 
3. 28 (dd, J=3. 8, 14. OHz, 1H) 3. 80 (s, 3H) 4. 38 (d, J=6. 4Hz, 2H) 4. 77 (dd, 
J=3. 8, 9.6Hz, 1H) 6.93 (d, J=8. 4Hz, 1H) 7.06 (s. 1H) 7.10 (d, J=8. 4Hz, 1 
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H) 7.55 (s. 1H) 8.28 (s, 1H) 8.79 (t, J=6. 4Hz. 1H) 

rf / u o 

mM&mitm-moijj&k-Tsmmv, ni-5- [ (2, z-z-yv? >-5--r 

'H-NMR (DMSO-d 6 ) <5 : 3.03 (dd, J=9. 0. 14. 0Hz, 1H) 3.30 (dd, J=4. 0, 14.0Hz. 1 
H) 3:69 (s, 3H) 4.16 (d. J=6. 4Hz, 2H) 4. 46 (dd, J=4. 0, 9. 6Hz, 1H) 5.59 (t, 
J=6.4Hz, 1H) 6.63 (d, J=8. 4Hz, 1H) 6. 95 "(d. J=2. OHz, 1H) 7.03 (dd, J=2. 0, 
8.4Hz. 1H) 7.64 (d. J=8. 4Hz, 2H) 7.85 (d, J=8. 4Hz. 2H) 8.95 (s, 1H) 




nm&mi£mm<ojj&;-e®M^ N5-5-U2. 4-^r^v-i, 3-^y w>-5-r 

■H-NMR (DMSO-dj) 5 : 3.14 (s. 6H) 3.03 (dd. J=9. 6. 14. OHz. 1H) 3.30 (dd. J=4. 
4. 14. OHz, 1H) 3. 79 (s. 3H) 4. 36-4. 40 fan, 2H) 4. 82 (dd. J=4. 4. 9. 6Hz. 1H) 
6.94 (d, J=8. 8Hz, 1H) 7.06-7.16 fan, 2H) 8.63 (s, 1H) 8.88 (t, J=5. 6Hz, 1 
H) 12.00 (br, 1H) 
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'H-NMR (DMS0-d 6 ) <5 : 3.00 (dd, J=9. 6, 14. 0Hz. 1H) 3.28 (dd, J=4. 0, 14. OHz, 1 

H) 3. 82 (s, 3H) 3. 94 (s. 3H) 4. 03 (s, 3H) 4. 40 (d, J=6. OHz, 2H) 4. 79 (dd, 

J=4. 0, 9.6Hz, 1H) 6.94 (d, J=8. 4Hz. 1H) 7.05-7.15 (m, 2H) 8.36 (t, J=6. 0 
Hz, 1H) 8. 72 (s, 1H) 12. 00 (br, 1H) 




M K^rv'^>> J ;W2, 4-> ? ^DO-l-^>if>7.;i/^^-5 K£t#fc 0 

'H-NMR ( (DMS0-d 6 ) <5 : 2.96 (dd. J=9. 2, 14. 4Hz, 1H) 3.26 (dd, J=4. 0, 14. 4Hz, 
1H) 3.79 (s, 3H) 4.15 (d, J=5. 6Hz, 2H) 4.39 (dd, J=4. 0. 9. 2Hz, 1H) 5.82 
(t, J=5. 6Hz, 1H) 6. 67 (d. J=8. 4Hz, 1H) 6. 70 (s, 1H) 7. 02 (d, J=8. 4Hz, 1 
H) 7.28 (d, J=8. 4Hz, 1H) 7.88 (d, J=8. 4Hz, 1H) 8.16 (br, 1H) 
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— r u^>s, £7cte-coN(R ffl )R ff2 (^^-eR wl , R w2 te^n-^niwi 

U ±fB©^«tC*5ViT, T*Wfe-&T*D, Wt&*2, 7V*U y>-5- 

V^M^^:27iVib6cDT;i/v-^I/>*, t>L<«A-f Hn^p>'^5 L U>*. 
fi£5£-CQ- (Cl^TQttBfcSlIS^^fcttWEStlR^Sr^r) > — CQNR X — (^^T?Q«tu 

=bb<«^mic77 t j;^L19©^^T->;i'S^-?-n^n^T) > — NR X CQ— (r^TQ, 

R x «^n^nHutB^«(3iwii;»?:^r) , -so 2 nr x - (^wteMtB^tt^cs 
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2. -j&5£ (I) ^43(/^T, W^^^^T^^if^llBtfe^^^^^ii 

3. -J&iS (I) K&V^T, R'^n-^ni^iCDM^a^^bTViTfeiV^ ^ 

5. -JK^ (I) K&^T, X^-^-CQNR x - (££TQ» R x «MIS^*^|hI C 
X£tkT) £fcte-NR x CQ- (Z. dT?Q, R x «tufB^«^IWJCS^r^-r) TfTH^n^ 

^fc«^ne>07KfP^Jo 
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7. -Jg^C (I) K&t^T, L^7cttM^*^l^^U6<7DT;i-^l/>*T$>^ 

n^><z)7k?p^o 

Sfc«2SB«(D^;i/7^>mBHig#:, -^C0j^feb<«-?-(DX^^^Sfc«^-ne>CD7j< 
?P#5c 

9. -«3* (i) k&i^t> R , *«-tn-?ni^±o«iftS&WbT^T'b«kv^ 
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